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(wherein 

A is an optionally substituted straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally intervened 
by oxygen or nitrogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted; 
n is 0 or 1 ; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A; 

T, U, V and W are independently nitrogen atom or optionally substituted methine, and at least two of T, U, V and 

W are said methine group; 

X is -N(S0 2 R 1 )-, -N(COR 2 )- or -CO-; 

Y is -C(R 3 )(R 4 )-, -O- or -N(R 5 )-; 

Z is methine or nitrogen atom) exhibit NPY antagonistic activities and are useful as agents for the treatment of 
various diseases related to NPY, for example, cardiovascular disorders such as hypertension, nephropathy, heart 
disease, vasospasm, arteriosclerosis, etc., central nervous system disorders such as bulimia, depression, anxiety, 
seizure, epilepsy, dementia, pain, alcoholism, drug withdrawal, circadian rhythm disorders, schizophrenia, etc., 
metabolic diseases such as obesity, diabetes, hormone abnormality, hypercholesterolemia, hyperlipidemia, etc., 
sexual and reproductive dysfunctions, and gastro-intestinal motility disorder. 
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Description 

Technical Field 

5 [0001] The present invention is useful in medical fields. In more detail, spiro compounds of the present invention 
have an effect as neuropeptide Y receptor antagonists and are useful as agents for the treatment of various kinds of 
cardiovascular disorders, central nervous system disorders, metabolic diseases, and the like. 

Background Art 

10 

[0002] NeuropeptideY (hereinafter referred to as NPY), apeptide consisting of 36 amino acids ; was first isolated from 
porcine brain by Tatemoto et al in 1982 (NATURE, vol. 296, p. 659(1982)). NPY is widely distributed in central nervous 
system and peripheral nervous system, and plays various roles as one of the most abundant peptides in the nervous 
system. That is, NPY acts as an orexigenic substance in the central nervous system and markedly promotes fat ac- 

15 cumulation via the mediation of secretion of various hormones or the action of the nervous system. It is known that 
continuous intracerebroventricular administration of NPY induces obesity and insulin resistance due to these actions 
(INTERNATIONAL JOURNAL OF OBESITY, vol. 19, p.517(1995); Endocrinology, vol.133, p. 1 753(1993)). It is also 
known that NPY has central actions such as depression, anxiety, schizophrenia, pain, dementia, circadian rhythm 
control and the like (DRUGS, vol.52, p.371(1996); THE JOURNAL OF NEUROSCIENCE, vol.18, p.3014(1 998)). Fur- 

20 thermore, in the periphery, NPY coexists with norepinephrine in sympathetic- nerve terminals and is related to the 
tonicity of the sympathetic nervous system. It is known that peripheral administration of NPY causes vasoconstriction 
and enhances the activities of other vasoconstrictive substances such as norepinephrine (BRITISH JOURNAL OF 
PHARMACOLOGY, vol.95, p.41 9(1 988)). It is also reported that NPY could participate in the development of cardiac 
hypertrophy as a result of the sympathetic stimulation (PROCEEDINGS OF THE NATIONAL ACADEMY OF SCI ENC- 

25 ES OF THE UNITED STATES OF AMERICA, vol.97, p. 1 595(2000)). 

[0003] On the other hand, it is reported that NPY is also involved in the secretory function of sexual hormones and 
growth hormone, sexual behavior and reproductive function, gastro-intestinal motility, bronchoconstriction, inflamma- 
tion and alcohol preference (LIFE SCIENCE, vol.55, p.551 (1994); THE JOURNAL OF ALLERGY AND CLINICAL IM- 
MUNOLOGY, vol.101 , p.S345(1998); NATURE, vol.396, p.366(1 998)). 

30 [0004] NPY has a variety of pharmacological effects resulting from NPY binding to some NPY receptors to which 
peptide YY and pancreatic polypeptide, which are the analogs of NPY, also bind. It is known that these pharmacological 
effects of NPY are mediated by the action of at least five receptors with or without synergistic interactions (TRENDS 
IN NEUROSCIENCES, vol.20, p.294(1 997)). 

[0005] It is reported that the central effects mediated by NPY Y1 receptor include remarkable orexigenic effect (EN- 
35 DOCRINOLOGY, vol.137, p.31 77(1 996); ENDOCRINOLOGY, vol.141, p.1 01 1 (2000)). Further, NPY Y1 receptor is 
reported to be involved in anxiety and pain (NATU RE, vol.259, p.528(1 993); BRAIN RESEARCH, vol.859, p. 361 (2000). 
In addition, the pressor effect mediated by the strong vasoconstrictor action in the periphery is also reported (FEBS 
LETTERS, vol.362, p.192(1995); NATURE MEDICINE, vol.4, p. 722(1 998)). 

[0006] It is known that the effects mediated by NPY Y2 receptor include an inhibitory effect on the release of various 
40 neurotransmitters in the sympathetic nerve endings (BRITISH JOURNAL OF PHARMACOLOGY vol.1 02, p.41 (1 991); 
SYNAPSE, vol.2, p. 299(1 988)). In periphery, NPY Y2 causes constriction of blood vessel or vas deferens directly or 
via the control of release of various neurotransmitters (THE JOURNAL OF PHARMACOLOGY AND EXPERIMENTAL 
THERAPEUTICS, vol.261 , p.863(1 992); BRITISH JOURNAL OF PHARMACOLOGY, vol.1 00, p. 1 90(1 990)). Inhibition 
of lipolysis in adipose tissues is also known (ENDOCRINOLOGY, vol.131, p. 1 970(1 992)). Further, inhibition of ion 
45 secretion in the gastro-intestinal tract is reported (BRITISH JOURNAL OF PHARMACOLOGY, vol.101 , p. 247(1 990)). 
On the other hand, the effects on the central nervous system functions such as memory, anxiety and the like are also 
known (BRAIN RESEARCH, vol.503, p. 73(1 989); PEPTIDES, vol.19, p. 359(1 998)). 

[0007] It is reported that NPY Y3 receptor exists mainly in brainstem and heart, and is related to the regulation of 
blood pressure and heart rate (THE JOURNAL OF PHARMACOLOGY AND EXPERIMENTAL THERAPEUTICS, vol. 
so 258, p. 633(1 991); PEPTIDES, vol.1 1 , p. 545(1 990)). It is also known that NPY Y3 is involved in the control of catecho- 
lamine secretion in adrenal gland (THE JOURNAL OF PHARMACOLOGY AND EXPERIMENTAL THERAPEUTICS, 
vol.244, p.468(1988); LIFE SCIENCE, vol.50, p.PL7(1 992)). 

[0008] NPY Y4 receptor has high affinity for pancreatic polypeptide in particular. As for the pharmacological effects 
of NPY Y4, inhibition of pancreatic exocrine secretion and gastro-intestinal motility is reported (GASTROENTEROL- 
55 OGY, vol.85, p.1411(1983)). Further, it is reported that NPY enhances the secretion of sexual hormones in the central 
nervous system (ENDOCRINOLOGY, vol.140, p.51 71 (1999)). 

[0009] As for the effects mediated by NPY Y5 receptor, fat accumulation effects including orexigenic effect are prom- 
inent (NATURE, vol. 382, p.1 68(1 996); AMERICAN JOURNAL OF PHYSIOLOGY, vol.277, p.R1428(1 999)). It is also 



3 



EP 1 415 986 A1 



reported that the NPY Y5 receptor mediates some CNS effects, such as seizure and epilepsy, or pain and morphine 
withdrawal symptoms, and the control of circadian rhythm (NATURE MEDICINE, vol.3, p.761(1997); PROCEEDINGS 
OFTHE NATIONAL ACADEMY OF SCIENCES OF THE UNITED STATES OF AMERICA, vol.96, p. 1351 8(1 999); THE 
JOURNAL OF PHARMACOLOGY AND EXPERIMENTAL THERAPEUTICS, vol.284, p.633(1998); THE JOURNAL 

5 OF NEUROSCIENCE, vol.21, p. 5367(2001). In addition, diuretic effect and hypoglicemic effect in the periphery are 
reported (BRITISH JOURNAL OF PHARMACOLOGY, vol. 120, p. 1335(1998); ENDOCRINOLOGY, vol.139, p.3018 
(1 998)). NPY is also reported to enhance cardiac hypertrophy as a result of the sympathetic accentuation (PROCEED- 
INGS OFTHE NATIONAL ACADEMY OF SCIENCES OFTHE UNITED STATES OF AMERICA, vol.97, p.1595 (2000)). 
[0010] The effects of NPY are expressed when NPY binds to the NPY receptors in the central or peripheral nervous 

10 system. Therefore, the action of NPY can be prevented by blocking its binding to NPY receptors. For this reason, it is 
expected that substances antagonize NPY binding to NPY receptors may be useful for the prophylaxis or treatment 
of various diseases related to NPY for example, cardiovascular disorders such as hypertension, nephropathy, heart 
disease, vasospasm, etc., central nervous system disorders such as bulimia, depression, anxiety, seizure, epilepsy, 
dementia, pain, alcoholism, drug withdrawal, circadian rhythm disorders, schizophrenia, etc., metabolic diseases such 

15 as obesity, diabetes, hormone abnormality, etc., sexual and reproductive dysfunctions, gastro-intestinal motility disor- 
ders, respiratory disorders, inflammatory diseases or glaucoma, and the like. (TRENDS IN PHARMACOLOGICAL 
SCIENCES, vol.15, p.153(1994); LIFE SCIENCE, vol.55, p.551(1994); DRUGS, vol.52, p.371(1996); THE JOURNAL 
OF ALLERGY AND CLINICAL IMMUNOLOGY, vol.101, p.S345(1 998); NATURE, vol.396, p.366(1998); THE JOUR- 
NAL OF PHARMACOLOGY AND EXPERIMENTAL THERAPEUTICS, vol.284, p.633(1998); TRENDS IN PHARMA- 

20 COLOGICAL SCIENCES, vol.20, p.1 04(1 999); PROCEEDINGS OFTHE NATIONAL ACADEMY OF SCIENCES OF 
THE UNITED STATES OF AMERICA, vol.97, p. 1 595(2000); THE JOURNAL OF NEUROSCIENCE, vol. 21, p.5367 
(2001); PHARMACOLOGY & THERAPEUTICS, vol.65, p.397(1995). 

[0011] It was recently found that, as a result of the study by the present inventors, certain NPY receptor antagonists 
are useful for the prophylaxis or treatment of hypercholesterolemia, hyperlipidemia and arteriosclerosis (International 
25 application publication W099/27965). 



Disclosure of Invention 



[0012] The object of the present invention is to provide novel medicines which have NPY antagonistic actions. 
30 [0013] The present inventors have discovered that compounds of the formula (I): 




(wherein 

50 A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 

selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or nitrogen 
atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group consisting 
55 of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cycle-lower alkyl, lower alkenyl, lower 

alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower alkanoyl, lower 
alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group consisting 
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of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-loweralkyl, hydroxy, lower alkoxy, halo-lower alkoxy, lower 
alkylamino, di-lower alkylamino, lower alkanoyl and aryl; 
n is 0 or 1 ; 

Q is a single bond orcarbonyl; 

5 R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, lower 

alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three groups being 
optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A; 
R 1 , R 2 and R 5 are independently hydrogen, lower alkyl, aralkyl or aryl; 

10 R3 and R 4 are independently hydrogen, hydroxy, lower alkyl, aralkyl or aryl; 

T, U, V and W are independently methine or nitrogen atom, said methine being optionally substituted by a substit- 
uent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy, and at least two of T. 
U, V and W are said methine group; 
X is -N(S0 2 R 1 )-, -N(COR 2 )- or -CO-; 

15 Y is -C(R 3 )(R 4 )-, -O- or -N(R 5 )-; 

Z is methine or nitrogen atom) 

exhibit NPY antagonistic activities and are useful as agents for treatment of various kinds of diseases related to NPY, 
thereby completed the present invention. 

20 [0014] The compounds of the present invention (I) are useful as agents for the treatment of various diseases related 
to NPY, that is, cardiovascular disorders such as hypertension, nephropathy, heart disease, vasospasm, arterioscle- 
rosis, etc., central nervous system disorders such as bulimia, depression, anxiety, seizure, epilepsy, dementia, pain, 
alcoholism, drug withdrawal, circadian rhythm disorders, schizophrenia, etc., metabolic diseases such as obesity, di- 
abetes, hormone abnormality, hypercholesterolemia, hyperlipidemia, etc., sexual and reproductive dysfunctions, gas- 

25 tro-intestinal disorders such as gastro-intestinal motility disorder, respiratory disorders, inflammatory diseases or glau- 
coma, and the like. 

[0015] The compounds of the present invention (I) are particularly useful as agents for the treatment of bulimia, 
obesity, diabetes and the like. 

[0016] The present invention relates to the compounds of the formula (I), or the salts or esters thereof, and the 
30 production methods and the use thereof. 

[0017] The means of terms used in the present specification are defined, and more detailed description of this in- 
vention is described below. 

[0018] "Halogen" refers to fluorine, chlorine, bromine and iodine. 

[001 9] "Lower alkyl" refers to a straight- or branched-chain alkyl group having 1 to 6 carbon atoms, and its examples 
35 are methyl, ethyl, propyl, isopropyl, butyl, isobutyl, sec-butyl, tert-butyl, pentyl, isopentyl, hexyl, isohexyl and the like. 
[0020] "Halo-lower alkyl" refers to said lower alkyl substituted with identically or differently one, two or more, prefer- 
ably one to three said halogen at the arbitrary, substitutable position(s), and its examples are fluoromethyl, difluorome- 
thyl, trifluoromethyl, 2-fluoroethyl, 1 ,2-difluoroethyl, chloromethyl, 2-chloroethyl, 1 ,2-dichloroethyl, bromomethyl, io- 
domethyl and the like. 

40 [0021 ] "Hydroxy-lower alkyl" refers to said lower alkyl substituted with one, two or more, preferably one or two hydroxy 
at the arbitrary, substitutable position(s), and its examples are hydroxymethyl, 2-hydroxyethyl, 1 -hydroxy-1 -methylethyl, 
1 ,2-dihydroxyethyl, 3-hydroxypropyl and the like. 

[0022] "Cyclo-lower alkyl" refers to a cycloalkyl group having 3 to 6 carbon atoms, and its examples are cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl and the like. 
45 [0023] "Lower alkenyl" refers to a straight- or branched-chain alkenyl group having 2 to 6 carbon atoms, and its 
examples are vinyl, 1-propenyl, 2-propenyl, isopropenyl, 3-butenyl, 2-butenyl, 1-butenyl, 1-methyl-2-propenyl, 1-me- 
thyl-1 -propenyl, 1 -ethyl-1 -ethenyl, 2-methyl-2-propenyl, 2-methyl-1-propenyl, 3-methyl-2-butenyl, 4-pentenyl and the 
like. 

[0024] "Lower alkoxy" refers to a straight- or branched-chain alkoxy group having 1 to 6 carbon atoms, and its ex- 
50 amples are methoxy, ethoxy, propoxy, isopropoxy, butoxy, sec-butoxy, isobutoxy, tert-butoxy, pentyloxy, isopentyloxy, 
hexyloxy, isohexyloxy, and the like. 

[0025] "Halo-lower alkoxy" refers to said lower alkoxy substituted with identically or differently one, two or more, 
preferably one to three said halogen at the arbitrary, substitutable position (s), and its examples are fluoromethoxy, 
difluoromethoxy, trifluoromethoxy, 2-fluoroethoxy, 1 ,2-difluoroethoxy, ch I oro methoxy, 2-chloroethoxy, 1 ,2-dichlo- 
55 roethoxy, bromomethoxy, iodomethoxy and the like. 

[0026] "Lower alkylthio" refers to a straight- or branched-chain alkylthio group having 1 to 6 carbon atoms, and its 
examples are methylthio, ethylthio, propylthio, isopropylthio, butylthio, sec-butylthio, isobutylthio, tert-butylthio, 
pentylthio, isopentylthio, hexylthio, isohexylthio and the like. 
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[0027] "Lower alkanoyl" refers to an alkanoyl group containing said lower alkyl, that is, an alkanoyl group having 2 
to 7 carbon atoms, and its examples are acetyl, propionyl, butyryl, isobutyryl, valeryl, isovaleryl, pivaloyl and the like. 
[0028] "Lower alkoxycarbonyl" refers to an alkoxycarbonyl group containing said lower alkoxy, that is, an alkoxycar- 
bonyl group having 2 to 7 carbon atoms, and its examples are methoxycarbonyl, ethoxycarbonyl, propoxycarbonyl, 
5 isopropoxycarbonyl, butoxycarbonyl, isobutoxycarbonyl, tert-butoxycarbonyl ; pentyloxycarbonyl and the like. 
[0029] "Aryl" refers to phenyl, naphthyl and the like. 

[0030] "Heteroaryl" refers to 5- or 6-membered monocyclic heteroaromatic group which contains one, two or more, 
preferably one to three hetero atom(s) identically or differently selected from the group consisting of oxygen, nitrogen 
and sulfur; or condensed cyclic heteroaromatic group, where said monocyclic heteroaromatic group is condensed with 

10 said aryl group or condensed each other with the same or different said monocyclic heteroaromatic group, and its 
examples are pyrrolyl, furyl, thienyl, imidazolyl, pyrazolyl, thiazolyl, isothiazolyl, oxazolyl, isoxazolyl, triazolyl, tetrazolyl, 
oxadiazolyl, 1 ,2,3-thiadiazolyl, 1 ,2,4-thiadiazolyl, 1 ,3,4-thiadiazolyl, pyridyl, pyrazinyl, pyrimidinyl, pyridazinyl, 1 ,2,4-tri- 
azinyl, 1 ,3,5-triazinyl, indolyl, benzofuranyl, benzothienyl, benzoimidazolyl, benzoxazolyl, benzoisoxazolyl, benzothi- 
azolyl, benzoisothiazolyl, indazolyl, purinyl, quinolyl, isoquinolyl, phthalazinyl, naphthylidinyl, quinoxalinyl, quinazolinyl, 

15 cinnolinyl, pteridinyl. pyrido[3,2-b]pyridyl and the like. 

[0031] "A straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally intervened by oxygen or nitrogen 
atom" refers to a saturated or unsaturated straight-chain hydrocarbon having 1 to 6 carbon atoms, which may or may 
not be intervened by one, two or more, preferably one oxygen or nitrogen atom(s), at the arbitrary position (s) capable 
of being intervened, and examples thereof are methylene, ethylene, trimethylene, tetramethylene, pentamethylene, 

20 1-azatrimethylene, 1 -azatetram ethylene, 2-azatetram ethylene, 2-oxatetramethylene, 2-oxapentamethylene, 3-oxap- 
entamethylene and the like. 

[0032] "Lower alkylamino" refers to an amino group mono-substituted with said lower alkyl, and its examples are 
methylamino. ethylamino, propylamino, isopropylamino, butylamino, sec-butylamino, tert-butylamino and the like. 
[0033] "Di-lower alkylamino" refers to an amino group di-substituted with identical or different said lower alkyl, and 
25 its examples aredimethylamino, diethylamino, ethylmethylamino, dipropylamino, methylpropylamino, diisopropylamino 
and the like. 

[0034] "Lower alkylene" refers to a straight- or branched-chain alkylene group having 1 to 6 carbon atoms, and its 
examples are methylene, ethylene, trimethylene, tetramethylene, pentamethylene, hexamethylene and the like. 
[0035] "Aralkyl" refers to said lower alkyl substituted with one, two or more, preferably one or two aryl at the arbitrary, 

30 substitutable position(s), and its examples are benzyl, 2-phenylethyl, 3-phenylethyl, 1 -phenylethyl and the like. 

[0036] The salts of the compounds of the formula (I) refer to the pharmaceutically acceptable, common salts, and 
examples thereof are base addition salt to said carboxyl group when the compound has a carboxyl group, or acid 
addition salt to an amino or said basic heterocyclyl when the compound has a basic heterocyclyl group, and the like. 
[0037] Said base addition salts include salts with alkali metals (e.g. sodium, potassium); salts with alkaline earth 

35 metals (e.g. calcium, magnesium); ammonium salts; salts with organic amines (e.g. trimethylamine, triethylamine, 
dicyclohexylamine, ethanolamine, diethanolamine, triethanolamine, procaine, N,N'-dibenzylethylenediamine) and the 
like. 

[0038] Said acid addition salts include salts with inorganic acids (e.g. hydrochloric acid, sulfuric acid, nitric acid, 
phosphoric acid, perchloric acid), salts with organic acids (e.g. maleic acid, fumaric acid, tartaric acid, citric acid, ascor- 
40 bic acid, trifluoroacetic acid), salts with sulfonic acids (e.g. methanesulfonic acid, isethionic acid, benzenesulfonic acid, 
p-toluenesulfonic acid) and the like. 

[0039] The esters of the compounds of theformula (I) refer to, for example, the pharmaceutically acceptable, common 
esters of said carboxyl group when the compound has a carboxyl group : and examples thereof are esters with lower 
alkyl (e.g. methyl, ethyl, propyl, isopropyl, butyl, sec-butyl, tert-butyl, pentyl, isopentyl, neopentyl, cyclopropyl, cy- 

45 clobutyl, cyclopentyl), esters with aralkyl (e.g. benzyl, phenethyl) . esters with lower alkenyl (e.g. ally 1 , 2-butenyl), esters 
with lower-alkoxy-lower-alkyl (e.g. methoxymethyl, 2-methoxyethyl, 2-ethoxyethyl), esters with lower-alkanoyloxy-low- 
er-alkyl (e.g. acetoxy methyl, pivaloyloxymethyl, 1 -pivaloyloxyethyl), esters with lower-alkoxycarbonyl-lower-alkyl (e.g. 
methoxycarbonylmethyl, isopropoxycarbonylmethyl), esters with carboxy-lower alkyl (e.g. carboxymethyl), esters with 
lower-alkoxycarbonyloxy-lower-alkyl (e.g. 1 -(ethoxycarbonyloxy)ethyl, l-(cyclohexyloxycarbonyloxy)ethyl), esters with 

50 carbamoyloxy-lower alkyl (e.g. carbamoyloxymethyl), esters with phthalidyl, esters with (5-substituted-2-oxo-1 ,3-diox- 
ol-4-yl)methyl (e.g. (5-methyl-2-oxo-1 ,3-dioxol-4-yl)methyl) and the like. 

[0040] "An agent for treatment" refers to a medicament which is employed for the treatment and/or prophylaxis of 
various diseases. 

[0041] In order to disclose the aforesaid compounds of the formula (I) of the present invention more specifically, the 
55 various symbols used in theformula (I) are explained in more detail by presenting preferred embodiments. 

[0042] A refers to a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a 
substituent selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower 
alkoxy, lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or nitrogen 
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atom. 

[0043] "A straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, lower 
alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or nitrogen atom" refers 

5 to unsubstituted said straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally intervened by oxygen 
or nitrogen atom; or said straight-chain hydrocarbon having 1 to 6 carbon atoms, which has substituent(s) at the arbi- 
trary, substitutable position(s), and is optionally intervened by oxygen or nitrogen atom, wherein said substituent may 
be one, two or more member(s), preferably one member identically or differently selected from the group consisting 
of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, lower alkoxycarbonyl, lower alkylene, aryl, 

10 heteroaryl and -R a . 

[0044] The preferable examples of lower alkylamino as said substituent include methylamino, ethylamino ; propylami- 
ne and the like. 

[0045] The preferable examples of di-lower alkylamino as said substituent include dimethylamino, diethylamino and 
the like. 

15 [0046] The preferable examples of lower alkoxy as said substituent include methoxy, ethoxy, propoxy and the like. 
[0047] The preferable examples of lower alkoxycarbonyl as said substituent include methoxycarbonyl, ethoxycarb- 
onyl and the like. 

[0048] The preferable examples of lower alkylene as said substituent include methylene, ethylene, trimethylene and 
the like. 

20 [0049] The preferable examples of aryl as said substituent include phenyl, naphthyl and the like. 

[0050] The preferable examples of heteroaryl as said substituent include pyridyl, quinolyl, indolyl and the like. 
[0051 ] A group represented by the formula: -R a as said substituent refers to lower alkyl which is optionally substituted 
by a substituent selected from the group consisting of amino, lower alkylamino, di-lower alkylamino and hydroxy, and 
cyclo-lower alkyl, aryl and heteroaryl, the last three groups being optionally substituted by fluorine. 

25 [0052] "Lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, lower 
alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three groups being 
optionally substituted by fluorine" refers to unsubstituted said lower alkyl, or said lower alkyl having substituent(s) at 
the arbitrary, substitutable position(s),wherein said substituent may be one, two or more, preferably one member(s) 
identically or differently selected from the group consisting of amino, lower alkylamino, di-lower alkylamino and hydroxy, 

30 and cyclo-lower alkyl, aryl and heteroaryl, the last three groups being optionally substituted by fluorine. 

[0053] The preferable examples of lower alkylamino as said substituent include methylamino, ethylamino, propylami- 
ne and the like. 

[0054] The preferable examples of di-lower alkylamino as said substituent include dimethylamino, diethylamino and 
the like. 

35 [0055] The preferable examples of cyclo-lower alkyl being optionally substituted by fluorine as said substituent in- 
clude cyclopentyl, cyclohexyl and the like. 

[0056] The preferable examples of aryl being optionally substituted by fluorine as said substituent include phenyl, 
4-fluorophenyl, naphthyl and the like. 

[0057] The preferable examples of heteroaryl being optionally substituted by fluorine as said substituent include 
40 pyridyl, quinolyl, indolyl and the like. 

[0058] The preferable examples of lower alkyl of "lower alkyl which is optionally substituted" as R a include methyl, 
ethyl, propyl and the like. 

[0059] The preferable examples of R a include hydroxy methyl, cyclohexyl methyl, benzyl, 4-fluorobenzyl, 3-pyridyl- 
methyl, 4-pyridylmethyl, 3-indolylmethyl and the like. 
45 [0060] The preferable examples of substituent of A include oxo, hydroxy, lower alkoxycarbonyl, lower alkylene, aryl, 
-R a and the like. 

[0061 ] To be more specific, A includes, for example, a group of the formula (A-1 ) and (A-2): 



50 



55 
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(A-2) 



and the like. 

[0062] Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cycle-lower alkyl, lower alkenyl, lower 
alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower alkanoyl, lower alkox- 
ycarbonyl and -Q-Ar 2 . 

[0063] "Aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group consisting 
of halogen, nitro, oxo. lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, lower alkoxy 
halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, loweralkanoyl, lower alkoxycarbonyl 
and -Q-Ar 2 " refers to unsubstituted said aryl or said heteroaryl, or said aryl or said heteroaryl, the last two groups 
having substituent (s) at the arbitrary, substitutable position(s) wherein said substituent may be one, two or more, 
preferably one or two member(s) identically or differently selected from the group consisting of halogen, nitro, oxo, 
lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, lower alkoxy, halo-lower alkoxy, lower 
alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, loweralkanoyl, lower alkoxycarbonyl and -Q-Ar 2 . 
[0064] The preferable examples of halogen as said substituent include fluorine, chlorine and the like. 
[0065] The preferable examples of lower alkyl as said substituent include methyl, ethyl, propyl, isopropyl and the like. 
[0066] The preferable examples of halo-lower alkyl as said substituent include difluoromethyl, trifluoromethyl and 
the like. 



9 
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[0067] The preferable examples of hydroxy-lower alkyl as said substituent include hydroxym ethyl, 2-hydroxyethyl, 
1-hydroxy-methylethyl and the like. 

[0068] The preferable examples of cyclo-lower alkyl as said substituent include cyclopropyl, cyclobutyl and the like. 
[0069] The preferable examples of lower alkenyl as said substituent include vinyl, 1 -propenyl, 2-methyl-1 -propenyl 
and the like. 

[0070] The preferable examples of lower alkoxy as said substituent include methoxy, ethoxy and the like 

[0071] The preferable examples of halo-lower alkoxy as said substituent include fluoromethoxy, difluoromethoxy, 

trifluoromethoxy and the like. 

[0072] The preferable examples of lower alkylamino as said substituent include methylamino, ethylamino, propylami- 
ne and the like. 

[0073] The preferable examples of di-lower alkylamino as said substituent include dimethylamino, diethylamino and 
the like. 

[0074] The preferable examples of lower alkylthio as said substituent include methylthio, ethylthio and the like. 
[0075] The preferable examples of lower alkanoyl as said substituent include acethyl, propionyl and the like. 
[0076] The preferable examples of lower alkoxycarbonyl as said substituent include methoxycarbonyl, ethoxycarb- 
onyl and the like. 

[0077] In a group represented by the formula: -Q-Ar 2 as said substituent, Ar 2 is aryl or heteroaryl, any of which is 
optionally substituted by a substituent selected from the group consisting of halogen, cyano, lower alkyl, halo-lower 
alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower al- 
kanoyl and aryl; Q is a single bond or carbonyl. 

[0078] "Aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group consisting 
of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy, halo-lower alkoxy, lower 
alkylamino, di-lower alkylamino, lower alkanoyl and aryl" refers to unsubstituted said aryl or said heteroaryl, or said 
aryl or said heteroaryl, the last two groups having substituent(s) at the arbitrary, substitutable position(s) wherein said 
substituent may be one, two or more, preferably one or two member(s) identically or differently selected from the group 
consisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy, halo-lower alkoxy ; 
lower alkylamino, di-lower alkylamino, lower alkanoyl and aryl. 

[0079] The preferable examples of halogen as said substituent include fluorine, chlorine and the like. 
[0080] The preferable examples of lower alkyl as said substituent include methyl, ethyl, propyl, isopropyl and the like. 
[0081] The preferable examples of halo-lower alkyl as said substituent include difluoromethyl, trifluoromethyl and 
the like. 

[0082] The preferable examples of hydroxy-lower alkyl as said substituent include hydroxym ethyl, 2-hydroxyethyl, 

1- hydroxy-1 -methylethyl and the like. 

[0083] The preferable examples of lower alkoxy as said substituent include methoxy, ethoxy and the like. 

[0084] The preferable examples of halo-lower alkoxy as said substituent include fluoromethoxy, difluoromethoxy. 

trifluoromethoxy and the like. 

[0085] The preferable examples of lower alkylamino as said substituent include methylamino, ethylamino and the like. 
[0086] The preferable examples of di-lower alkylamino as said substituent include dimethylamino, diethylamino and 
the like. 

[0087] The preferable examples of lower alkanoyl as said substituent include acetyl, propionyl and the like. 
[0088] The preferable examples of aryl as said substituent include phenyl and the like. 

[0089] The preferable examples of the substituent of Ar 2 include halogen, cyano, lower alkyl, halo-lower alkyl, hy- 
droxy-lower alkyl, hydroxy, halo-lower alkoxy and the like. 

[0090] The preferable examples of aryl as Ar 2 include phenyl and the like, and preferred examples of heteroaryl as 
Ar 2 include imidazolyl, pyridyl, benzofuranyl, quinolyl and the like. 

[0091] Thus, the preferable examples of a group represented by the formula: -Q-Ar 2 include phenyl, 2-fluorophenyl, 
3-fluorophenyl, 4-fluorophenyl, 2,3-difluorophenyl, 2,4-difluorophenyl, 3,5-difluorophenyl, 2-chlorophenyl, 3-chloroph- 
enyl, 4-chlorophenyl, 2-cyanophenyl, 3-cyanophenyl, 4-cyanophenyl, 2-methylphenyl, 3-methylphenyl, 4-methylphe- 
nyl, 2-fluoro-5-methylphenyl, 3-fluoromethylphenyl, 2-trifluoromethylphenyl, 3-trifluoromethylphenyl, 4-trifluoromethyl- 
phenyl, 2-methoxyphenyl, 3-methoxyphenyl, 4-methoxyphenyl, 3-fluoro-5-methoxyphenyl, 3-fluoromethoxyphenyl, 
3-difluoromethoxyphenyl, 3-(2-hydroxyethyl)phenyl, 3-hydroxymethylphenyl, 3-(1 -hydroxy-1 -methylethyl)phenyl, 
3-hydroxyphenyl, 4-hydroxyphenyl, 2-imidazolyl, 1 -ethyl-2-imidazolyl, 1 ,2,4-thiadiazol-5-yl, 1 ,3,4-thiadiazol-2-yl, 2-py- 
ridyl, 3-pyridyl, 4-pyridyl, 2-ethyl-4-pyridyl, 4-pyrimidinyl, 5-pyrimidinyl, 4-benzo[b]furanyl, 5-benzo[b]furanyl, 7-benzo 
[b]furanyl, 2-quinolyl, 3-quinolyl, 4-quinolyl, 5-quinolyl, 6-quinolyl, 8-quinolyl, benzoyl, 2-pyridylcarbonyl and the like, 
among which the more preferable examples are phenyl, 2-fluorophenyl, 3-fluorophenyl, 3,5-difluorophenyl, 3-chloroph- 
enyl, 4-chlorophenyl, 3-cyanophenyl, 3-trifluoromethylphenyl, 3-difluoromethoxyphenyl, 3-(2-hydroxyethyl)phenyl, 
3-hydroxyphenyl, 4-hydroxyphenyl, 1 -ethyl-2-imidazolyl, 2-pyridyl, 7-benzo[b]furanyl, 2-quinolyl, 3-quinolyl, benzoyl, 

2- pyridylcarbonyl and the like. 
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[0092] The preferable examples of the substituent of Ar 1 include halogen, lower alkyl, halo-lower alkyl, lower alkenyl, 
lower alkoxy, di-loweralkylamino, loweralkanoyl, -Q-Ar 2 and the like, more preferably, halogen, halo-lower alkyl, lower 
alkoxy, di-lower alkylamino and the like. 

[0093] The preferable examples of aryl as Ar 1 preferably include phenyl and the like, and the preferable examples 
of heteroaryl as Ar 1 preferably include imidazolyl, pyrazolyl, thiazolyl, oxazolyl, isoxazolyl, 1 ,2,4-thiadiazolyl, pyridyl, 
pyrazinyl, pyrimidinyl, 1 ,2,4-triazinyl, benzoxazolyl, benzothiazolyl, quinolyl, pyrido[3,2-b]pyridyl andthe like, more pref- 
erably, pyridyl andthe like. 

[0094] R° refers to hydrogen, or lower alkylene attached to an arbitrary, bondable position of A. 

[0095] The preferable examples of lower alkylene as R° include methylene, ethylene, trimethylene, tetramethylene 

and the like. 

[0096] Thus, a group represented by the formula: -A-Ar 1 -R° includes, for example, 1 -phenyl-3-pyrrolidinyl, 1 -(2-fluor- 
ophenyl)-3-pyrrolidinyl, 1 -(3-fluorophenyl)-3-pyrrolidinyl, 1 -(4-fluorophenyl)-3-pyrrolidinyl, 1 -(2-pyridyl)-3-pyrrolidinyl, 
1 -(3-pyridyl)-3-pyrrolidinyl, 1 -(4-pyridyl)-3-pyrrolidinyl, 1 -(3,5-difluorophenyl)-3-pyrrolidinyl, 1 -(3-trifluoromethylphe- 
nyl)-3-pyrrolidinyl, 1 -(2-pyrimidinyl)-3-pyrrolidinyl, 5-oxo-1 -phenyl-3-pyrrolidinyl. 1 -phenyl-4-piperidyl, 1-(2-fluorophe- 
nyl)-4-piperidyl, 1 -(3-fluorophenyl)-4-piperidyl, 1 -(4-fluorophenyl)-4-piperidyl, 1 -(3,5-difluorophenyl)-4-piperidyl, 

1- (2-pyridyl)-4-piperidyl, 1-(3-pyridyl)-4-piperidyl, 1 -(4-pyridyl)-4-piperidyl, 3-hydroxymethyl-1 -phenyl-4-piperidyl, 

3- methoxycarbonyl-1 -phenyl-4-piperidyl, 3-ethoxycarbonyl-1 -phenyl-4-piperidyl, 3-isopropoxycarbonyl-1 -phenyl- 

4- piperidyl, 1 -phenyl-3-piperidyl, 1 -(2-fluorophenyl)-3-piperidyl, 1 -(3-fluorophenyl)-3-piperidyl, 1 -(4-fluorophenyl)- 

3- piperidyl, 1 -(3,5-difluorophenyl)-3-piperidyl, 1 -(2-pyridyl)-3-piperidyl, 1 -(3-pyridyl)-3-piperidyl, 1 -(4-pyridyl)-3-piperi- 
dyl, 3-phenylcyclopentyl, 3-phenylcyclohexyl, 4-phenylcyclohexyl, 4-(2-fluorophenyl)cyclohexyl, 4-(3-fluorophenyl)cy- 
clohexyl, 4-(4-fluorophenyl)cyclohexyl, 4-(2-pyridyl)cyclohexyl, 4-(3-pyridyl)cyclohexyl, 4-(4-pyridyl)cyclohexyl, 

4- (4-fluoro-3-pyridyl)cyclohexyl, 4-(3-quinolyl)cyclohexyl, 4-(3-fluorophenyl)-4-hydroxycyclohexyl, 6-phenyl-3-tetrahy- 
dropyranyl, 6-(3-fluorophenyl)-3-tetrahydropyranyl, 2-phenylcyclopropyl. 2-(2-pyridyl)cyclopropyl, 2-(3-pyridyl)cyclo- 
propyl, 2-(4-pyridyl)cyclopropyl, 2-indanyl, 2-tetrahydronaphthyl, 6-methoxy-2-tetrahydronaphthyl, benzyl, phenethyl, 

3- phenylpropyl, 4-phenylbutyl, 4-bromophenethyl, 3-methoxyphenethyl, 2-propyloxyphenethyl, 4-dimethylami- 
nophenethyl, 3,5-difluorophenethyl, 3,4-dimethoxyphenethyl, 4-(dimethylamino)-2-methoxyphenethyl, 2-(3-quinolyl) 
ethyl, 2-hydroxy-2-(3-quinolyl)ethyl, 2-hydroxy-2-phenylethyl, benzoylmethyl, 2-hydroxy-2-(4-dimethylaminophenyl) 
ethyl, 2-hydroxy-2-(3,5-difluorophenyl)ethyl, 1 -(hydroxymethyl)-2-phenylethyl. 1 -(methoxycarbonyl)-2-phenylethyl, 
1 -(aminomethyl)-2-phenylethyl, 1 -(isobutylaminomethyl)-2-phenylethyl, 1 -benzyl-2-(benzylamino)ethyl, 1 -benzyl- 

2- anilinoethyl, 1 -benzyl-2-(2-pyridylmethylamino)ethyl, 1 -benzyl-2-(3-pyridylmethylamino)ethyl, 1 -benzyl-2-(N-ben- 
zyl-N-methylamino)ethyl, 1 -benzyl-2-(benzyloxy)ethyl, 1 -(cyclohexylmethyl)-2-(benzyloxy)ethyl, 1 -benzyloxycarbonyl- 
2-cyclohexylethyl, 1 -(benzyloxycarbonyl)-2-(3-indolyl)ethyl ; 1 -(benzylcarbamoyl)-2-phenylethyl, 1 -(benzylcarbamoyl)- 
2-cyclohexylethyl, 1 -(benzylcarbamoyl)-2-(4-pyridyl)ethyl, 1-(4-pyridylmethylcarbamoyl)-2-(4-fluorophenyl)ethyl, 1 -(N- 
methylbenzylcarbamoyl)-2-phenylethyl, 1-(N-methylbenzylcarbamoyl)-2-(3-pyridyl)ethyl andthe like, among which the 
more preferable examples are 1 -phenyl-3-pyrrolidinyl, 1 -(2-fluorophenyl)-3-pyrrolidinyl, 1 -(3-fluorophenyl)-3-pyrrolidi- 
nyl, 1 -(4-fluorophenyl)-3-pyrrolidinyl, 1 -phenyl-4-piperidyl, 1-(2-fluorophenyl)-4-piperidyl, 1 -(3-fluorophenyl)-4-piperi- 
dyl, 1 -(3,5-difluorophenyl)-4-piperidyl, 4-phenylcyclohexyl, 4-(2-fluorophenyl)cyclohexyl, 4-(3-fluorophenyl)cyclohexyl, 

4- dimethylaminophenethyl, 1 -benzyl-2-(benzylamino)ethyl, 1 -benzyl-2-(2-pyridylmethylamino)ethyl, 1 -benzyl-2-(3-py- 
ridylmethylamino)ethyl, 1 -benzyl-2-(benzyloxy)ethyl, 1 -(benzylcarbamoyl)-2-phenylethyl, 1 -(benzylcarbamoyl)- 
2-(4-pyridyl)ethyl and the like. 

n is 0 or 1 , preferably 0. 

[0097] T, U, V and W are independently methine or nitrogen atom, said methine being optionally substituted by a 
substituent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy, and at least two of 
T, U, V and W are said methine group; 

[0098] "Methine being optionally substituted by a substituent selected from the group consisting of halogen, lower 
alkyl, hydroxy and lower alkoxy" refers to unsubstituted methine or methine having a substituent selected from the 
group consisting of halogen, lower alkyl, hydroxy and lower alkoxy. 

[0099] The preferable examples of halogen as said substituent include fluorine, chlorine and the like. 
[0100] The preferable examples of lower alkyl as said substituent include methyl, ethyl and the like. 
[0101] The preferable examples of lower alkoxy as said substituent include methoxy, ethoxy and the like. 
[0102] The preferable examples of the said substituent include halogen atom and the like. 

[0103] The preferred embodiments of T, U, V and W include the case where T, U, V and Ware independently methine 
optionally having said substituent, preferably halogen; or the case where one of T, U, V and W is nitrogen atom; and 
the like. 



X is -N(S0 2 R 1 )-, -N(COR 2 )- or -CO-; 
Y is -C(R 3 )(R 4 )-, -O- or -N(R 5 )-; 

R 1 , R 2 and R 5 are independently hydrogen, lower alkyl, aralkyl or aryl; 
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R 3 and R 4 are independently hydrogen, hydroxy, lower alkyl, aralkyl or aryl. 

[0104] The preferable examples of lower alkyl as R 1 , R 2 , R 3 , R 4 or R 5 include each independently methyl, ethyl, 
propyl and the like. 

[0105] The preferable examples of aralkyl as R 1 , R 2 , R 3 , R 4 or R 5 include each independently benzyl and the like. 
[0106] The preferable examples of aryl as R 1 , R 2 , R 3 , R 4 or R 5 include each independently phenyl and the like. 
[0107] The preferable examples of R 1 and R 2 include lower alkyl and the like. 

[0108] The preferred embodiments of R 3 and R 4 are the case where both R 3 and R 4 are hydrogen, and the like. 
[0109] The preferable examples of R 5 include hydrogen, lower alkyl and the like, more preferably hydrogen and the 
like. 

[01 1 0] The preferred embodiment of X, Y and n includes, for example, the case where X is -N(S0 2 R 1 )- or -N(COR 2 )-, 
preferably -N(S0 2 R 1 )-, n is 0, and Y is -C(R 3 )(R 4 )-; or the case where X is -CO-, and Y is -O- or -N(R 5 )-, more preferably 
-0-, and among which the case where X is -CO- and Y is -O- or -NH-; and the case where X is -CO- and Y is -O- are 
more preferable. 

[0111] Z is methine or nitrogen atom, preferably methine. 

[0112] In more detail, the preferable examples of a group of the formula (VII): 




(VII) 



include a group represented by the following formulas (VIII): 
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(wherein R 1 has the same meaning as defined above) and the like. 

[0113] Preferred compounds of the formula (I) are, for example, compounds of the formula (I- 
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H 




(l-a) 



20 wherein A. Ar 1 , R° and R 1 have the same meaning as defined above, compounds of the formula (l-b): 

H 




(l-b) 



40 wherein A, Ar 1 , R° and R 1 have the same meaning as defined above, compounds of the formula (l-c): 



H 




(l-c) 
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wherein A. Ar 1 and R° have the same meaning as defined above, compounds of the formula (l-d): 




wherein A. Ar 1 and R° have the same meaning as defined above. 
40 [0114] Preferred compounds of the formula ( l-d) are, for example, compounds wherein all of T, U, V and W are 
unsubstituted methine, or compounds wherein one of T, U, V and W is nitrogen atom. 

[0115] Preferred compounds of the formula (I), (l-a), (l-b), (l-c), (l-d) or (l-e) are, for example, compounds wherein 
aryl as Ar 1 is phenyl, or compounds wherein Ar 1 is heteroaryl which is optionally substituted by a substituent selected 
from the group consisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, 
45 lower alkenyl, lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower 
alkanoyl, lower alkoxycarbonyl and -Q-Ar 2 . 

[01 1 6] The compounds of the present invention may include stereoisomers such as optical isomers, diastereoisomers 
and geometrical isomers, or tautomers depending upon the mode of substituents. The compounds of the present 
invention include all the stereoisomers, tautomers and their mixtures. 
50 [0117] For example, compounds of the formula (l-b) include stereoisomers such as trans-form compound of the 
formula (1-1 b): 



55 
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and cis-form compound of the formula (l-2b): 




among which trans-form compound is preferred. 

[0118] Also, compounds of theformula (l-d) include stereoisomers such as trans-form compound oftheformula (1-1 d): 




and cis-form compound of the formula (l-2d): 
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5 



10 




o 



among which trans-form compound is preferred. 

[0119] Also included within the scope of the invention are polymorphs, hydrates and solvates of the compounds of 
the present invention. 

20 [0120] The present invention also includes prodrugs of the compounds of the present invention within its scope. In 
general, such prodrugs are functional derivatives of the compounds of the present invention which can be readily 
converted in vivo into the required compound. Thus, in the treatment methods for various diseases according to the 
present invention, the term "administering" shall encompass not only administration of the compound specified in this 
disclosure but also administration of a compound which is converted in vivo into the specified compound when it is 

25 administered to a patient. Conventional procedures for selection and preparation of suitable prodrug derivatives are 
described, for example, in "Design of Prodrugs," ed. H. Bundgaard, Elsevier (1985), which are referred and entirely 
incorporated in this specification. The metabolites of these compounds include active compounds which are produced 
upon introduction of compounds of the present invention into the biological milieu, and they are encompassed in the 
scope of the present invention. 

30 [01 21 ] The specific compounds of the formula (I) are, for example, following compounds. 
[0122] In the tables, Me refers to methyl group, and Et refers to ethyl group. 
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Table 1 



H 




No. 


R l 


Z 


A 


-Ar x -R° 


1 


Me 


CH 


1- 


phenyl - 3 - pyrro lidiny 1 


2 


Me 


CH 


1- 


( 2 -f luorophenyl ) - 3 -pyrrolidinyl 


3 


Me 


CH 


1- 


( 3 - f luorophenyl ) - 3 -pyrrolidinyl 


4 


Me 


CH 


1- 


( 4 - f luorophenyl ) - 3 -pyrrolidinyl 


5 


Me 


CH 


1- 


( 2-chlorophenyl ) -3 -pyrrolidinyl 


6 


Me 


CH 


1- 


( 3 -chlorophenyl ) - 3 -pyrrolidinyl 


7 


Me 


CH 


1- 


( 4 - chlorophenyl ) - 3 -pyrrolidinyl 


8 


Me 


CH 


1- 


( 2 -methylphenyl ) - 3 -pyrrolidinyl 


9 


Me 


CH 


1- 


( 3 -methylphenyl ) - 3 - pyrrolidinyl 


10 


Me 


CH 


1- 


( 4 -methylphenyl ) -3 -pyrrolidinyl 


11 


Me 


CH 


1- 


( 2-methoxyphenyl ) -3 -pyrrolidinyl 


12 


Me 


CH 


1- 


( 3-methoxyphenyl) -3 -pyrrolidinyl 


13 


Me 


CH 


1- 


( 4-methoxyphenyl) -3 -pyrrolidinyl 


14 


Me 


CH 


1- 


( 2 - 1 rif luorome t hylphenyl ) - 3 -pyrrolidinyl 


15 


Me 


CH 


1- 


( 3- trif luorome thy Iphenyl) -3 -pyrrolidinyl 


16 


Me 


CH 


1- 


( 4-trif luorome thy Iphenyl) -3 -pyrrolidinyl 


17 


Me 


CH 


1- 


(3, 5 -dif luorophenyl) -3 -pyrrolidinyl 


18 


Me 


CH 


1- 


( 2 -dif luoromethoxyphenyl) -3 -pyrrolidinyl 


19 


Me 


CH 


1- 


( 3 -dif luorome thoxyphenyl) -3 -pyrrolidinyl 


20 


Me 


CH 


1- 


[ 4-dif luoromethoxyphenyl) - 3 -pyrrolidinyl 
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(continued from Table 1) 



Z X 


Ma 

we 


Cri 


x 


- \ z -pynay x. j - j -pyrroxiQinyi 


Cm 




ru 


i . 

-L 


- ( *X — nvr i Hvl ^ ~ — t-\\t'7~t"o 1 i Hi nvl 


Z O 


Ma 


cn 


1 . 
X 


V *fc py J- xuyx j j— pyiJLvjJ-j_u_L.iiyjL 


9 A 
Z 4 


we 


Ctt 


X * 


- \ z> — pyriuiiuiiiyx ) 3 pyiioiiuinyx 


ZD 


Ma 

Me 


CH 


c 

o- 


- oxo - x -pnenyx- j -pyrr onainyx 


Zb 


Ma 

we 


CH 


X • 


-pnenyx - j -piperiayj. 


Z / 


Ma 

Me 


Cxi 


X - 


- \ z - it luoro pnenyx ) - j -piperiayx 


28 


Me 


CH 


X - 


- ( 3 -f luorophenyl ) -3-piperidyl 


29 


Me 


CH 


1 

X • 


- ( 4 - f luorophenyl ) - 3 -piperidyl 


30 


Me 


/-ITT 

CH 


1 

1- 


- ( 2 - chlorophenyl ) - 3 -piperidyl 


3 1 


Me 


CH 


1 - 


- ( 3 -chlorophenyl ) -3-pipeiridyl 


32 


Me 


CH 


1 - 


-( 4 -chlorophenyl ) -3- piperidyl 


33 


Me 


CH 


1 - 


- { 2 -methyl phenyl ) -3-piperidyl 


*5 A 

34 


Me 


CH 


X - 


- ( 3 -methylphenyl ) -3 -piperidyl 


35 


Me 


CH 


1 - 


- ( 4 -methylphenyl ) - 3 -piperidyl 


36 


Me 


CH 


1 - 


* ( 2 -methoxyphenyl } - 3 -piperidyl 


37 


Me 


CH 


1 - 


• ( 3 -methoxyphenyl ) - 3 -piperidyl 


38 


Me 


CH 


1 - 


• ( 4 -methoxyphenyl) -3 -piperidyl 


39 


Me 


CH 


1 - 


• ( 2 - 1 r if luoromet hylphenyl j -3-prperxdyl 


40 


Me 


CH 


1 - 


- ( 3 - trif luoromet hylphenyl ) - 3 -piperidyl 


41 


Me 


CH 


1 - 


( 4 - trif luoromethylphenyl ) - 3 -piperidyl 


42 


Me 


CH 


1 - 


( 3 f 5-dir luorophenyl ) -3 -piperidyl 


43 


Me 


CH 


1 - 


( 2 -dif luoromethoxyphenyl ) - 3 -piperidyl 


44 


Me 


CH 


1 - 


( 3 -dif luoromethoxyphenyl ) - 3 -piperidyl 


45 


Me 


CH 


1 " 


( 4 -dif luoromethoxyphenyl) -3 -piperidyl 


A C 


Ma 

Me 


In 


X - 


v z - pyriQyi ) - j -piperiayx 


A 1 


Ma 

Me 


Cri 


X - 


v o - pyriayx ; - j - piperiay x 


A Q 
4 O 


Ma 

Me 


tn 


X - 


v 4 - pyriayx / - o - piper iayx 


A Q 


Ma 

Me 


Cn 


X - 


pnenyx - 4 -piper iayx 


DU 


Ma 

Me 


Cri 


X - 


^ 4-1 luoropneny 1 ) -piperiay x 


D X 


Ma 

Me 


Cri 


X — 


I j-r luoropnenyi ) - q - piperiayx 


DZ 


Ma 

we 


In 


x - 


^ ^ - 1 luoropnenyi ; piperiayx 


Di 


Me 


CH 


X - 


v z-cnxoropnenyx ) -4 -piperiayx 


54 


Me 


CH 


1 - 


( 3 - chlorophenyl ) - 4 - piperidyl 


55 


Me 


CH 


1- 


( 4 -chlorophenyl ) -4~piperidyl 


56 


Me 


CH 


1- 


( 2 -methylphenyl ) - 4 - piperidyl 


57 


Me 


CH 


1- 


( 3 -methylphenyl ) -4 -piperidyl 


58 


Me 


CH 


1- 


(4 -methylphenyl) -4 -piperidyl 


59 


Me 


CH 


1- 


( 2 -me t hoxypheny 1 ) - 4 - piperidyl 
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CH 
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( 3 -methoxyphenyl) -4 -piperidyl 
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Me 
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( 2 -pyridyl ) cyclohexyl 
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Me 


CH 
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( 4 -pyridyl ) cyclohexyl 
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- ( 6 -quinolyl) ethyl 
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CH 
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- ( 2 - indolyl ) ethyl 
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CH 
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- (3-indolyl) ethyl 


14 5 Me 


CH 


2 


- ( 7-aza-3-indolyl)ethyl 


146 Me 


CH 


2 


- (benzimidazolyl ) ethyl 


14 7 Me 


CH 


2 


- (benzoxazolyl)ethyl 


148 Me 


CH 


2 


- (benzothiazolyl ) ethyl 
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CH 
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- ( 1-naphthyl) ethyl 
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CH 
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- ( 2 -naphthyl ) ethyl 


151 Me 


CH 
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1- 
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(benzyloxycarbonyl ) -2-cyclohexylethyl 
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phenyl- 3 - piperidyl 
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( 2 -f luorophenyl ) -3 -piperidyl 


239 


Et 


CH 


1- 


( 3 -f luorophenyl ) -3-piperidyl 
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( 4 -f luorophenyl) -3-piperidyl 
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( 2-chlorophenyl) -3-piperidyl 
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(3-chlorophenyl ) -3-piperidyl 
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( 4 - chloropheny 1 ) - 3 - piperidyl 
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( 2 -methylphenyl ) - 3-piperidyl 


245 


Et 


CH 
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( 3 -methylphenyl ) -3-piperidyl 


246 
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CH 
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[ 4 -methylphenyl ) - 3-piperidyl 


247 


Et 


CH 


1- 


( 2-methoxyphenyl) -3-piperidyl 


248 


Et 
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[ 3 -met hoxypheny 1 ) - 3-piperidyl 


249 


Et 
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1- 


( 4 -me thoxyphenyl ) -3-piperidyl 
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Et 
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1- 


[ 2-trif luoromethylphenyl) -3-piperidyl 


251 


Et 
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; 3 - trif luoromethylphenyl ) - 3-piperidyl 
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; 4 - trif luorome thylphenyl ) - 3-piperidyl 
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[ 3 , 5-dif luorophenyl) -3-piperidyl 
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[ 2 -dif luorome thoxyphenyl) -3-piperidyl 
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CH 


1- ( 


[ 3 -dif luoromethoxyphenyl) -3-piperidyl 
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CH 


1- ( 


r 4 -dif luorome thoxyphenyl ) -3-piperidyl 
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Et 


CH 


1- ( 


2 -pyr idyl) -3-piperidyl 
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Et 


CH 


1- < 


3 -pyridyl) -3-piperidyl 


259 


Et 


CH 


1- ( 


4 -pyr idyl) -3-piperidyl 


260 


Et 


CH 


1 - phenyl - 4 - piper idyl 
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261 


Et 


CH 
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- ( 2-f luorophenyl ) -4 -piper idyl 
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Et 


CH 
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- ( 3 - f luorophenyl ) - 4 - piper idyl 
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Et 


CH 
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- ( 4 - f luorophenyl ) - 4 - piper idyl 
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Et 


CH 
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- ( 2 - chlor opheny ) - 4 - piperidyl 


265 


Et 


CH 


1- 


- ( 3-chloropheny ) -4 -piperidyl 
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- ( 4-chloropheny ) -4 -piperidyl 


267 


Et 
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- ( 2-methylpheny ) -4 -piperidyl 


268 


Et 


CH 
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- ( 3-methylpheny ) -4 -piperidyl 


269 


Et 
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- ( 4-methylpheny ) -4 -piperidyl 


270 


Et 


CH 
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- ( 2-methoxypheny) -4 -piperidyl 


271 


Et 


CH 


1- 


* ( 3-methoxypheny ) -4 -piperidyl 


272 


Et 


CH 


1- 


■ ( 4-methoxypheny ) -4 -piperidyl 


273 


Et 


CH 


1- 


• ( 2 - trif luoromethylpheny ) -4-piperidyl 


274 


Et 


CH 


1- 


- ( 3 -trif luoromethylpheny) -4-piperidyl 


275 


Et 


CH 


1- 


- ( 4 -trif luoromethylpheny) -4-piperidyl 


276 


Et 


CH 


1- 


( 3 , 5 -dif luorophenyl ) -4-piperidyl 


277 


Et 


CH 


1- 


* ( 2 -dif luoromethoxyphenyl) -4-piperidyl 


278 


Et 


CH 


1- 


( 3 -dif luoromethoxyphenyl) -4-piperidyl 


279 


Et 


CH 


1- 


( 4 -dif luoromethoxyphenyl) -4-piperidyl 


280 


Et 


CH 


1- 


( 2-pyridyl) -4-piperidyl 


281 


Et 


CH 


1- 


( 3 -pyridyl ) - 4 -piperidyl 


282 


Et 


CH 


1- 


( 4 -pyridyl ) - 4 -piperidyl 


283 


Et 


CH 


3- 


hydroxynie thyl - 1 - phenyl - 4 - piperidyl 


284 


Et 


CH 


3- 


me thoxycarbonyl- 1-phenyl- 4-piperidyl 


285 


Et 


CH 


3- 


ethoxycarbonyl- 1-phenyl - 4 -piperidyl 


286 


Et 


CH 


3- 


isopropoxycarbonyl- 1 -phenyl- 4 -piperidyl 


287 


Et 


CH 


4- 


phenylcyclohexyl 


288 


Et 


CH 


4- 


{ 2 - f luorophenyl ) cyclohexy 1 


289 


Et 


CH 


4- 


( 3 - f luorophenyl ) cyclohexyl 


290 


Et 


CH 


4- 


( 4 - f luorophenyl ) cyclohexyl 


291 


Et 


CH 


4- 


( 2 - chlorophenyl ) cyclohexyl 


292 


Et 


CH 


4- 


( 3 - chlorophenyl ) cyclohexyl 


293 


Et 


CH 


4- 


( 4 - chlorophenyl ) cyclohexyl 


294 


Et 


CH 


4- 


( 2 -methylphenyl ) cyclohexyl 


295 


Et 


CH 


4- 


( 3 - methylphenyl ) cyclohexyl 


296 


Et 


CH 


4- 


( 4 - methylphenyl ) cyclohexyl 


297 


Et 


CH 


4- 


( 2 -methoxyphenyl ) cyclohexyl 


298 


Et 


CH 


4- 


( 3 - methoxyphenyl ) cyclohexyl 


299 


Et 


CH 


4- 


( 4 -methoxyphenyl ) cyclohexyl 


300 


Et 


CH 


4- 


( 2 - trif luoromethylpheny 1 ) cyclohexyl 
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301 


Et 


CH 


4- ( 3 -trif luoromethylphenyl)cyclohexyl 


302 


Et 


CH 


4 - ( 4 - trif luoromethylphenyl ) cyclohexyl 


303 


Et 


CH 


4 - ( 3 , 5 - dif luoropheny 1 ) cyclohexyl 


304 


Et 


CH 


4 - ( 3 - acetylpheny 1 ) cyclohexyl 


305 


Et 


CH 


4- ( 3 -cyanophenyl) cyclohexyl 


306 


Et 


CH 


4- ( 2 -dif luoromethoxyphenyl) cyclohexyl 


307 


Et 


CH 


4- ( 3-dif luoromethoxyphenyl) cyclohexyl 


308 


Et 


CH 


4- ( 4 -dif luoromethoxyphenyl) cyclohexyl 


309 


Et 


CH 


4- ( 2-pyridyl ) cyclohexyl 


310 


Et 


CH 


4- ( 3- pyridyl ) cyclohexyl 


311 


Et 


CH 


4 - ( 4 -pyr idyl ) cyclohexyl 


312 


Et 


CH 


4- ( 4-f luoro- 3 -pyridyl) cyclohexyl 


313 


Et 


CH 


4- ( 3 -quinolyl) cyclohexyl 


314 


Et 


CH 


4- ( 3- f luoropheny 1 ) -4 -hydroxycyclohexyl 


315 


Et 


CH 


3-phenylcyclohexyl 


316 


Et 


CH 


3- phenyl cyclopentyl 


317 


Et 


CH 


6 - phenyl - 3 - 1 e t rahy dr opyrany 1 


318 


Et 


CH 


6- ( 3 -f luoropheny 1) -3-tetrahydropyranyl 


319 


Et 


CH 


2 -phenylcy clopropyl 


320 


Et 


CH 


2 - ( 2 - pyr idy 1 ) cy clopropyl 


321 


Et 


CH 


2- ( 3-pyridyl)cyclopropyl 


322 


Et 


CH 


2- ( 4 -pyr idyl) cy clopropyl 


323 


Et 


CH 


2 - ( 3 - f luoropheny 1 ) cyclopropyl 


324 


Et 


CH 


2-indanyl 


325 


Et 


CH 


2 - te trahydronaphthyl 


326 


Et 


CH 


6-methoxy- 2 - te trahydronaphthyl 


327 


Et 


CH 


benzyl 


328 


Et 


CH 


phenethyl 


329 


Et 


CH 


3 - pheny Ipropy 1 


330 


Et 


CH 


4 - phenylbut yl 


331 


Et 


CH 


2 -methoxyphenethyl 


332 


Et 


CH 


3 -methoxyphenethyl 


333 


Et 


CH 


4 -methoxyphenethyl 


334 


Et 


CH 


4 - f luorophene thyl 


335 


Et 


CH 


4 - bromophenethy 1 


336 


Et 


CH 


4 - chlorophenethyl 


337 


Et 


CH 


3 - trif luoronie thylphene thyl 


338 


Et 


CH 


3 , 4 -dimethoxyphenethyl 


339 


Et 


CH 


3 - propoxyphene thyl 


340 


Et 


CH 


3, 5 -dif luorophene thyl 
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341 


Et 


CH 


4- 


dimethylaminophenethyl 


342 


Et 


CH 


3- 


dif luoromethoxyphenethyl 


343 


Et 


CH 


2- 


methylphenethyl 


344 


Et 


CH 


4- 


acetylphenethyl 


345 


Et 


CH 


4- 


dimethylamino-2-methoxyphenethyl 


346 


Et 


CH 


cyclohexylethyl 


347 


Et 


CH 


2- 


( 2 -pyridyl ) ethyl 


348 


Et 


CH 


2- 


( 3 -pyridyl ) ethyl 


349 


Et 


CH 


2- 


( 4 -pyridyl ) ethyl 


350 


Et 


CH 


2- 


( 2-quinolyl ) ethyl 


351 


Et 


CH 


2- 


{ 3-quinolyl) ethyl 


352 


Et 


CH 


2- 


( 4-quinolyl ) ethyl 


353 


Et 


CH 


2- 


( 6 -quinolyl ) ethyl 


354 


Et 


CH 


2- 


(2-indolyl)ethyl 


355 


Et 


CH 


2- 


( 3-indolyl)ethyl 


356 


Et 


CH 


2- 


( 7-aza-3-indolyl)ethyl 


357 


Et 


CH 


2- 


( benzimidazolyl ) ethyl 


358 


Et 


CH 


2- 


(benzoxazolyl) ethyl 


359 


Et 


CH 


2- 


( benzothiazolyl ) ethyl 


360 


Et 


CH 


2- 


( 1 - napht hy 1 ) e thy 1 


361 


Et 


CH 


2- 


( 2 - naphthyl ) ethyl 


362 


Et 


CH 


1- 


( hydroxymethyl ) - 2 -pheny lethyl 


363 


Et 


CH 


1- 


( methoxycarbonyl ) - 2 - phenyle thyl 


364 


Et 


CH 


1- 


( ethoxycarbonyl ) - 2 -phenylethyl 


365 


Et 


CH 


1- 


carboxy- 2 -phenyle thyl 


366 


Et 


CH 


1- 


( benzyloxycarbony 1 ) - 2 - phenylethyl 


367 


Et 


CH 


1- 


(phenoxymethyl) -2 -phenylethyl 


368 


Et 


CH 


1- 


(benzyloxymethyl) -2 -phenylethyl 


369 


Et 


CH 


1- 


(benzylcarbamoyl) -2 -phenylethyl 


370 


Et 


CH 


1- 


(N-methylbenzylcarbamoyl ) -2 -phenylethyl 


371 


Et 


CH 


1- 


( phenylcarbamoyl ) -2 -phenylethyl 


372 


Et 


CH 


1- 


(N-methylphenylcarbamoyl) -2 -phenylethyl 


373 


Et 


CH 


1- 


(N-benzylaminomethyl ) -2- phenylethyl 


374 


Et 


CH 


1- 


( N -benzyl -N-methylaminome thyl ) - 2 -phenylethyl 


375 


Et 


CH 


1- 


( anilinomethyl ) - 2 -phenylethyl 


376 


Et 


CH 


1- 


[ N-methylanilinomethyl ) - 2 -phenylethyl 


377 


Et 


CH 


1- 


(N-methylaminomethyl) - 2 -phenylethyl 


378 


Et 


CH 


1- 


( N - ethyl aminome thyl ) - 2 -phenylethyl 


379 


Et 


CH 


1- 


[ N - isobutylaminome thy 1 ) - 2 - phenylethyl 


380 


Et 


CH 


1-1 


N- eye lopropylmethylaminome thyl ) - 2 -phenyl- 



ethyl 
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381 


Et 


CH 


1 - ( aminomethyl ) - 2 -phenylethyl 


382 


Et 


CH 


1 - benzyl - 2 - ( 2 -pyridylmethylamino ) ethyl 


383 


Et 


CH 


1 - benzyl - 2 - ( 3 - pyridylmethylamino ) ethyl 


384 


Et 


CH 


1 -benzyl- 2- ( 4 -pyridylmethylamino) ethyl 


385 


Et 


CH 


2 -phenyl- 1 - ( 2-pyridylmethylcarbamoyl)ethyl 


386 


Et 


CH 


2 -phenyl- 1 - ( 3 -pyridylmethylcarbamoyl ) ethyl 


387 


Et 


CH 


2 - phenyl - 1 - ( 4 - pyridylmethylcarbamoyl ) ethyl 


388 


Et 


CH 


2 -hydroxy- 2 -phenylethyl 


389 


Et 


CH 


benzoylmethyl 


390 


Et 


CH 


1- (benzyloxycarbonyl) -2- ( 3-indolyl ) ethyl 


391 


Et 


CH 


1- (benzyloxycarbonyl) -2-cyclohexylethyl 


392 


Et 


CH 


1- (phenoxymethyl) -2- ( 3-indolyl) ethyl 


393 


Et 


CH 


2 - ( 2 -methoxyphenoxyy ) ethyl ' 


394 


Et 


CH 


1- ( benzylcarbamoyl ) - 2-cyclohexylethyl 


395 


Et 


CH 


1 - ( N- methyl benzyl carbamoyl ) - 2 - cyclohexylethyl 


•J ^ v> 


Rt- 


CH 


1 — 1 nhpnvlnarbamovl \ — 2 - cvclohpxvlp thiv"L 


19 7 


Et 


CH 


1 - ( M— met hvlnhen vicar bamovl ) - 2 - cvclohpxvlftthvl 


J 






1 — / "h c^Tt r 7\7~] nYvraThnnvl ^ — 9 <— f — nvr* - ? rtvl \ <p> "t* h»X7 "1 

X V U/d*4& Jf JH_/JV VxGLJL *-r\J XI 7 « \ J jV JT I- ULjT X. / C L. 1 l jr -L. 


O Q Q 

399 


r* l 


/-»TJ 


± — \ Denzyxaiuxnome inyi ) - z — { o -pyriayi ) enny± 


400 


Et 


CH 


1 - ( ben zy lcarbamoyl ) - 2 - ( 4 - pyr idy 1 ) ethyl 


401 


Et 


CH 


1 - ( 4 -pyrxayxmetnyxcar oamoyi J - 2 - ( 4 -t luoro - 








pneiiy x j cLiiyj. 


409 


Ft 


CH 


i _ ( Kpn zvlrarbamovl ) -2- f l-inflnlvl \ pfhvl 


4 V J 




CH 


1 — f 7"vl o vvttjiP 1~ hi v 1 ) — 9 — f 9 — i nflnl vl ^ a t"lrv 1 

J- y y Cli u j _1_W^W jf It IC Ui-XJf -J- / ^> V " X11UU JLjfJL / C> jr JL 


404 


Et 


CH 


1 _ / M-bftnzvl - N-mftthvlaminnniethv 1 \ - 2 — f 3 - 








pyridyl ) ethyl 


405 


Et 


CH 


1 - ( N-methylbenzylcarbamoyl ) - 2 - ( 3 -pyridyl ) ethyl 


406 


Et 


CH 


2 -hydroxy- 2 - ( 4 -dimethylaminophenyl ) ethyl 


407 


Et 


CH 


2 -hydroxy- 2 - ( 2 -quinolyl ) ethyl 


408 


Et 


CH 


2 -hydroxy- 2 - ( 3 -quinolyl ) ethyl 


409 


Et 


CH 


2 -hydroxy- 2- ( 4 -quinolyl) ethyl 


410 


Et 


CH 


2 -hydroxy- 2- (3 , 5-dif luorophenyl) ethyl 


411 


Et 


CH 


1 -carboxy- 2 - cyclohexylethyl 


412 


Et 


CH 


2-hydroxy-2- ( 6 -quinolyl ) ethyl 


413 


Et 


CH 


2 - ( benzylamino ) - 2 -phenylethyl 


414 


Et 


CH 


2 -amino- 2- ( 2 -naphthyl) propyl 


415 


Et 


CH 


2 - ( phenylamino ) ethyl 


416 


Et 


CH 


diphenylmethyl 


417 


Et 


CH 


2 p 2-diphenylethyl 


418 


Et 


CH 


2 -phenyl- 2- ( 2 -pyridyl) ethyl 


419 


Et 


CH 


2 -phenyl- 2- ( 3 -pyridyl ) ethyl 


420 


Et 


CH 


2 -phenyl - 2 - ( 4 -pyridyl ) ethyl 



28 



EP 1 415 986 A1 



(continued 


from Table 1) 


421 


Et 


CH 


2 


-phenoxy- 2 -phenylethyl 


422 


Et 


CH 


2 


- (benzyloxy ) -2-phenylethyl 


423 


Me 


N 


1 


- phenyl - 3 - pyrrolidinyl 


424 


Me 


N 


1 


- ( 2-f luorophenyl) -3-pyrrolidinyl 


425 


Me 


N 


1 


- ( 3 - f luorophenyl ) - 3 - pyrrolidinyl 


426 


Me 


N 


1 


- ( 4 -f luorophenyl) -3 -pyrrolidinyl 


427 


Me 


N 


1 


- (2-chlorophenyl) -3 -pyrrolidinyl 


428 


Me 


N 


1 


- ( 3-chlorophenyl) -3 -pyrrolidinyl 


429 


Me 


N 


1 


- ( 4-chlorophenyl) - 3 -pyrrolidinyl 


430 


Me 


N 


1 


- ( 2 -methylphenyl ) - 3 -pyrrolidinyl 


431 


Me 


N 


1 


- ( 3 -methylphenyl) -3 -pyrrolidinyl 


432 


Me 


N 


1 


- ( 4 -methylphenyl) -3 -pyrrolidinyl 


433 


Me 


N 


1- 


- ( 2-methoxyphenyl) -3 -pyrrolidinyl 


434 


Me 


N 


1 


- ( 3-methoxyphenyl) -3 -pyrrolidinyl 


435 


Me 


N 


1- 


- ( 4-methoxyphenyl) -3 -pyrrolidinyl 


436 


Me 


N 


1" 


- ( 2-trif luoromethylphenyl ) -3 -pyrrolidinyl 


437 


Me 


N 


1- 


- ( 3 -tr if luoromethylphenyl) - 3 -pyrrolidinyl 


438 


Me 


N 


1- 


- ( 4 -trif luoromethylphenyl) -3 -pyrrolidinyl 


439 


Me 


N 


1- 


• ( 3 , 5 -dif luorophenyl) -3 -pyrrolidinyl 


440 


Me 


N 


1- 


- ( 2 -dif luoromethoxyphenyl) -3 -pyrrolidinyl 


441 


Me 


N 


1- 


- ( 3 -dif luoromethoxyphenyl) -3 -pyrrolidinyl 


442 


Me 


N 


1- 


- ( 4 -dif luoromethoxyphenyl ) -3 -pyrrolidinyl 


443 


Me 


N 


1- 


■ ( 2 -pyridyl) -3 -pyrrolidinyl 


444 


Me 


N 


1- 


(3-pyridyl) -3 -pyrrolidinyl 


445 


Me 


N 


1- 


( 4 -pyridyl ) - 3 -pyrrolidinyl 


446 


Me 


N 


1- 


( 2-pyrimidinyl) -3 -pyrrolidinyl 


447 


Me 


N 


5- 


oxo - 1 - phenyl - 3 - pyrrolidinyl 


448 


Me 


N 


1- 


phenyl - 3 - piper idyl 


449 


Me 


N 


1- 


( 2 -f luorophenyl ) - 3-piperidyl 


450 


Me 


N 


1- 


{ 3 - f luorophenyl ) - 3 -piperidyl 


451 


Me 


N 


1- 


( 4 - f luorophenyl ) - 3 -piperidyl 


452 


Me 


N 


1- 


( 2 - chlorophenyl ) - 3 -piperidyl 


453 


Me 


N 


1- 


( 3 - chlorophenyl ) - 3 -piperidyl 


454 


Me 


N 


1- 


( 4 - chlorophenyl ) - 3 -piperidyl 


455 


Me 


N 


1- 


( 2 -methylphenyl) -3-piperidyl 


456 


Me 


N 


1- 


( 3 -methylphenyl ) - 3 - piperidyl 


457 


Me 


N 


1- 


( 4 -methylphenyl ) - 3 -piperidyl 


458 


Me 


N 


1- 


( 2 -methoxyphenyl ) - 3 -piperidyl 


459 


Me 


N 


1- 


(3-methoxyphenyl) -3-piperidyl 


460 


Me 


N 


1- 


( 4 -methoxyphenyl ) - 3 -piperidyl 
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461 


Me 


N 


1 


- ( 2-trif luoromethylphenyl) -3-piperidyl 


462 


Me 


N 


1 


- { 3 - trif luoromethylphenyl ) - 3-piperidyl 


463 


Me 


N 


1 


- ( 4 -trif luoromethylphenyl} -3-piperidyl 


464 


Me 


N 


1 


- ( 3 , 5-dif luorophenyl) -3-piperidyl 


465 


Me 


N 


1 


- ( 2 -dif luoromethoxyphenyl ) -3-piperidyl 


466 


Me 


N 


1 


- ( 3 -dif luoromethoxyphenyl) -3-piperidyl 


467 


Me 


N 


1 


- ( 4 -dif luoromethoxyphenyl ) -3-piperidyl 


468 


Me 


N 


1 


- ( 2-pyridyl) -3-piperidyl 


469 


Me 


N 


1 


- ( 3-pyridyl ) -3-piperidyl 


470 


Me 


N 


1 


- ( 4-pyridyl) -3-piperidyl 


471 


Me 


N 


1 


- phenyl - 4 - p iper idy 1 


472 


Me 


N 


1 


- ( 2 -f luorophenyl) -4-piperidyl 


473 


Me 


N 


1 


- ( 3 -f luorophenyl) -4-piperidyl 


474 


Me 


N 


1 


- ( 4 -f luorophenyl) -4-piperidyl 


475 


Me 


N 


1 


- { 2-chlorophenyl) -4-piperidyl 


476 


Me 


N 


1 


- ( 3-chlorophenyl ) -4-piperidyl 


477 


Me 


N 


1 


- ( 4-chlorophenyl) -4-piperidyl 


478 


Me 


N 


1 


- ( 2-methylphenyl) -4-piperidyl 


479 


Me 


N 


1 


- ( 3-methylphenyl) -4-piperidyl 


480 


Me 


N 


1 


- (4-methylphenyl) -4-piperidyl 


481 


Me 


N 


1 


- ( 2-methoxyphenyl) -4-piperidyl 


482 


Me 


N 


1- 


- ( 3 -methoxyphenyl ) - 4 -piperidyl 


483 


Me 


N 


1- 


- ( 4 -methoxyphenyl ) - 4 -piperidyl 


484 


Me 


N 


1- 


- ( 2- trif luoromethylphenyl) -4-piperidyl 


485 


Me 


N 


1- 


- ( 3- trif luoromethylphenyl) -4-piperidyl 


486 


Me 


N 


1- 


- ( 4 -trif luoromethylphenyl) -4-piperidyl 


487 


Me 


N 


1- 


- ( 3 , 5-dif luorophenyl) -4-piperidyl 


488 


Me 


N 


1- 


• ( 2-dif luoromethoxyphenyl) -4-piperidyl 


489 


Me 


N 


1- 


- ( 3 -dif luoromethoxyphenyl) -4-piperidyl 


490 


Me 


N 


1- 


- ( 4 -dif luoromethoxyphenyl) -4-piperidyl 


491 


Me 


N 


1- 


- ( 2-pyridyl) -4-piperidyl 


492 


Me 


N 


1- 


( 3 -pyridyl ) - 4 - piper idyl 


493 


Me 


N 


1- 


• ( 4 -pyridyl ) - 4 - piperidyl 


494 


Me 


N 


3- 


•hydroxymethyl- 1 -phenyl- 4 -piperidyl 


495 


Me 


N 


3- 


me thoxycarbonyl - 1 -phenyl - 4 - piperidyl 


496 


Me 


N 


3- 


e thoxy car bony 1 - 1 - phenyl - 4 - piperidyl 


497 


Me 


N 


3- 


isopropoxycarbonyl- 1 -phenyl - 4-piperidyl 


498 


Me 


N 


4- 


phenylcyclohexyl 


499 


Me 


N 


4- 


( 2 - f luorophenyl ) cyclohexy 1 


500 


Me 


N 


4- 


( 3 - f luorophenyl ) cyclohexyl 
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501 


Me 


N 


4 - 


\ 4 - 1 luoropnenyi ) cycioiiexy j. 


e n o 

502 


Me 


M 
Pi 


A 


^ _, o i ij_ \Jj~ DyfiiKziiy J~ ) ^ y J- — » n t> w _y a. 


503 


Me 


XI 

N 


A 

4 - 


v o - cnioropnenyx j cycionexyx 


504 


Me 


N 


4- 


( 4 -cnioropnenyi j cycionexyi 


505 


Me 


N 


4 - 


( 2 -me tnyipnenyi ) cycionexyi 


506 


Me 


N 


4- 


I 3 -metnyipnenyi )cycionexyi 


507 


Me 


N 


4- 


( 4 -methyipnenyx ; cycionexyi 


508 


Me 


N 


4- 


( 2 -methoxyphenyl ) cyclohexyl 


509 


Me 


N 


4- 


( 3 -methoxyphenyl ) cyclohexyl 


510 


Me 


N 


4 - 


( 4 -methoxyphenyl ) cyclohexyl 


511 


Me 


N 


4- 


( 2 - trif luor ome thy lphenyl } cyclohexyl 


512 


Me 


N 


4- 


( 3 - tnr luor ome thy 1 phenyl ) cycionexyi 


513 


Me 


N 


4- 


( 4 - trif Xuorometnylpneiiyx j cycionexyi 


514 


Me 


N 


4 - 


( 3 , 5 - air luoropneny i ; cycionexyi 


515 


Me 


N 


4 - 


( 3 - ace ty lphenyl) cyclohexyl 


516 


Me 


N 


4 - 


( 3 - cyanopnenyl } cycionexyi 


517 


Me 


N 


4- 


( 2 -dif luoromethoxyphenyl ) cyclohexyl 


518 


Me 


N 


4 - 


( 3 - dif luor ome thoxyphenyl ) cyclohexyl 


519 


Me 


N 


4~ 


( 4 -dif luoromethoxyphenyl ) cyclohexyl 


520 


Me 


N 


4- 


( 2-pyridyl ) cyclohexyl 


521 


Me 


N 


4~ 


( 3 -pyr idy 1 ) cyclohexyl 


522 


Me 


N 


4- 


( 4 -pyridyl ) cyclohexyl 


523 


Me 


N 


4- 


( 4 - fluoro - 3 -pyridyl ) cyclohexyl 


524 


Me 


N 


4- 


( 3 - quinoly 1 ) cyclohexyl 


525 


Me 


N 


4 - 


( 3 - £ luoropneny i / - 4 - ny aroxycy o luneAy i 


526 


Me 


N 


3 - 


phe ny 1 cy c lo hexy 1 


527 


Me 


N 


3 - 


phenyl eye lopen ty 1 


528 


Me 


XT 

N 


_■ 

o - 


pnenyi - - te uraiiycii opyx any x 


529 


Me 


N 


e~ 

D - 


^ j - r luoropneny i j — teLtaJiyuiupyiaiiyj. 


530 


Me 


N 


2 - 


phenylcyclopropyl 


531 


Me 


XT 

N 


/! - 


^ z -pyrxayi ; cyciopi opyx 


532 


Me 


N 


2- 


( 3 -pyridyl ) cyclopropyl 


533 


Me 


XT 

N 


2- 


( 4 -pyridyl ) cyclopropyl 


534 


Me 


N 


2- 


( 3 - f luoropheny 1 ) cyclopropyl 


535 


Me 


N 


2- 


indanyl 


536 


Me 


N 


2- 


t e t r ahy dr on aph t hy 1 


537 


Me 


N 


6- 


me t hoxy - 2 - 1 e t r ahy dr on aph t hy 1 


538 


Me 


N 


benzyl 


539 


Me 


N 


phenethyl 


540 


Me 


N 


3- 


phenylpropyl 
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541 


Me 


N 


4- 


-phenylbutyl 


542 


Me 


N 


2- 


■methoxyphenethyl 


543 


Me 


N 


3- 


•methoxyphenethyl 


544 


Me 


N 


4- 


• me t hoxy phen e t hy 1 


545 


Me 


N 


4- 


f luorophenethyl 


546 


Me 


N 


4- 


bromophenethyl 


547 


Me 


N 


4- 


chlorophenethyl 


548 


Me 


N 


3- 


trif luoromethylphenethyl 


549 


Me 


N 


3, 


4 -dime thoxyphenethyl 


550 


Me 


N 


3- 


propoxyphenethyl 


551 


Me 


N 


3, 


5 -dif luorophenethyl 


552 


Me 


N 


4- 


dimethylaminophenethyl 


553 


Me 


N 


3- 


dif luoromethoxyphenethyl 


554 


Me 


N 


2- 


methylphenethyl 


555 


Me 


N 


4- 


ace t ylphene t hy 1 


556 


Me 


N 


4- 


dimethylamino- 2 -methoxyphenethyl 


557 


Me 


N 


cyclohexylethyl 


558 


Me 


N 


2- 


( 2-pyridyl } ethyl 


559 


Me 


N 


2- 


( 3-pyridyl) ethyl 


560 


Me 


N 


2- 


( 4 -pyr idyl ) ethyl 


561 


Me 


N 


2- 


( 2 - quinolyl ) ethyl 


562 


Me 


N 


2- 


( 3 -quinolyl ) ethyl 


563 


Me 


N 


2- 


( 4 -quinolyl) ethyl 


564 


Me 


N 


2- 


( 6 -quinolyl) ethyl 


565 


Me 


N 


2- 


( 2-indolyl)ethyl 


566 


Me 


N 


2- 


(3-indolyl)ethyl 


567 


Me 


N 


2- 


( 7-aza-3-indolyl)ethyl 


568 


Me 


N 


2- 


( benzimidazolyl ) ethyl 


569 


Me 


N 


2- 


( benzoxazolyl ) ethyl 


570 


Me 


N 


2- 


( benzothiazolyl ) ethyl 


571 


Me 


N 


2- 


( 1 -naphthyl ) ethyl 


572 


Me 


N 


2- 


( 2 - naphthyl ) ethyl 


573 


Me 


N 


1- 


( hydroxymethyl ) - 2 -phenylethyl 


574 


Me 


N 


1- 


(methoxycarbonyl) -2 -phenylethyl 


575 


Me 


N 


1- 


( ethoxycarbonyl ) - 2 -phenylethyl 


576 


Me 


N 


l-« 


carboxy- 2 -phenylethyl 


577 


Me 


N 


1- 


( benzyloxycarbonyl ) - 2 -phenylethyl 


578 


Me 


N 


1- 


(phenoxymethyl) -2 -phenylethyl 


579 


Me 


N 


1- 


(benzyloxymethyl) -2 -phenylethyl 


580 


Me 


N 


1- 


(benzylcarbamoyl) -2 -phenylethyl 
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581 


Me 


N 


1- (N-methylbenzylcarbamoyl) -2-phenylethyl 


582 


Me 


N 


1- (phenylcarbamoyl) -2-phenylethyl 


583 


Me 


N 


1- (N-methylphenylcarbamoyl) - 2-phenylethyl 


584 


Me 


N 


1- (N-benzylaminomethyl) - 2-phenylethyl 


585 


Me 


N 


1 - ( N- benzyl -N-methylaminomethyl ) - 2-phenylethyl 


586 


Me 


N 


1- (anilinomethyl) -2-phenylethyl 


587 


Me 


N 


1- (N-methylanilinomethyl) - 2-phenylethyl 


588 


Me 


N 


1- (N-methylaminomethyl) - 2-phenylethyl 


589 


Me 


N 


1- (N-ethylaminomethyl) - 2-phenylethyl 


590 


Me 


N 


1- (N-isobutylaminoraethyl ) - 2-phenylethyl 


591 


Me 


N 


1 - ( N- cyclopropylmethylaminomethyl ) - 2 -phenyl - 








ethyl 


592 


Me 


N 


1- (aminomethyl) -2-phenylethyl 


593 


Me 


N 


1 -benzyl- 2- ( 2-pyridylmethylamino)ethyl 


594 


Me 


N 


1 - benzyl - 2 - ( 3 -pyridylmethyl amino ) ethyl 


595 


Me 


N 


1 -benzyl- 2- ( 4-pyridylmethylamino)ethyl 


596 


Me 


N 


2 -phenyl- 1- ( 2 -pyridylmethylcarbamoyl ) ethyl 


597 


Me 


N 


2 -phenyl - 1 - ( 3 -pyridylmethylcarbamoyl ) ethyl 


598 


Me 


N 


2-phenyl-l- ( 4 - pyridylmethylcarbamoyl ) ethyl 


599 


Me 


N 


2 -hydroxy - 2-phenylethyl 


600 


Me 


N 


benzoylmethyl 


601 


Me 


N 


1- (benzyloxycarbonyl ) -2- ( 3-indolyl)ethyl 


602 


Me 


N 


1 - ( ben zyloxy carbonyl ) - 2 - cyclohexyle thyl 


603 


Me 


N 


1 - ( phenoxyme thyl ) - 2 - ( 3 - indolyl ) ethyl 


604 


Me 


N 


2- ( 2 -methoxyphenoxy ) ethyl 


605 


Me 


N 


1- (benzylcarbamoyl) - 2-cyclohexylethyl 


606 


Me 


N 


1 - ( N-methylbenzylcarbamoyl ) - 2 - cyclohexylethyl 


607 


Me 


N 


1- (phenylcarbamoyl) - 2-cyclohexylethyl 


608 


Me 


N 


1 - (N-methylphenylcarbamoyl ) - 2-cyclohexylethyl 


609 


Me 


N 


1 - ( benzy loxycarbonyl ) - 2 - ( 3 -pyridyl ) ethyl 


610 


Me 


N 


1 - ( benzylaminomethyl ) - 2 - ( 3 -pyridyl ) ethyl 


611 


Me 


N 


1 - ( benzylcarbamoyl ) -2 - ( 4 -pyridyl ) ethyl 


612 


Me 


N 


1 - f 4 - Dvridvlmethvlcarbamovl ) - 2 - ( 4 -f luorn- 








phenyl ) ethyl 


613 


Me 


N 


1 - ( benzylcarbamoyl ) -2 - ( 7 -aza- 3 - indolyl ) ethyl 


614 


Me 


N 


1- (benzyloxymethyl ) -2- ( 2 -indolyl) ethyl 


615 


Me 


N 


1 - ( N - benzyl - N -me thy laminome thyl ) -2- ( 3- 








pyridyl ) ethyl 


616 


Me 


N 


1 - (N-methylbenzylcarbamoyl ) - 2 - ( 3 -pyridyl ) ethyl 


617 


Me 


N 


2 - hydroxy- 2 - ( 4 - dime thy laminophenyl ) ethyl 


618 


Me 


N 


2 -hydroxy- 2- ( 2-quinolyl ) ethyl 


619 


Me 


N 


2-hydroxy-2- ( 3-quinolyl ) ethyl 


620 


Me 


N 


2 -hydroxy- 2 - ( 4 - quinoly 1 ) ethyl 
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621 


Me 


N 


2- 


•hydroxy- 2- ( 3, 5-dif luorophenyl ) ethyl 


622 


Me 


N 


1- 


-carboxy - 2 - cyclohexyle thyl 


623 


Me 


N 


2~ 


-hydroxy- 2- ( 6 -quinolyl) ethyl 


624 


Me 


N 


2- 


- ( benzylamino ) - 2 -phenylethyl 


625 


Me 


N 


2- 


•amino- 2- ( 2 -naph thyl) propyl 


626 


Me 


N 


2- 


• ( phenylamino ) ethyl 


627 


Me 


N 


dipheny lme thy 1 


628 


Me 


N 


2, 


2 -diphenylethyl 


629 


Me 


N 


2- 


phenyl- 2- ( 2-pyridyl)ethyl 


630 


Me 


N 


2- 


phenyl- 2- ( 3-pyridyl)ethyl 


631 


Me 


N 


2- 


phenyl - 2 - ( 4 - pyr idyl ) e t hyl 


632 


Me 


N 


2- 


phenoxy- 2 -phenylethyl 


633 


Me 


N 


2- 


(benzyloxy ) -2 -phenylethyl 


634 


Et 


N 


1- 


phenyl-3-pyrrolidinyl 


635 


Et 


N 


1- 


( 2 -f luorophenyl ) -3 -pyrrolidinyl 


636 


Et 


N 


1- 


{ 3-f luorophenyl ) -3 -pyrrolidinyl 


637 


Et 


N 


1- 


( 4 -f luorophenyl) -3 -pyrrolidinyl 


638 


Et 


N 


1- 


( 2 - chlor ophenyl ) - 3 - pyrrolidinyl 


639 


Et 


N 


1- 


( 3-chlorophenyl ) -3 -pyrrolidinyl 


640 


Et 


N 


1- 


( 4-chlorophenyl) -3 -pyrrolidinyl 


641 


Et 


N 


1- 


( 2 -me thy Ipheny 1 ) - 3 - pyrrolidinyl 


642 


Et 


N 


1- 


( 3-methylphenyl ) -3 -pyrrolidinyl 


643 


Et 


N 


1- 


( 4 -methylphenyl ) -3 -pyrrolidinyl 


644 


Et 


N 


1- 


( 2 -methoxyphenyl ) - 3 -pyrrolidinyl 


645 


Et 


N 


1- 


( 3-methoxyphenyl) -3 -pyrrolidinyl 


646 


Et 


N 


1- 


( 4 -methoxyphenyl) -3 -pyrrolidinyl 


647 


Et 


N 


1- 


( 2 - tr if luorome thy Ipheny 1 ) - 3 - pyrrolidinyl 


648 


Et 


N 


1- 


( 3 - trif luorome thy Ipheny 1 ) -3 - pyrrolidinyl 


649 


Et 


N 


1- 


( 4-trif luoromethylphenyl ) -3 -pyrrolidinyl 


650 


Et 


N 


1- 


(3 , 5-dif luorophenyl) -3-pyrrolidinyl 


651 


Et 


N 


1- 


( 2 -dif luorome thoxyphenyl ) - 3-pyrrolidinyl 


652 


Et 


N 


1- 


( 3 -dif luorome thoxyphenyl) - 3-pyrrolidinyl 


653 


Et 


N 


1- 


( 4 - dif luoromethoxyphenyl ) - 3 -pyrrolidinyl 


654 


Et 


N 


1- 


( 2 -pyridyl ) - 3 - pyrrolidinyl 


655 


Et 


N 


1- 


( 3 - pyridyl ) - 3 - pyrrolidinyl 


656 


Et 


N 


1- 


( 4-pyridyl ) -3-pyrrolidinyl 


657 


Et 


N 


1- 


( 2 -pyrimidinyl ) - 3-pyrrolidinyl 


658 


Et 


N 


5- 


oxo - 1 -phenyl - 3-pyrrolidinyl 


659 


Et 


N 


1-) 


phenyl - 3 -piper idyl 


660 


Et 


N 


1- 


( 2 - f luorophenyl ) - 3 -piper idyl 
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661 


Et 


N 


1- 


(3 


-f luorophenyl) -3-piperidyl 


662 


Et 


N 


1- 


(4 


-f luorophenyl) -3-piperidyl 


663 


Et 


N 


1- 


(2 


-chlorophenyl) -3-piperidyl 


664 


Et 


N 


1- 


(3 


- chlorophenyl ) - 3 -piper idyl 


665 


Et 


N 


1- 


(4 


- chlorophenyl ) - 3 -piper idyl 


666 


Et 


N 


1- 


(2 


-methylphenyl ) - 3 -piperidyl 


667 


Et 


N 


1- 


(3 


-methylphenyl ) - 3 -piperidyl 


668 


Et 


N 


1- 


(4 


-methylphenyl ) - 3 -piperidyl 


669 


Et 


N 


1- 


(2 


-methoxyphenyl) -3 -piperidyl 


670 


Et 


N 


1- 


(3 


-methoxyphenyl ) - 3 -piperidyl 


671 


Et 


N 


1- 


(4 


-methoxyphenyl ) -3 -piperidyl 


672 


Et 


N 


1- 


(2 


- trif luoromethylphenyl ) - 3 -piperidyl 


673 


Et 


N 


1- 


(3 


- trif luoromethylphenyl ) - 3 -piperidyl 


674 


Et 


N 


1- 


(4 


- trif luoromethylphenyl ) - 3 -piperidyl 


675 


Et 


N 


1- 


(3 


, 5 -dif luorophenyl) -3 -piperidyl 


676 


Et 


N 


1- 


(2 


- dif luoromethoxyphenyl ) - 3 -piperidyl 


677 


Et 


N 


1- 


(3 


- dif luoromethoxyphenyl ) - 3 -piperidyl 


678 


Et 


N 


1- 


(4 


- dif luoromethoxyphenyl ) - 3 -piperidyl 


679 


Et 


N 


1- 


(2- 


-pyridyl) -3 -piperidyl 


680 


Et 


N 


1- 


(3- 


-pyridyl) -3 -piperidyl 


681 


Et 


N 


1- 


(4- 


-pyridyl ) - 3 -piper idyl 


682 


Et 


N 


1 - phenyl^ 4 -piper idyl 


683 


Et 


N 


1- 


[2- 


- f luorophenyl ) - 4 - piperidyl 


684 


Et 


N 


1- 


[3- 


- f luorophenyl ) - 4 - piper idyl 


685 


Et 


N 


1- 


[4- 


-f luorophenyl) -4-piperidyl 


686 


Et 


N 


1- 


[2- 


-chlorophenyl) -4-piperidyl 


687 


Et 


N 


1- 


[3- 


-chlorophenyl) -4-piperidyl 


688 


Et 


N 


1- < 


[4- 


-chlorophenyl) -4-piperidyl 


689 


Et 


N 


l-\ 


12- 


-methylphenyl) -4-piperidyl 


690 


Et 


N 


1-1 


3-methylphenyl) -4-piperidyl 


691 


Et 


N 


l-( 


4- 


■methylphenyl) -4-piperidyl 


692 


Et 


N 


1- ( 


2- 


methoxyphenyl ) - 4-piperidyl 


693 


Et 


N 


1- ( 


3- 


methoxyphenyl ) - 4 - piperidyl 


694 


Et 


N 


1- ( 


4- 


methoxyphenyl ) - 4-piperidyl 


695 


Et 


N 


l-< 


2- 


trif luoromethylphenyl ) - 4-piperidyl 


696 


Et 


N 


l-( 


3- 


trif luoromethylphenyl) -4-piperidyl 


697 


Et 


N 


1- ( 


4- 


trif luoromethylphenyl ) - 4-piperidyl 


698 


Et 


N 


l-( 


3, 


5 -dif luorophenyl) -4-piperidyl 


699 


Et 


N 


1- ( 


2- 


dif luoromethoxyphenyl) -4-piperidyl 


700 


Et 


N 


l-( 


3- 


dif luoromethoxyphenyl) -4-piperidyl 
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701 


Et 


N 


1 


- ( 4-dif luoaromethoxyphenyl) -4-piperidyl 


702 


Et 


N 


1 


- ( 2 - pyridyl ) - 4 - piperidyl 


703 


Et 


N 


1 


- ( 3 - pyridyl ) - 4 - piperidyl 


704 


Et 


N 


1 


- ( 4 - pyridyl ) - 4 - piperidyl 


705 


Et 


N 


3 


-hydroxymethyl-1 -phenyl- 4 -piperidyl 


706 


Et 


N 


3 


-methoxycarbonyl - 1 -phenyl - 4 - piperidyl 


707 


Et 


N 


3 


-ethoxycarbonyl-1 -phenyl- 4 -piperidyl 


708 


Et 


N 


3 


- isopropoxycarbonyl - 1 - phenyl - 4 - piperidyl 


709 


Et 


N 


4 


-phenylcyclohexyl 


710 


Et 


N 


4 


- ( 2 - f luoropheny 1 ) cyclohexy 1 


711 


Et 


N 


4 


- ( 3 - f luorophenyl ) cyclohexyl 


712 


Et 


N 


4 


- ( 4 - f luorophenyl ) cyclohexyl 


713 


Et 


N 


4 


- ( 2 -chlorophenyl) cyclohexyl 


714 


Et 


N 


4 


- ( 3 -chlorophenyl) cyclohexyl 


715 


Et 


N 


4 


- ( 4 - chlorophenyl ) cyclohexyl 


716 


Et 


N 


4 


- ( 2 -me thylphenyl ) cyclohexyl 


717 


Et 


N 


4 


- ( 3 -methylphenyl ) cyclohexyl 


718 


Et 


N 


4 


- ( 4 -methylphenyl) cyclohexyl 


719 


Et 


N 


4 


- ( 2 -methoxyphenyl ) cyclohexyl 


720 


Et 


N 


4 


- ( 3 -methoxyphenyl) cyclohexyl 


721 


Et 


N 


4- 


- ( 4 -methoxyphenyl) cyclohexyl 


722 


Et 


N 


4- 


- ( 2- trifluorome thylphenyl) cyclohexyl 


723 


Et 


N 


4 


- { 3- trifluorome thylphenyl) cyclohexyl 


724 


Et 


N 


4- 


- ( 4 -trifluorome thylphenyl) cyclohexyl 


725 


Et 


N 


4- 


-(3,5- dif luorophenyl ) cyclohexyl 


726 


Et 


N 


4- 


- ( 3 -acetylphenyl) cyclohexyl 


727 


Et 


N 


4- 


- ( 3-cyanophenyl ) cyclohexyl 


728 


Et 


N 


4- 


- ( 2-dif luoromethoxyphenyl) cyclohexyl 


729 


Et 


N 


4- 


- ( 3 -dif luoromethoxyphenyl) cyclohexyl 


730 


Et 


N 


4- 


- ( 4-dif luoromethoxyphenyl) cyclohexyl 


731 


Et 


N 


4- 


- ( 2 -pyridyl ) cyclohexyl 


732 


Et 


N 


4- 


- ( 3 -pyridyl) cyclohexyl 


733 


Et 


N 


4- 


• ( 4 -pyridyl ) cyclohexyl 


734 


Et 


N 


4- 


• ( 4-fluoro- 3 -pyridyl) cyclohexyl 


735 


Et 


N 


4- 


- ( 3 -quinolyl) cyclohexyl 


736 


Et 


N 


4- 


- ( 3 -f luorophenyl ) -4 -hydroxy cyclohexyl 


737 


Et 


N 


3- 


- phenylcyclohexyl 


738 


Et 


N 


3- 


phenylcyclopentyl 


739 


Et 


N 


6- 


■phenyl- 3 - tetrahydropyranyl 


740 


Et 


N 


6- 


(3-f luorophenyl ) -3- tetrahydropyranyl 



36 



EP 1 415 986 A1 



(continued from Table 1) 



741 


Et 


N 


2 -pheny Icyclopropyl 


742 


Et 


N 


2 - ( 2 - py ridyl ) cy clopr opy 1 


743 


Et 


N 


2- (3 -pyridyl Jcyclopropyl 


744 


Et 


N 


2- { 4-pyridyl )cyclopropyl 


745 


Et 


N 


2 - ( 3 - f luoropheny 1 ) cyclopropyl 


746 


Et 


N 


2-indanyl 


747 


Et 


N 


2 - tetrahydronaphthyl 


748 


Et 


N 


6-methoxy- 2- tetrahydronaphthyl 


749 


Et 


N 


benzyl 


750 


Et 


N 


phenethyl 


751 


Et 


N 


3 -phenylpropyl 


752 


Et 


N 


4-phenylbutyl 


753 


Et 


N 


2 -methoxyphenethyl 


754 


Et 


N 


3-methoxyphenethyl 


755 


Et 


N 


4 -methoxyphenethyl 


756 


Et 


N 


4 - f luorophene thy 1 


757 


Et 


N 


4-bromophenethyl 


758 


Et 


N 


4 - chlorophenethyl 


759 


Et 


N 


3-trif luoromethylphenethyl 


760 


Et 


N 


3 , 4 -dimethoxyphenethyl 


761 


Et 


N 


3 - propoxyphene thy 1 


762 


Et 


N 


3, 5-dif luorophenethyl 


763 


Et 


N 


4-dimethylaminophenethyl 


764 


Et 


N 


3-dif luoromethoxyphenethyl 


765 


Et 


N 


2 -methylphenethyl 


766 


Et 


N 


4 - ace ty Iphenethy 1 


767 


Et 


N 


4 - dime thy lamino - 2 -methoxyphenethyl 


768 


Et 


N 


cy clohexy 1 e thy 1 


769 


Et 


N 


2- ( 2-pyridyl)ethyl 


770 


Et 


N 


2 - ( 3 -pyridyl ) ethyl 


771 


Et 


N 


2- ( 4 -pyridyl) ethyl 


772 


Et 


N 


2- (2-quinolyl)ethyl 


773 


Et 


N 


2- ( 3-quinolyl ) ethyl 


774 


Et 


N 


2 - ( 4 -quinolyl ) ethyl 


775 


Et 


N 


2- ( 6 -quinolyl) ethyl 


776 


Et 


N 


2 - ( 2 - indolyl ) ethyl 


777 


Et 


N 


2- (3-indolyl)ethyl 


778 


Et 


N 


2- ( 7-aza-3-indolyl)ethyl 


779 


Et 


N 


2 - ( benzimidazolyl ) ethyl 


780 


Et 


N 


2- (benzoxazolyl) ethyl 
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781 


Et 


N 


2 


- ( benzothiazolyl ) ethyl 


782 


Et 


N 


2 


- ( 1 -naphthyl ) ethyl 


783 


Et 


N 


2 


- ( 2-naphthyl ) ethyl 


784 


Et 


N 


1 


- (hydroxymethyl ) -2-phenylethyl 


785 


Et 


N 


1 


- (methoxycarbonyl) -2-phenylethyl 


786 


Et 


N 


1 


- ( ethoxycarbonyl ) -2-phenylethyl 


787 


Et 


N 


1 


- carboxy- 2-phenylethyl 


788 


Et 


N 


1- 


- (benzyloxycarbonyl) -2-phenylethyl 


789 


Et 


N 


1- 


- (phenoxymethyl) -2-phenylethyl 


790 


Et 


N 


1- 


- (benzyloxymethyl) -2-phenylethyl 


791 


Et 


N 


1- 


- (benzylcarbamoyl) -2-phenylethyl 


792 


Et 


N 


1- 


- (N-methylbenzylcarbamoyl) -2-phenylethyl 


793 


Et 


N 


1- 


- (phenylcarbamoyl) -2-phenylethyl 


794 


Et 


N 


1- 


- (N-methylphenylcarbamoyl) -2-phenylethyl 


795 


Et 


N 


1- 


- (N-benzylaminomethyl ) -2-phenylethyl 


796 


Et 


N 


1- 


- (N-benzyl-N-methylaminomethyl) -2-phenylethyl 


797 


Et 


N 


1- 


- (anilinomethyl) -2-phenylethyl 


798 


Et 


N 


1- 


- (N-methylanilinomethyl ) -2-phenylethyl 


799 


Et 


N 


1- 


- (N-methylaminomethyl ) -2-phenylethyl 


800 


Et 


N 


1- 


- (N-ethylaminomethyl) -2-phenylethyl 


801 


Et 


N 


1- 


- ( N - isobuty laminomethyl ) - 2 -phenylethyl 


802 


Et 


N 


1- 


* (N-cyclopropylmethylaminomethyl ) -2 -phenyl - 








ethyl 


803 


Et 


N 


1- 


( aminomethyl ) - 2 -phenylethyl 


804 


Et 


N 


1- 


•benzyl- 2- ( 2-pyridylmethylamino) ethyl 


805 


Et 


N 


1- 


benzyl- 2- ( 3-pyridylmethylamino) ethyl 


806 


Et 


N 


1- 


benzyl- 2- ( 4-pyridylmethylamino)ethyl 


807 


Et 


N 


2- 


phenyl- 1- ( 2-pyridylmethylcarbamoyl)ethyl 


808 


Et 


N 


2- 


phenyl- 1- ( 3-pyridylmethylcarbamoyl ) ethyl 


809 


Et 


N 


2- 


phenyl- 1- ( 4-pyridylmethylcarbamoyl)ethyl 


810 


Et 


N 


2- 


hydroxy- 2 -phenylethyl 


811 


Et 


N 


b e n z oy lme t hy 1 


812 


Et 


N 


1- 


( benzyloxycarbonyl ) - 2 - ( 3 - indolyl ) ethyl 


813 


Et 


N 


1- 


( benzyloxycarbonyl ) - 2 - cyclohexylethyl 


814 


Et 


N 


1- 


(phenoxymethyl) -2- ( 3 - indolyl ) ethyl 


815 


Et 


N 


2- 


( 2 -methoxyphenoxy ) ethyl 


816 


Et 


N 


1- 


( benzylcarbamoyl ) - 2 - cyclohexylethyl 


817 


Et 


N 


1- 


(N-methylbenzylcarbamoyl ) -2 -cyclohexylethyl 


818 


Et 


N 


1- 


( phenylcarbamoyl ) - 2 - cyclohexylethyl 


819 


Et 


N 


1- 


(N-methylphenylcarbamoyl ) - 2 - cyclohexylethyl 


820 


Et 


N 


1- 


(benzyloxycarbonyl) -2- ( 3-pyridyl ) ethyl 
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oZx 


tt 


IN 


i - v oenzyxaminorne rnyi / ~z - ( J -pyriayi ) etnyi 


822 


Et 


N 


1 - ( benzylcarbamoyl ) - 2 - ( 4 -pyridyl ) ethyl 


823 


Et 


N 


1 - ( 4-pyridylmethylcarbamoyl ) -2- ( 4-f luoro- 








pheny 1 ) ethyl 


824 


Et 


N 


1 - ( benzvlcarbamovl \ - 2 - f 7-373 - ^ - 1 ndnl vl 1 pthvl 


825 


Et 


N 


1 - ( benzvloxvmf* fhvl A - 9 - f 9 - i nrlnl vl ^^"hHvl 


826 

KJ C. \J 


Et 


N 


1 - f N-hpn7Vl — N — mpthvl ami n nmpfhvl \ — 9 - ( "3 — 








pyridyl ) ethyl 


827 


Et 


N 


1- (N-methylbenzylcarbamoyl) -2- (3 -pyridyl) ethyl 


828 


Et 


N 


2 -hydroxy- 2 - ( 4 -dimethylaminophenyl ) ethyl 


829 


Et 


N 


2 -hydroxy- 2 - ( 2 -quinolyl ) ethyl 


830 


Et 


N 


2 -hydroxy - 2 - ( 3 - quinolyl ) e t hy 1 


831 


Et 


N 


2 -hydroxy- 2 - ( 4 - quinolyl ) ethyl 


832 


Et 


N 


2 -hydroxy- 2- (3 , 5-dif luorophenyl) ethyl 


833 


Et 


N 


1 - carboxy- 2 - cyclohexylethyl 


834 


Et 


N 


2-hydroxy- 2 - ( 6 -quinolyl ) ethyl 


835 


Et 


N 


2- (benzylamino ) -2 -phenylethyl 


836 


Et 


N 


2- amino- 2- ( 2 -naphthyl ) propyl 


837 


Et 


N 


2 - ( phenylamino ) ethyl 


838 


Et 


N 


dipheny lute thy 1 


839 


Et 


N 


2,2- dipheny lethyl 


840 


Et 


N 


2 -phenyl- 2- ( 2 -pyridyl) ethyl 


841 


Et 


N 


2-phenyl-2- ( 3 -pyridyl) ethyl 


842 


Et 


N 


2-phenyl-2- ( 4 -pyridyl) ethyl 


843 


Et 


N 


2 - phenoxy- 2 -phenylethyl 


844 


Et 


N 


2- (benzyloxy ) -2 -phenylethyl 
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A-Ar x -R 0 

1 -phenyl - 3 -pyrrolidinyl 



1- 
1- 
I- 
1- 
1- 
1- 
1- 
1- 
1- 
1- 
1- 
1- 
1- 
1- 



2 - f luorophenyl ) - 3 -pyrrolidinyl 
3~f luorophenyl) -3 -pyrrolidinyl 
4 ~ f luorophenyl ) - 3 -pyrrolidinyl 

2 - chlorophenyl ) - 3 -pyrrolidinyl 

3 - chlorophenyl ) - 3 -pyrrolidinyl 

4 - chlorophenyl ) -3 -pyrrolidinyl 
2-methylphenyl) -3 -pyrrolidinyl 
3 -methylphenyl ) - 3 -pyrrolidinyl 
4-methylphenyl) -3 -pyrrolidinyl 

2 - methoxphenyl ) - 3 -pyrrolidinyl 

3 - methylphenyl ) - 3 -pyrrolidinyl 

4- methylphenyl) -3 -pyrrolidinyl 

2- trif luoromethylphenyl ) -3 -pyrrolidinyl 

3- trif luoromethylphenyl) -3 -pyrrolidinyl 

4 - trif luoromethylphenyl ) - 3 -pyrrolidinyl 
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861 1- ( 3 , 5-dif luorophenyl ) -3 -pyrrol idinyl 

862 1- ( 2 -dif luoromethoxyphenyl) -3-pyrrolidinyl 

863 1- ( 3 -dif luoromethoxyphenyl) -3-pyrrolidinyl 

864 1- ( 4 -dif luoromethoxyphenyl) -3-pyrrolidinyl 

865 1- (2-pyridyl) -3-pyrrolidinyl 

866 1- ( 3-pyridyl) -3-pyrrolidinyl 

867 1- ( 4-pyridyl) -3-pyrrolidinyl 

868 1- (2-pyrimidinyl) -3-pyrrolidinyl 

869 5 - oxo - 1 - phenyl - 3 - pyr rolidinyl 

870 1 -phenyl- 3 -piperidyl 

871 l-( 2 -f luorophenyl) -3-piperidyl 

872 1- ( 3 -f luorophenyl ) -3-piperidyl 

873 1- ( 4 -f luorophenyl ) -3-piperidyl 

874 1- ( 2-chlorophenyl ) -3-piperidyl 

875 1- ( 3-chlorophenyl ) -3-piperidyl 

876 l-(4-chlorophenyl) -3-piperidyl 

877 1- ( 2-methylphenyl ) -3-piperidyl 

878 1- ( 3 -methylphenyl ) - 3-piperidyl 
8 79 1 - { 4 -methylphenyl ) - 3 - piper idyl 

880 1- ( 2-methoxyphenyl ) -3-piperidyl 

881 1- ( 3-methoxyphenyl) -3-piperidyl 

882 1- ( 4-methoxyphenyl ) -3-piperidyl 

883 1- (2-trif luoromethylphenyl) -3-piperidyl 

884 1- ( 3- trif luoromethylphenyl) -3-piperidyl 

885 1- (4- trif luoromethylphenyl) -3-piperidyl 

886 1- ( 3 , 5-dif luorophenyl ) -3-piperidyl 

887 l-(2- dif luoromethoxyphenyl ) - 3 -piperidyl 

888 1 - ( 3 - dif luoromethoxyphenyl ) - 3 -piperidyl 

889 1- ( 4 -dif luoromethoxyphenyl) -3-piperidyl 

890 1- (2-pyridyl) -3-piperidyl 

891 l-{ 3-pyridyl) -3-piperidyl 

892 1- (4-pyridyl) -3-piperidyl 

893 1 -phenyl- 4 -piperidyl 

894 1- ( 2 -f luorophenyl) -4 -piperidyl 

895 1- ( 3 -f luorophenyl) -4 -piperidyl 

896 1- ( 4 -f luorophenyl) -4 -piperidyl 

897 1- (2-chlorophenyl) -4 -piperidyl 

898 1- (3-chlorophenyl) -4 -piperidyl 

899 1- (4-chlorophenyl) -4 -piperidyl 

900 1- (2-methylphenyl ) -4 -piperidyl 
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(continued from Table 2) 



901 

902 

903 

904 

905 

906 

907 

908 

909 

910 

911 

912 

913 

914 

915 

916 

917 

918 

919 

920 

921 

922 

923 

924 

925 

926 

927 

928 

929 

930 

931 

932 

933 

934 

935 

936 

937 

938 

939 

940 



1- ( 3 -methylphenyl) -4-piperidyl 

1 - ( 4 -methylphenyl ) - 4-piperidyl 

1- ( 2-methoxyphenyl) -4-piperidyl 

1 - ( 3 -methoxyphenyl ) - 4 -piperidyl 

1 - ( 4 -methoxyphenyl ) - 4 -piperidyl 

1- ( 2-trif luoromethylphenyl) - 4-piperidyl 

1- (3- trif luoromethylphenyl) -4-piperidyl 

1- ( 4- trif luoromethylphenyl) -4-piperidyl 

l-(3 f 5-dif luorophenyl) -4-piperidyl 

1- ( 2-dif luoromethoxyphenyl) -4-piperidyl 

1- (3-dif luoromethoxypheny 1 ) -4-piperidyl 

1- ( 4- dif luoromethoxyphenyl) -4-piperidyl 

1- ( 2-pyridyl ) - 4-piperidyl 

1- ( 3-pyridyl) -4-piperidyl 

1 - ( 4 -pyridyl ) - 4 -piperidyl 

3 - hydr oxyme thy 1 - 1 - phenyl - 4 -piperidyl 

3-methoxycarbonyl- 1 -phenyl- 4 -piperidyl 

3 - e t hoxycarbonyl - 1 - phenyl - 4 - piperidyl 

3 - isopropoxycarbonyl - 1 -phenyl - 4 -piperidyl 

4 - pheny lcyclohexy 1 



4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4- 
4 



2 - f luorophenyl ) cyclohexyl 

3 - f luorophenyl ) cyclohexyl 

4 - f luorophenyl ) cyclohexyl 

2- chlorophenyl ) cyclohexyl 

3- chlorophenyl ) cyclohexyl 

4- chlorophenyl ) cyclohexyl 

2 - methylphenyl ) cyclohexyl 

3 - methylphenyl ) cyclohexyl 

4 - methylphenyl ) cyclohexyl 

2 - methoxyphenyl ) cyclohexyl 

3 - methoxyphenyl ) cyclohexyl 

4 - methoxyphenyl ) cyclohexyl 

2- trif luoromethylphenyl ) cyclohexyl 

3 - trif luoromethylphenyl ) cyclohexyl 

4 - trif luoromethylphenyl ) cyclohexyl 
3 , 5-dif luorophenyl) cyclohexyl 

3 - acetylpheny 1 ) cyclohexyl 
3 - cyanopheny 1 ) cyclohexyl 

2- dif luoromethoxyphenyl ) cyclohexyl 

3 - dif luoromethoxyphenyl ) cyclohexyl 
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(continued from Table 2) 

941 4- ( 4-dif luoromethoxyphenyl)cyclohexyl 
94 2 4- ( 2 -pyridyl) cyclohexyl 

943 4 - ( 3 - pyr idy 1 ) cyclohexyl 

944 4- ( 4 -pyridyl) cyclohexyl 

945 4- ( 4-f luoro- 3 -pyridyl ) cyclohexyl 

946 4 - ( 3 - quinolyl ) cyclohexyl 

9 47 4- ( 3-f luorophenyl) -4 -hydroxycyclohexyl 

9 48 3 -phenylcyclohexyl 

9 49 3 - phenylcyclopentyl 

950 6 - phenyl - 3 - 1 e t r ahy dr o pyr any 1 

9 51 6- ( 3-f luorophenyl) -3- tetrahydropyranyl 

952 2-phenylcyclopropyl 

953 2- ( 2 -pyridyl )cyclopropyl 
9 54 2- ( 3 -pyridyl )cyclopropyl 
9 55 2- ( 4-pyridyl)cyclopropyl 

956 2- ( 3-f luorophenyl )cyclopropyl 

9 57 2-indanyl 

958 2 - 1 e t r ahy dr onaph t hyl 

9 59 6 -methoxy- 2 - tetrahydronaphthyl 

960 benzyl 

961 phenethyl 

9 62 3 -phenylpropyl 
9 63 4-phenylbutyl 
964 2 -me thoxyphene thyl 
9 65 3 -me thoxyphenethyl 
9 66 4-methoxyphenethyl 

967 4 - f luorophenethy 1 

968 4 -bromophenethyl 

969 4 - chlorophene thyl 

970 3 - tr if luoromethylphene thyl 

971 3 , 4 -dime thoxyphene thyl 

972 3 - pr opoxyphenet hyl 

973 3,5- dif luorophenethy 1 

974 4 - dime thylarninophene thyl 

975 3 - dif luorome thoxyphene thyl 

976 2-methylphenethyl 

977 4-acetylphenethyl 

978 4 -dime thy lamino- 2 -me thoxyphene thyl 

979 cyclohexylethyl 

980 2- (2-pyridyl)ethyl 
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(continued from Table 2) 



2-(3-pyridyl)ethyl 
2 - ( 4-pyridyl)ethyl 
2- ( 2-quinolyl) ethyl 
2- ( 3-quinolyl)ethyl 
2- ( 4-quinolyl) ethyl 
2 - ( 6 -quinolyl ) ethyl 
2 - ( 2 - indolyl ) ethyl 
2 - ( 3 - indolyl ) ethyl 
2- ( 7-aza-3-indolyl)ethyl 
2- (benzimidazolyl) ethyl 
2- (benzoxazolyl) ethyl 
2- (benzothiazolyl) ethyl 
2 - ( 1 -napht hyl ) ethyl 
2- (2-naphthyl) ethyl 
1- (hydroxymethyl) -2-phenylethyl 
1- (methoxycarbonyl ) -2-phenylethyl 
1- (ethoxycarbonyl) -2-phenylethyl 
1 -carboxy- 2 -phenylethyl 
1 - ( benzyloxycarbonyl ) - 2 -phenylethyl 
1 - ( phenoxymethyl ) - 2-phenylethyl 
1- (benzyloxymethyl ) -2-phenylethyl 
1 - ( benzylcarbamoyl ) - 2 -phenylethyl 
1- (N-methylbenzylcarbamoyl ) -2-phenylethyl 
1- (phenylcarbamoyl ) -2-phenylethyl 
1- (N-methylphenylcarbamoyl) -2-phenylethyl 
1- (N-benzylaminomethyl) -2-phenylethyl 
l-(N-benzyl- N-methyl amin ome t hy 1 ) - 2 - phenyl e t hyl 
1 - ( anilinomethyl ) - 2-phenylethyl 
1- (N-methylanilinomethyl) -2-phenylethyl 
1 - ( N-methylaminomethyl } - 2-phenylethyl 
1 - ( N - ethylaminomethyl ) - 2 - phenylethyl 
1- (N-isobutylaminomethyl) - 2-phenylethyl 
1- (N-cyclopropylme thy laminomet hyl) - 2-phenylethyl 
1 - ( aminomethyl ) - 2-phenylethyl 
1 -benzyl - 2 - ( 2 -pyr idylmethylamino ) ethyl 
l-benzyl-2- ( 3-pyridylmethylamino)ethyl 

1- benzyl- 2- ( 4-pyridylmethylamino ) ethyl 

2 - phenyl - 1 - ( 2 -pyridylmethylcarbamoyl ) ethyl 
2 -phenyl - 1 - ( 3 - pyridylmethylcarbamoyl ) ethyl 

1020 2 -phenyl- 1 - ( 4 -pyridylmethylcarbamoyl ) ethyl 
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(continued from Table 2) 

1021 2 -hydroxy- 2-phenylethyl 

1022 benzoylmethyl 



1023 1- 

1024 1- 

1025 1- 

1026 2- 

1027 1- 

1028 1- 

1029 1- 

1030 1- 

1031 1- 

1032 1- 

1033 1- 

1034 1- 

1035 1- 
1036 
1037 



1- 
1- 



benzyloxycarbonyl) -2- { 3-indolyl)ethyl 
benzyloxycarbonyl ) - 2 - cyclohexylethyl 
phenoxymethyl ) -2- ( 3-indolyl)ethyl 
2-rnethoxyphenoxy) ethyl 
benzylcarbamoyl ) - 2 -cyclohexylethyl 
N-rnethylbenzylcarbamoyl ) - 2 - cyclohexylethyl 
phenyl carbamoyl ) -2 -cyclohexylethyl 
N-methylpheny lcarbamoyl ) - 2 - cyclohexylethyl 
benzyloxycarbonyl } - 2 - ( 3 -pyridyl ) ethyl 
benzylaminomet hyl ) - 2 - ( 3 -pyridyl ) ethyl 
benzylcarbamoyl) -2- ( 4 -pyridyl) ethyl 
4 -pyridylme thy lcarbamoyl) -2 - ( 4-f luorophenyl) ethyl 
benzylcarbamoyl) - 2- ( 7-aza-3-indolyl) ethyl 
benzyloxymethyl ) - 2 - ( 2 - indolyl ) ethyl 
N-benzyl-N-methylaminomethyl) - 2- ( 3 -pyridyl) ethyl 

1038 1- (N-methylbenzylcarbamoyl) -2- ( 3 -pyridyl ) ethyl 

1039 2 -hydroxy- 2 - ( 4 -dimethylaminophenyl ) ethyl 

1040 2 -hydroxy- 2- ( 2-quinolyl) ethyl 

1041 2-hydroxy-2- (3-quinolyl) ethyl 

1042 2-hydroxy-2- ( 4-quinolyl)ethyl 

1043 2-hydroxy-2- (3 , 5-dif luorophenyl) ethyl 

1044 1 -car boxy- 2 - cyclohexylethyl 

1045 2 -hydroxy- 2 - ( 6 - quinolyl ) ethyl 

1046 2- (benzylamino) -2-phenylethyl 

1047 2-amino-2- ( 2-naphthyl) propyl 

1048 2- (phenylamino )ethyl 

1049 diphenylmethyl 

1050 2,2-diphenylethyl 

1051 2-phenyl-2- ( 2 -pyridyl ) ethyl 
10 52 2 -phenyl- 2- (3 -pyridyl) ethyl 

1053 2 -phenyl- 2- (4 -pyridyl) ethyl 

1054 2 -phenoxy- 2-phenylethyl 

1055 2- (benzyl oxy) -2-phenylethyl 
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Table 3 

H 




No. 


T 


o 

u 


V 


W 


Z 


A-Ar'-R 0 


1056 


CH 


CH 


CH 


CH 


CH 


1 -phenyl- 3 -pyrrolidinyl 


1057 


CH 


CH 


CH 


CH 


CH 


1- ( 2-f luorophenyl) -3- 
pyrrolidinyl 


1058 


CH 


CH 


CH 


CH 


CH 


1- ( 3-f luorophenyl) - 3- 
pyrrolidinyl 


1059 


CH 


CH 


CH 


CH 


CH 


1 - ( 4 - f luor ophenyl ) - 3 - 
pyrrolidinyl 


1060 


CH 


CH 


CH 


CH 


CH 


1- ( 2-chlorophenyl) -3- 
pyrrolidinyl 


1061 


CH 


CH 


CH 


CH 


CH 


1 - ( 3 - chloropheny 1 ) - 3 - 
pyrrolidinyl 


1062 


CH 


CH 


CH 


CH 


CH 


1 - ( 4 - chloropheny 1 ) - 3 - 
py r r o 1 i d iny 1 


1063 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 -methy Ipheny 1 ) - 3 - 
pyrrolidinyl 


1064 


CH 


CH 


CH 


CH 


CH 


1- ( 3-methylphenyl) -3- 
pyrrolidinyl 


1065 


CH 


CH 


CH 


CH 


CH 


1 - ( 4 -me thy Ipheny 1 ) - 3 - 
pyr ro lidiny 1 


1066 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 -me thoxyypheny 1 ) - 3- 
pyrrolidinyl 


1067 


CH 


CH 


CH 


CH 


CH 


1 - ( 3 -me thoxyypheny 1 } - 3 - 
pyrrolidinyl 


1068 


CH 


CH 


CH 


CH 


CH 


1 - ( 4 -me thoxyypheny 1 ) -3- 
py r r o 1 i diny 1 


1069 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 - trif luoromethylphenyl ) 
pyrrolidinyl 


1070 


CH 


CH 


CH 


CH 


CH 


1 - ( 3 - trif luoromethylphenyl ) 
pyrrolidinyl 
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(continued from Table 3) 



iU / X 






tn 






x- y *k - trxrxuor ometny ipneny x y ~ j ~ 














pyrroxiainyx 


XU / A 


Ln 






pu 


pu 


x - \ o , d - aiiiuor opnenyi } - o - 














pyrroiiuinyx 


1073 

■X. \J I -J 


CH 


CH 


CH 


CH 


CH 


1 — / 2 - rllf ltio Tronic thoxvnhenvl ) - 3 - 














pyrrolidinyl 


1074 


CH 


CH 


CH 


CH 


CH 


l-< 3-dif luoromethoxyphenyl) -3- 














pyrrolidinyl 


1075 


CH 


CH 


CH 


CH 


CH 


1- (4-difluoromethoxyphenyl) -3- 














pyrrolidinyl 


1076 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 - pyridyl ) - 3 - pyrrolidinyl 


1077 


CH 


CH 


CH 


CH 


CH 


1- ( 3-pyridyl) -3 -pyrrolidinyl 


1078 


CH 


CH 


CH 


CH 


CH 


1- ( 4 -pyridyl) -3 -pyrrolidinyl 


1079 


CH 


CH 


CH 


CH 


CH 


1- (2-pyrimidinyl) -3 -pyrrolidinyl 


1080 


CH 


CH 


CH 


CH 


CH 


5-oxo- 1 -phenyl- 3 -pyrrolidinyl 


1081 


CH 


CH 


CH 


CH 


CH 


1 -phenyl- 3 -piper idyl 


1082 


CH 


CH 


CH 


CH 


CH 


1- (2 -f luorophenyl) -3-piperidyl 


1083 


CH 


CH 


CH 


CH 


CH 


1- ( 3 -f luorophenyl) -3-piperidyl 


1084 


CH 


CH 


CH 


CH 


CH 


1- ( 4 -f luorophenyl) -3-piperidyl 


1085 


CH 


CH 


CH 


CH 


CH 


1- ( 2-chlorophenyl) -3-piperidyl 


1086 


CH 


CH 


CH 


CH 


CH 


1 - ( 3 -chlorophenyl ) - 3 -piperidyl 


1087 


CH 


CH 


CH 


CH 


CH 


1 - ( 4 - chlorophenyl ) - 3 -piperidyl 


1088 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 -methylphenyl ) - 3-piperidyl 


1089 


CH 


CH 


CH 


CH 


CH 


1- (3 -methylphenyl) -3-piperidyl 


1090 


CH 


CH 


CH 


CH 


CH 


1- (4 -methylphenyl) -3-piperidyl 


1091 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 -methoxyphenyl ) - 3-piperidyl 


1092 


CH 


CH 


CH 


CH 


CH 


1 - ( 3 -mpf hnxvtihpnvl ^ — 3-T">i rif* t~ i r?v 1 


1 f>Q3 


ru 






pu 


CH 

V-» XX 


~\ — ( A -inothftwnhpnvl i — — i^t nor* i /~1 tr 1 
J. V. ** JlltS LilUAjf ^XlCliy JL / O pi- pCJ. _l_VJ.jf j. 






ru 






pu 


I _ f T _fri fin /*"» "i" f>m a +■ V> Tr 1 irk Vi t\ t r 1 A *J 

i - ^ - li J-X luoi tJiiie L.xiy_Lpi7ieriy j. y — o — 














piperiayi 


109S 

J-U7 J 


CH 

XX 


CH 


CH 


CH 


CH 


1 — ( 3 — t"* T*i *F1 iinrnmp thvl rihpnvl "i — 3 — 

J. \ -J L x_ _i_x_ i.uux vjiiics L ix jr xpiicii J JL ) Jj 














pX|JCX XUj J- 


1096 

i. U J u 


CH 


CH 


CH 


CH 


CH 


1— f 4 — 1~T , i"F1 noromp "hVix/l r\H t> n^/ 1 \ — 3 — 

J- V " l_X_ JLX_ -L.L1VJX. \-fll IC UlXjf XpLlClijr JL. / «> 














jl^-/c; x_ _u vx jr -X. 


1097 


CH 


CH 


CH 


CH 


CH 


1 - f 3 5 -dif luoroDhenvl \ - 3 -nineridvl 


1098 


CH 


CH 


CH 


CH 


CH 


1— i "J ~ Hi"F1 n rvT^nmAl" 1^ vvttv T"i pnvl i — — 














piperidyl 


1099 


CH 


CH 


CH 


CH 


CH 


1- ( 3-dif luoromethoxyphenyl) -3- 














piperidyl 


1100 


CH 


CH 


CH 


CH 


CH 


1- ( 4-difluoromethoxyphenyl) - 3 - 














piperidyl 


1101 


CH 


CH 


CH 


CH 


CH 


1- ( 2 -pyridyl) -3-piperidyl 


1102 


CH 


CH 


CH 


CH 


CH 


1- ( 3-pyridyl) -3-piperidyl 
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(continued from Table 3) 



1103 


CH 


CH 


CH 


CH 


CH 


l-( 4 -pyridyl) -3 -piperidyl 


1104 


CH 


CH 


CH 


CH 


CH 


1 -phenyl - 4 -piperidyl 


1105 


CH 


CH 


CH 


CH 


CH 


1 - ( 2-f luorophenyl ) -4 -piperidyl 


1106 


CH 


CH 


CH 


CH 


CH 


1 - ( 3 - f luorophenyl ) - 4 -piperidyl 


1107 


CH 


CH 


CH 


CH 


CH 


1 - ( 4 - f luorophenyl ) - 4 - piperidyl 


1108 


CH 


CH 


CH 


CH 


CH 


1- [2-chlorophenyl) -4 -piperidyl 


1109 


CH 


CH 


CH 


CH 


CH 


1- ( 3-chlorophenyl ) -4 -piperidyl 


1110 


CH 


CH 


CH 


CH 


CH 


1- ( 4-chlorophenyl ) -4 -piperidyl 


1111 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 -methylphenyl ) - 4 -piperidyl 


1112 


CH 


CH 


CH 


CH 


CH 


1 - ( 3 -methvlDhenvl ) - 4-DiDeridvl 


111"* 


Vw jn 


ru 

v_ LI 


CH 


CH 


CH 


1 _ / 4 -nw*t*hv1 nh^nvl \ — A— hi nor - "i 1 

Jw \ ** L.1LJT -L£JJ.i.Clljf J- ) *± ^/-L^JCL ±Ujr -L 


1 1 1 A 


Crl 


pu 


v-jn 






J. — \ -meLnoxypnenyi j - ** - piperidyl 


1115 


GH 


CH 


CH 


CH 


CH 


1 - { 3-methoxyphenyl ) -4 - piperidyl 


1116 


CH 


CH 


CH 


CH 


CH 


1 - ( 4 -me thoxypheny 1 ) - 4 - piperidyl 


1117 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 - trif luorome thylphenyl ) - 4 - 














piperidyl 


1118 


CH 


CH 


CH 


CH 


CH 


1- ( 3 -trif luorome thylphenyl ) - 4- 














piperidyl 


1119 


CH 


CH 


CH 


CH 


CH 


1- { 4 -trif luoromethylphenyl ) -4- 














piperidyl 


1120 


CH 


CH 


CH 


CH 


CH 


l-<3, 5 -dif luorophenyl) -4 -piperidyl 


1121 


CH 


CH 


CH 


CH 


CH 


1 - ( 2 - dif luorome thoxypheny 1 ) - 4 - 














piperidyl 


112 2 






CH 


CH 


CH 


i-( J - air luorome tnoxypnenyl ) -4 - 














pipe nay x 


nil 


LH 


CH 


cn 


Cn 


pn 
CH 


i - \ *± -air luorome rnoxypnenyi ) -4 - 














piperiayi 


ii ia 

1 1 Z 4 


tn 


Ln 




pu 


pu 
V-.H 


i - v z -pyriayi ) — q - piperiayi 


1125 


CH 


CH 


CH 


CH 


CH 


1 - ( 3 - pyridyl ) - 4 - piperidyl 


1126 


CH 


CH 


CH 


CH 


CH 


1 - ( 4 - pyridyl ) - 4 - piperidyl 


1127 


CH 


CH 


CH 


CH 


CH 


3 - hydro xyme thyl - 1 -phenyl - 4 - 














piperidyl 


1128 


CH 


CH 


CH 


CH 


CH 


3 -methoxycarbonyl - 1 -phenyl - 4 - 














piperiayi 


1129 

-i- -L -C. 


CH 


CH 


CH 


CH 


CH 


3 - pthnxvrarhnnvl — 1 -nhfanvl — 4 - 














Dineridvl 


1130 


CH 


CH 


CH 


CH 


CH 


3 - is opr opoxycar bony 1 - 1 - phenyl - 4 - 














piperidyl 


1131 


CH 


CH 


CH 


CH 


CH 


4 -phenylcyclohexyl 


1132 


CH 


CH 


CH 


CH 


CH 


4 - ( 2 - f luorophenyl ) cyclohexyl 


1133 


CH 


CH 


CH 


CH 


CH 


4 - ( 3 - f luorophenyl ) cyclohexyl 


1134 


CH 


CH 


CH 


CH 


CH 


4 - ( 4 - f luorophenyl ) cyclohexyl 


1135 


CH 


CH 


CH 


CH 


CH 


4 - ( 2 - chloropheny 1 ) cyclohexyl 
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(continued from Table 3) 

4 - ( 3 - chlorophenyl ) cyclohexyl 
4 - ( 4 - chlorophenyl ) cyclohexyl 
4 - ( 2 -me thylphenyl) cyclohexyl 
4 - ( 3 -me thylphenyl ) cyclohexyl 
4 - ( 4 -methylphenyl ) cyclohexyl 
4 - ( 2 -methoxyphenyl ) cyclohexyl 
4 - ( 3 -methoxyphenyl ) cyclohexyl 
4 - ( 4 -methoxyphenyl ) cyclohexyl 
4 - ( 2 - trif luorome thylphenyl ) cyclo 
hexyl 

4 - ( 3 - trif luorome thylphenyl ) cyclo 
hexyl 

4 - ( 4 - trif luorome thy Iphenyl ) cyclo 
hexyl 

4- (3 , 5 -dif luorophenyl) cyclohexyl 
4 - ( 3 - ace t ylpheny 1 ) cyclohexyl 
4 - ( 3 -cyanophenyl ) cyclohexyl 
4 - ( 2 -dif luorome thoxyphenyl ) cyclo 
hexyl 

4- ( 3-dif luoromethoxyphenyl) cyclo 
hexyl 

4 - ( 4 - dif luoromethoxyphenyl ) cyclo 
hexyl 

4 - ( 2 -pyridyl ) cyclohexyl 
4- { 3 -pyridyl) cyclohexyl 
4 - ( 4 -pyridyl ) cyclohexyl 
4- ( 4-f luoro-3 -pyridyl) cyclohexyl 
4 - ( 3 -quinolyl ) cyclohexyl 
4- ( 3 -f luorophenyl) -4 -hydroxy - 
cyclohexyl 
3 - pheny Icyclohexy 1 
3 - phenylcyclopentyl 
6 - phenyl - 3 - te trhydropyranyl 
6- ( 3 -f luorophenyl) -3- te trhydro- 
pyranyl 

2 -phenylcyclopropyl 
2 - ( 2 -pyridyl ) cyclopropyl 
2 - ( 3 -pyridyl ) cyclopropyl 
2 - ( 4 -pyridyl ) cyclopropyl 
2- ( 3 -f luorophenyl) cyclopropyl 
2-indanyl 

2 - 1 e t rahydronaphthy 1 



1136 


CH 


CH 


CH 


CH 


CH 


1137 


CH 


CH 


CH 


CH 


CH 


ins 

X J. J u 


ru 


CH 


CH 


CH 


CH 


1139 


CH 


CH 


CH 


CH 


CH 


1140 


CH 


CH 


CH 


CH 


CH 


1141 


CH 


CH 


CH 


CH 


CH 


1142 


CH 


CH 


CH 


CH 


CH 


114 J 


Cri 




Cri 






1 1 A A 

1144 


CH 


CH 


CH 




CH 


1145 


CH 


CH 


CH 


CH 


CH 


1146 


CH 


CH 


CH 


CH 


CH 


1147 


CH 


CH 


CH 


CH 


CH 


1148 


CH 


CH 


CH 


CH 


CH 


1149 


CH 


/-lit 
CH 


CH 


/-l TT 

CH 


CH 


1150 


/ITT 

CH 


CH 


CH 




CH 


1151 


CH 


CH 


CH 


CH 


CH 


1152 


CH 


CH 


CH 


CH 


CH 


1153 


CH 


CH 


CH 


CH 


CH 


1154 


CH 


CH 


CH 


CH 


CH 


1155 


CH 


CH 


CH 


CH 


CH 


1156 


CH 


CH 


CH 


CH 


CH 


1157 


CH 


CH 


CH 


CH 


CH 


1158 


CH 


CH 


CH 


CH 


CH 


1159 


CH 


CH 


CH 


CH 


CH 


1160 


CH 


CH 


CH 


CH 


CH 


1161 


CH 


CH 


CH 


CH 


CH 


1162 


CH 


CH 


CH 


CH 


CH 


1163 


CH 


CH 


CH 


CH 


CH 


1164 


CH 


CH 


CH 


CH 


CH 


1165 


CH 


CH 


CH 


CH 


CH 


1166 


CH 


CH 


CH 


CH 


CH 


1167 


CH 


CH 


CH 


CH 


CH 


1168 


CH 


CH 


CH 


CH 


CH 


1169 


CH 


CH 


CH 


CH 


CH 
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(continued from Table 3) 



1170 


CH 


CH 


CH 


CH 


CH 


6 -methoxy- 2 - t etrahydronaphthyl 


1171 


CH 


CH 


CH 


CH 


CH 


benzyl 


1172 


CH 


CH 


CH 


CH 


CH 


phenethyl 


1173 


CH 


CH 


CH 


CH 


CH 


3-phenylpropyl 


1174 


CH 


CH 


CH 


CH 


CH 


4 -phenylbutyl 


1175 


CH 


CH 


CH 


CH 


CH 


2 -me thoxyphene t hyl 


1176 


CH 


CH 


CH 


CH 


CH 


3 -me thoxyphene thyl 


1177 


CH 


CH 


CH 


CH 


CH 


4-methoxyphenethyl 


1178 


CH 


CH 


CH 


CH 


CH 


4 - f luor ophene t hyl 


1179 


CH 


CH 


CH 


CH 


CH 


4 - bromophene thyl 


1180 


CH 


CH 


CH 


CH 


CH 


4-chlorophenethyl 


1181 


CH 


CH 


CH 


CH 


CH 


3 - tr if luoromethylphenethyl 


1182 


CH 


CH 


CH 


CH 


CH 


3 , 4 - dime thoxyphene thyl 


1183 


CH 


CH 


CH 


CH 


CH 


3 - propoxyphene t hyl 


1184 


CH 


CH 


CH 


CH 


CH 


3 , 5-dif luorophenethyl 


1185 


CH 


CH 


CH 


CH 


CH 


4 - dimethylaminophene thy 1 


1186 


CH 


CH 


CH 


CH 


CH 


3 - di f luorome thoxyphene thyl 


1187 


CH 


CH 


CH 


CH 


CH 


2-methylphenethyl 


1188 


CH 


CH 


CH 


CH 


CH 


4-acetylphenethyl 


1189 


CH 


CH 


CH 


CH 


CH 


4 - dimethylamino - 2 -me thoxyphene thyl 


1190 


CH 


CH 


CH 


CH 


CH 


cyclohexylethyl 


1191 


CH 


CH 


CH 


CH 


CH 


2 - ( 2 -pyridyl ) ethyl 


1192 


CH 


CH 


CH 


CH 


CH 


2- (3 -pyr idyl) ethyl 


1193 


CH 


CH 


CH 


CH 


CH 


2- (4 -pyridyl ) ethyl 


1194 


CH 


CH 


CH 


CH 


CH 


2- (2 -quinolyl) ethyl 


1195 


CH 


CH 


CH 


CH 


CH 


2 - { 3 - quinolyl ) ethyl 


1196 


CH 


CH 


CH 


CH 


CH 


2 - ( 4 - quinolyl ) ethyl 


1197 


CH 


CH 


CH 


CH 


CH 


2- (6 -quinolyl) ethyl 


1198 


CH 


CH 


CH 


CH 


CH 


2 - ( 2 - indolyl ) ethyl 


1199 


CH 


CH 


CH 


CH 


CH 


2 - ( 3 - indolyl ) ethyl 


1200 


CH 


CH 


CH 


CH 


CH 


2 - ( 7 - aza- 3 - indolyl ) ethyl 


1201 


CH 


CH 


CH 


CH 


CH 


2 - ( benzimidazolyl ) ethyl 


1202 


CH 


CH 


CH 


CH 


CH 


2 - ( benzoxazolyl ) ethyl 


1203 


CH 


CH 


CH 


CH 


CH 


2 - ( benzothiazolyl ) ethyl 


1204 


CH 


CH 


CH 


CH 


CH 


2 - { 1 - naphthy 1 ) ethyl 


1205 


CH 


CH 


CH 


CH 


CH 


2- ( 2-naphthyl)ethyl 


1206 


CH 


CH 


CH 


CH 


CH 


1 - ( hydroxymethyl ) - 2 -phenylethyl 


1207 


CH 


CH 


CH 


CH 


CH 


1- (methoxycarbonyl) -2 -phenylethyl 


1208 


CH 


CH 


CH 


CH 


CH 


1 - ( ethoxy carbony 1 ) - 2 -phenylethyl 


1209 


CH 


CH 


CH 


CH 


CH 


1 -carboxy- 2 -phenylethyl 
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Table 3) 


1210 


CH 


CH 


CH 


CH 


CH 


1- ( benzyloxycarbonyl) -2 -phenyl - 














ethyl 


1211 


CH 


CH 


CH 


CH 


CH 


1 - ( phenoxymethyl ) - 2 -phenylethyl 


1212 


CH 


CH 


CH 


CH 


CH 


1 - ( benzyloxyme thyl ) - 2 - phenylethyl 


1213 


CH 


CH 


CH 


CH 


CH 


1- (benzylcarbamoyl) -2 -phenylethyl 


1214 


CH 


CH 


CH 


CH 


CH 


1- (N-methylbenzylcarbamoyl ) - 2- 














phenylethyl 


1215 


CH 


CH 


CH 


CH 


CH 


1- {phenylcarbamoyl ) -2 -phenylethyl 


1216 


CH 


CH 


CH 


CH 


CH 


1- ( N-methylphenylcarbamoyl ) - 2 - 














phenylethyl 


1217 


CH 


CH 


CH 


CH 


CH 


1 - ( N-benzvlaminomethvl ) - 2 - nhsnvl - 














ethyl 


1218 


CH 


CH 


CH 


CH 


CH 


1 - (N-benzvl-N-methvlaminomethvl ) - 














2 -Dhenvlethvl 


1219 


CH 


CH 


CH 


CH 


CH 


1 - ( anilinomethvl ) - 2 - nhenvlethvl 


i 9 9 n 

XZ Z U 


v-rl 


ch 




ch 


CH 


x - ^ i>* -me Liiyiaiiiiinunie Liiyi j - z — 














r^honxrl a -1- V> »» "1 
piiciiyxc LXiyJL 


19 9 1 


cw 




Vw.fl 


ru 
v-.n 


CH 


jl — \ im — iue Liiy Xa.iiij- ii vjine Liiy x ^ z — 














nhpnvlpthvl 


1222 


CH 


CH 


CH 


CH 


CH 


1 - ( N-ethvlaminomethvl) -2- 














Dhenvlethvl 

J/**v»i Jr _i_ Lily _i_ 


1223 


CH 


CH 


CH 


CH 


CH 


X - f N- isobutvlamirioniethvl ) - 2 - 














pheny le thyl 


1224 


CH 


CH 


CH 


CH 


CH 


2 - f N - cvclODroDvlmet hvlamtno - 














methyl ) - 2 -phenylethyl 


1225 


CH 


CH 


CH 


CH 


CH 


1 - f aminomethvl ) - 2 -Dhenvlethvl 




v» n 


ch 






pu 


x - uenzyj. - z — \ z - pyx luyime xnyx - 














ami nft ^ O l"i "*r1 

cliiixiiu ) ts uxiyx 


1 997 


ch 






CH 




X UCll jf Jl. ^ \ «> LJjfX XUj XIIlC? L Al X 














=»m -> r>A \ ci +- V\ tt! 
cuiixiiu ) c Liiy ± 


1 9 9ft 

JL A t> 


ru 


ch 




CH 


CH 


j. ucii^yx ^ v H~pyixuyx!nc tnyx" 














amino ) ethyl 


1229 


CH 


CH 


CH 


CH 


CH 


2 - phenyl - 1 - ( 2 - pyri dy lme thyl - 














carbamoyl ) ethyl 


1230 


CH 


CH 


CH 


CH 


CH 


2 -phenyl - 1 - ( 3 - pyri dy lme thyl - 














carbamoyl ) ethyl 


1231 


CH 


CH 


CH 


CH 


CH 


2 - phenyl - 1 - ( 4 - pyridy lme thyl - 














carbamoyl ) ethyl 


1232 


CH 


CH 


CH 


CH 


CH 


2 - hydroxy - 2 - pheny 1 et hyl 


1233 


CH 


CH 


CH 


CH 


CH 


benzoylmethyl 


1234 


CH 


CH 


CH 


CH 


CH 


1 - ( benzyloxycarbonyl ) - 2 - ( 3 - 














indolyl ) ethyl 


1235 


CH 


CH 


CH 


CH 


CH 


1- (benzyloxycarbonyl) -2-cyclo- 



hexylethyl 
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1236 CH CH CH CH CH 1- ( phenoxymethyl ) - 2- ( 3- 

indolyl ) ethyl 



-L Z O / 


CH 


ru 


CH 


CH 




9-/9 -mAfhriYvnhpnnYv \ pthvl 


1238 


CH 


CH 


CH 


CH 


CH 


1- (benzylcarbamoyl) -2-cyclohexyl- 














ethyl 


1239 


CH 


CH 


CH 


CH 


CH 


1- (N-methylbenzylcarbamoyl ) -2- 














cyclohexylethyl 


1240 


CH 


CH 


CH 


CH 


CH 


1 - ( pheny lcarbamoyl ) - 2 - cyclohexy 1 - 














ethyl 


1241 


CH 


CH 


CH 


CH 


CH 


1- (N-methylphenylcarbamoyl ) - 2 - 














cyclohexylethyl 


1242 


CH 


CH 


CH 


CH 


CH 


1 - ( benzyloxycarbonyl ) - 2 - ( 3 - 














pyridyl ) ethyl 


1243 


CH 


CH 


CH 


CH 


CH 


1 - ( benzylaminomethyl ) -2 - ( 3 - 














pyridyl ) ethyl 


1244 


CH 


CH 


CH 


CH 


CH 


1- (benzylcarbamoyl) -2- ( 4 - 














pyridyl ) ethyl 


1245 


CH 


CH 


CH 


CH 


CH 


1- (4-pyridylmethylcarbamoyl) -2- (4 














f luorophenyl ) ethyl 


1246 


CH 


CH 


CH 


CH 


CH 


1- (benzylcarbamoyl) -2- ( 7-aza-3- 














indolyl ) ethyl 


1 "5 A *7 










r*u 
url 


i - v oenzyxoxymernyx j - z - ( z - 














inrinl vl }f*1~hvl 


1248 


CH 


CH 


CH 


CH 


CH 


1 - (N-benzyl-N-methylaminomethyl ) - 














2 - ( 3 -pyridyl ) ethyl 


1249 


CH 


CH 


CH 


CH 


CH 


1 - ( N -methylbenzylcarbamoyl ) - 2 - 














( 3 -pyridyl ) ethyl 


1250 


CH 


CH 


CH 


CH 


CH 


2 -hydroxy- 2 - ( 4 - dimethylamino - 














phenyl) ethyl 


1251 


CH 


CH 


CH 


CH 


CH 


2 -hydroxy- 2 - ( 2 -quinolyl ) ethyl 


1252 


CH 


CH 


CH 


CH 


CH 


2 -hydroxy- 2 - ( 3 -quinolyl ) ethyl 


1253 


CH 


CH 


CH 


CH 


CH 


2 -hydroxy- 2- ( 4 -quinolyl ) ethyl 


1254 


CH 


CH 


CH 


CH 


CH 


2 -hydroxy- 2 - ( 3 , 5 - dif luoro - 














phenyl ) ethyl 


1 occ 


cw 


\_n 


v^n 


cw 




j. carooxy- z - eye ionexyj.ex.nyi 


1256 


CH 


CH 


CH 


CH 


CH 


2 -hydroxy- 2- ( 6 -quinolyl) ethyl 


1257 


CH 


CH 


CH 


CH 


CH 


2- (benzylamino) -2 -phenylethyl 


1258 


CH 


CH 


CH 


CH 


CH 


2 - amino - 2 - ( 2 -naphthyl ) propyl 


1259 


CH 


CH 


CH 


CH 


CH 


2 - ( pheny lamino ) ethyl 


1260 


CH 


CH 


CH 


CH 


CH 


dipheny Ime thy 1 


1261 


CH 


CH 


CH 


CH 


CH 


2,2- diphenylethyl 


1262 


CH 


CH 


CH 


CH 


CH 


2 -phenyl- 2- ( 2 -pyridyl) ethyl 


1263 


CH 


CH 


CH 


CH 


CH 


2 -phenyl- 2- ( 3 - pyridyl ) ethyl 
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1264 


CH 


CH 


CH 


CH 


CH 


2 -phenyl - 2 - ( 4 -pyridyl ) ethyl 


1265 


CH 


CH 


CH 


CH 


CH 


2 -phenoxy- 2 -phenylethyl 


1266 


CH 


CH 


CH 


CH 


CH 


2 - ( benzyloxy ) - 2 - phenylethyl 


1267 


CH 


CH 


CH 


CH 


N 


1 -phenyl - 3 - pyrrolidinyl 


1268 


CH 


CH 


CH 


CH 


N 


1 - ( 2 - f luor opheny 1 ) - 3 - pyrrolidinyl 


1269 


CH 


CH 


CH 


CH 


N 


1 - ( 3 - f luorophenyl ) -3 -pyrrolidinyl 


1270 


CH 


CH 


CH 


CH 


N 


1 - ( 4 - f luorophenyl ) - 3 -pyrrolidinyl 


1271 


CH 


CH 


CH 


CH 


N 


1 - ( 2 - chlorophenyl ) - 3 - pyrrolidinyl 


1272 


CH 


CH 


CH 


CH 


N 


1 - ( 3 - chlorophenyl ) - 3 -pyrrolidinyl 


1273 


CH 


CH 


CH 


CH 


N 


1 - ( 4 - chlorophenyl ) - 3 - pyrrolidinyl 


1274 


CH 


CH 


CH 


CH 


N 


1 - ( 2 -me thylphenyl ) - 3 -pyrrolidinyl 


1275 


CH 


CH 


CH 


CH 


N 


1 - ( 3 -me thylphenyl ) - 3 -pyrrolidinyl 


1276 


CH 


CH 


CH 


CH 


N 


1 - ( 4 - me thylphenyl ) - 3 - pyrrolidinyl 


±.£.11 






ru 




N 


1 — ( *5 — m o thnwnhianvl \ _ -.Ywry'T*r\ 1 i H i n \t ~\ 
j- \ in" Liiu ±J*- icii jf J- / j ^ y i- i-ux.Lu.-Lny -l 


-1 ^ T O 

1278 


CH 


CH 


CH 


CH 


N 


1 - ( 3 - me thoxy phenyl ) - 3 -pyrrolidinyl 


1279 


CH 


CH 


CH 


CH 


N 


1 - ( 4 -met hoxyphenyl ) - 3 - pyrrolidinyl 


1280 


CH 


CH 


CH 


CH 


N 


1- ( 2 - trif luorome thylphenyl) -3- 














pyrrolidinyl 


1281 


CH 


CH 


CH 


CH 


N 


1 - ( 3 - trif luromethylphenyl ) - 3 - 














pyrrolidinyl 


1282 


CH 


CH 


CH 


CH 


N 


1 - ( 4 -trif luromethylphenyl ) -3- 














pyrrolidinyl 


1283 


CH 


CH 


CH 


CH 


N 


1 - ( 3 , 5 - dif lurophenyl ) - 3 - 














pyrrolidinyl 


1284 


CH 


CH 


CH 


CH 


N 


1- ( 2 -dif luromethoxyphenyl) -3- 
















1285 


CH 


CH 


CH 


CH 


N 


1- ( 3 -dif luromethoxyphenyl ) - 3 - 














pyrrolidinyl 


1286 


CH 


CH 


CH 


CH 


N 


1- ( 4 -dif luromethoxyphenyl) -3- 














pyrrolidinyl 


1287 


CH 


CH 


CH 


CH 


N 


1- ( 2 -pyridyl ) -3 -pyrrolidinyl 


1288 


CH 


CH 


CH 


CH 


N 


1- { 3 -pyridyl) -3 -pyrrolidinyl 


1289 


CH 


CH 


CH 


CH 


N 


1 - ( 4 -pyridyl ) - 3 -pyrrolidinyl 


1290 


CH 


CH 


CH 


CH 


N 


1- ( 2-pyrimidinyl ) -3 -pyrrolidinyl 


1291 


CH 


CH 


CH 


CH 


N 


5 - oxo - 1 -phenyl - 3 -pyrrolidinyl 


1292 


CH 


CH 


CH 


CH 


N 


1 - phenyl - 3 -piperidyl 


1293 


CH 


CH 


CH 


CH 


N 


1- ( 2-f luorophenyl) -3 -piperidyl 


1294 


CH 


CH 


CH 


CH 


N 


1- ( 3-f luorophenyl) -3-piperidyl 


1295 


CH 


CH 


CH 


CH 


N 


1- ( 4 -f luorophenyl) -3-piperidyl 


1296 


CH 


CH 


CH 


CH 


N 


1- ( 2 -chlorophenyl) -3-piperidyl 


1297 


CH 


CH 


CH 


CH 


N 


1- ( 3 -chlorophenyl) -3-piperidyl 
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1298 


CH 


CH 


CH 


CH 


N 


1 - ( 4 - chloropheny 1 ) - 3 -piper idyl 


1299 


CH 


CH 


CH 


CH 


N 


1 - ( 2 -methylphenyl ) - 3 -piper idyl 


1300 


CH 


CH 


CH 


CH 


N 


1 - ( 3 -me thylphenyl ) - 3 -piper idyl 


1301 


CH 


CH 


CH 


CH 


N 


l-( 4-methylphenyl) -3-piperidyl 




v^n 


cu 


ch 


CH 


N 


1 — I *) — mo thnwnhpnvl i - ^-ni nPTi flvl 


1303 


CH 


CH 


CH 


CH 


N 


1- ( 3 -me thoxyphenyl ) -3-piperidyl 


1304 


CH 


CH 


CH 


CH 


N 


1 - ( 4 -me thoxyphenyl ) - 3 -piperrdy 1 


1305 


CH 


CH 


CH 


CH 


N 


1 - ( 2 - trif luoromethylphenyl ) - 3 - 














piperidyl 


1306 


CH 


CH 


CH 


CH 


N 


1- ( 3- trif luoromethylphenyl ) -3- 














piperidyl 


1307 


CH 


CH 


CH 


CH 


N 


1- ( 4 -trif luoromethylphenyl) -3- 














piperidyl 


1308 


CH 


CH 


CH 


CH 


N 


1- ( 3 , 5-dif luorophenyl) -3-piperic 


1309 


CH 


CH 


CH 


CH 


N 


1- ( 2-dif luoromethoxyphenyl ) -3- 














piperidyl 


ijlv 


ru 


CH 


CH 


CH 


N 


r?i-Fl nr»7~omf : »*hhi nvvnhpnvl \ - — 














piperidyl 


1311 


CH 


CH 


CH 


CH 


N 


1 - ( 4 -dif luoromethoxyphenyl ) - 3 - 














piperidyl 


1312 


CH 


CH 


CH 


CH 


N 


1 - ( 2 -pyridyl ) - 3-piperidyl 


1313 


CH 


CH 


CH 


CH 


N 


1 - ( 3 -pyridyl ) - 3 -piperidyl 


1314 


CH 


CH 


CH 


CH 


N 


1- ( 4 -pyridyl) -3-piperidyl 


1315 


CH 


CH 


CH 


CH 


N 


1 - phenyl - 4 -piper idyl 


1316 


CH 


CH 


CH 


CH 


N 


1 - ( 2 -f luorophenyl ) - 4 -piperidyl 


1317 


CH 


CH 


CH 


CH 


N 


l-( 3-f luorophenyl) -4 -piperidyl 


1318 


CH 


CH 


CH 


CH 


N 


1 - ( 4 - f luorophenyl ) - 4 -piperidyl 


1319 


CH 


CH 


CH 


CH 


N 


1 - ( 2 -chloropheny 1 ) - 4 -piperidyl 


1320 


CH 


CH 


CH 


CH 


N 


1- ( 3-chlorophenyl ) -4 -piperidyl 


1321 


CH 


CH 


CH 


CH 


N 


l-( 4-chlorophenyl) -4 -piperidyl 


1322 


CH 


CH 


CH 


CH 


N 


1- ( 2-methylphenyl ) -4 -piperidyl 


1323 


CH 


CH 


CH 


CH 


N 


1 - ( 3 -methylpheny 1 ) - 4 -piperidyl 


1324 


CH 


CH 


CH 


CH 


N 


1- ( 4-methylphenyl ) -4 -piperidyl 


1 1 ?S 


CH 


CH 


CH 


CH 


N 


1 — f 2 -mf fc 't"ho5CV*nh^nv"L ^ - r*£* r~i rivl 


1326 


CH 


CH 


CH 


CH 


N 


1 - ( 3 -me thoxyphenyl ) - 4 -piperidyl 


1327 


CH 


CH 


CH 


CH 


N 


1- ( 4 -me thoxyphenyl) -4 -piperidyl 


1328 


CH 


CH 


CH 


CH 


N 


1 - ( 2 - trif luoromethylphenyl ) - 4 - 














piperidyl 


1329 


CH 


CH 


CH 


CH 


N 


1- ( 3 -trif luoromethylphenyl) -4 - 














piperidyl 


1330 


CH 


CH 


CH 


CH 


N 


1- ( 4 -trif luoromethylphenyl) -4- 



piperidyl 
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1- (3 , 5-dif luorophenyl ) -4- 
piperidyl 

1 - ( 2 - dif luorome thoxyphenyl ) - 4 ~ 
piperidyl 

1 - ( 3 - dif luoromethoxyphenyl ) -4 - 
piperidyl 

1 - ( 4 - dif luoromethoxyphenyl ) - 4 - 
piperidyl 

1 - ( 2 - pyridyl ) - 4 -piperidyl 
1 - ( 3 -pyridyl ) - 4 -piperidyl 
1- ( 4 -pyridyl) -4 -piperidyl 
3 -hydroxymethyl- 1 -phenyl - 4- 
piperidyl 

3 -methoxycarbonyl- 1 -phenyl - 4 - 
piperidyl 

3 - ethoxycarbonyl- 1 -phenyl - 4 - 
piperidyl 

3 - isopropoxycarbonyl - 1 -phenyl - 4 - 
piperidyl 

4 - phenylcyclohexyl 
4- { 2 -fluorophenyl) cyclohexyl 
4- ( 3 -f luorophenyl )cyclohexyl 
4 - ( 4 -f luorophenyl ) cyclohexyl 
4- ( 2 -chlorophenyl Jcyclohexyl 
4 - ( 3 -chlorophenyl ) cyclohexyl 
4 - ( 4 -chlorophenyl ) cyclohexyl 
4 - ( 2 -methylphenyl ) cyclohexyl 
4 - ( 3 -methylphenyl ) cyclohexyl 
4- ( 4 -methylphenyl) cyclohexyl 
4 - ( 2 -methoxyphenyl ) cyclohexyl 
4 - ( 3 -methoxyphenyl ) cyclohexyl 
4 - ( 4 -methoxyphenyl ) cyclohexyl 
4 - ( 2 - trif luoromethy lphenyl ) cyclo 
hexyl 

4- ( 3 -trif luorome thy lphenyl ) cyclo 
hexyl 

4 - ( 4 - trif luoromethylphenyl ) cyclo 
hexyl 

4 - ( 3 , 5 - dif luorophenyl ) eye lohexy 1 

4 - ( 3 - ace tylphenyl ) cyclohexyl 
4 - ( 3 -cyanophenyl ) cyclohexyl 



1331 


CH 


CH 


CH 


CH 


N 


1332 


CH 


CH 


CH 


CH 


N 


1333 


CH 


CH 


CH 


CH 


N 


1334 


CH 


CH 


CH 


CH 


N 


1335 


CH 


CH 


CH 


CH 


N 


1336 


CH 


CH 


CH 


CH 


N 


1337 


CH 


CH 


CH 


CH 


N 


1338 


CH 


CH 


CH 


CH 


N 


1339 


CH 


CH 


CH 


CH 


N 


1 JflU 


ru 
v-il 


v_n 


v^n 






1341 


CH 


CH 


CH 


CH 


N 


1342 


CH 


CH 


CH 


CH 


N 


1343 


CH 


CH 


CH 


CH 


N 


1344 


CH 


CH 


CH 


CH 


N 


1345 


CH 


CH 


CH 


CH 


N 


1346 


CH 


CH 


CH 


CH 


N 


1347 


CH 


CH 


CH 


CH 


N 


1348 


CH 


CH 


CH 


CH 


N 


1349 


CH 


CH 




CH 


KT 
N 


1350 


CH 


CH 


CH 


CH 


N 


1351 


CH 


CH 


CH 


CH 


N 


1352 


CH 


CH 


CH 


CH 


N 


1353 


CH 


CH 


CH 


CH 


N 


1354 


CH 


CH 


CH 


CH 


N 


1355 


CH 


CH 


CH 


CH 


N 


1356 


CH 


CH 


CH 


CH 


N 


1357 


CH 


CH 


CH 


CH 


N 


1358 


CH 


CH 


CH 


CH 


N 


1359 


CH 


CH 


CH 


CH 


N 


1360 


CH 


CH 


CH 


CH 


N 
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4- ( 2-dif luoromethoxyphenyl )cyclo 
hexyl 

4- ( 3-dif luoromethoxyphenyl )cyclo 
hexyl 

4 - ( 4 -dif luoromethoxyphenyl ) cyclo 
hexyl 

4 - ( 2 -pyridy 1 ) cyclohexyl 
4 - ( 3 -pyridyl ) cyclohexyl 
4 - ( 4 -pyridyl ) cyclohexyl 
4- ( 4-fluoro- 3 -pyridyl) cyclohexyl 
4- ( 3-quinolyl) cyclohexyl 
4- ( 3-f luorophenyl) -4 -hydroxy - 
cyclohexyl 
3 - pheny lcyclohexy 1 
3 -pheny lcyclopentyl 
6 -pheny 1 - 3 - tetrahydropyrany 1 
6 - (3-f luorophenyl) -3-tetrahydro- 
pyranyl 

2 -phenylcyclopropyl 
2 - ( 2 -pyridyl ) cyclopropyl 
2- (3 -pyridyl) cyclopropyl 
2 - ( 4 -pyridyl ) cyclopropyl 
2 - ( 3 ~f luorophenyl ) cyclopropyl 
2-indanyl 

2 - tetrahydronaphthyl 
6 -methoxy-2 - tetrahydronaphthyl 
benzyl 
phenethyl 

3 - pheny lpropyl 

4 - phenylbutyl 

2 - methoxyphenethyl 

3 - methoxyphenethyl 

4 - methoxyphenethyl 
4 - fluoro phenethyl 
4 -bromophenethyl 
4 -chlorophenethyl 
3-trif luoromethylphenethyl 
3 , 4-dimethoxyphenethyl 
3 - propoxyphenet hy 1 



1361 


CH 


CH 


CH 


CH 


N 


1362 


CH 


CH 


CH 


CH 


N 


1363 


CH 


CH 


CH 


CH 


N 


1364 


CH 


CH 


CH 


CH 


N 


1365 


CH 


CH 


CH 


CH 


N 


1366 


CH 


CH 


CH 


CH 


N 


1367 


CH 


CH 


CH 


CH 


N 


1368 


CH 


CH 


CH 


CH 


N 


1369 


CH 


CH 


CH 


CH 


N 


1370 


CH 


CH 


CH 


CH 


N 


1371 


CH 


CH 


CH 


CH 


N 


1372 


CH 


CH 


CH 


CH 


N 


1373 


CH 


CH 


CH 


CH 


N 


1374 


CH 


CH 


CH 


CH 


N 


1375 


CH 


CH 


CH 


CH 


N 


1376 


CH 


CH 


CH 


CH 


N 


1377 


CH 


CH 


CH 


CH 


N 


1378 


CH 


CH 


CH 


CH 


N 


1379 


CH 


CH 


CH 


CH 


N 


1380 


CH 


CH 


CH 


CH 


N 


1381 


CH 


CH 


CH 


CH 


N 


1382 


CH 


CH 


CH 


CH 


N 


1383 


CH 


CH 


CH 


CH 


N 


1384 


CH 


CH 


CH 


CH 


N 


1385 


CH 


CH 


CH 


CH 


N 


1386 


CH 


CH 


CH 


CH 


N 


1387 


CH 


CH 


CH 


CH 


N 


1388 


CH 


CH 


CH 


CH 


N 


1389 


CH 


CH 


CH 


CH 


N 


1390 


CH 


CH 


CH 


CH 


N 


1391 


CH 


CH 


CH 


CH 


N 


1392 


CH 


CH 


CH 


CH 


N 


1393 


CH 


CH 


CH 


CH 


N 


1394 


CH 


CH 


CH 


CH 


N 


1395 


CH 


CH 


CH 


CH 


N 



56 



EP 1 415 986 A1 



(continued from 


Table 


3) 




1396 


CH 


CH 


CH 


CH 


N 


4- 


-dimethylaminophenethyl 


1397 


CH 


CH 


CH 


CH 


N 


3- 


dif luoromethoxyphenethyl 


1398 


CH 


CH 


CH 


CH 


N 


2- 


methylphenethyl 


1399 


CH 


CH 


CH 


CH 


N 


4- 


acetylphene thyl 


1400 


CH 


CH 


CH 


CH 


N 


4- 


dimethylamino-2-methoxy- 














phenethyl 


i a n i 

-L ** \J -L 




ru 


CH 

rx 


CH 


N 

XT 


cyclohexylethyl 


1 4 UZ 


CH 


CH 


V-.H 


CH 


IN 




V ^ ^J_y i- XLijr -L/C l. i i_y ju 


1 / AO 


Li! 


CH 


CH 


CH 


IN 




' v o jjy i -Lily _L i e t ny x 


l a n a 
14 U 4 


CH 


CH 


nil 
CH 


CH 


IN 




* fjr -L Liy -L y t5 Ljxy J_ 


1 yl AC 

140 D 


CH 


CH 


CH 


CH 


IN 


A - 


V z -quinojiyi ) etnyi 


t a r\ a 
14UO 


CH 


CH 


CH 


CH 


IN 


2- 


( 3-quinolyl)ethyl 




CH 


CH 


CH 


CH 


M 
IN 


2- 


( 4-quinolyl)ethyl 


i a n o 

14 08 


CH 


/ITT 

CH 


CH 


CH 


KT 
IN 


2- 


( 6 - quinolyl ) etliyl 


14 O y 


CH 


CH 


V-,H 


L*H 


"NT 

IN 


2~ 


(2-indolyl)ethyl 


1/1 A 

14 1 U 


CH 


CXI 

CH 


CH 


CH 


KT 

IN 


2- 


( 3 - indolyl ) ethyl 


1/11 
1411 


CH 


CH 


CH 


V-H 


IN 


2~ 


( 7-aza-3-indolyl)ethyl 


1 / T) 

14 1 Z 


CH 


CH 


CH 


CH 


IN 


2- 


(benzimidazolyl) ethyl 


1413 


CH 


CH 


CH 


CH 


N 


2- 


( benzoxazolyl ) ethyl 


1414 


CH 


CH 


CH 


CH 


N 


2- 


(benzothiazolyl) ethyl 


1415 


CH 


CH 


CH 


CH 


N 


2- 


( 1 - naphthyl ) ethyl 


1416 


CH 


CH 


CH 


CH 


N 


2- 


( 2 - naphthyl ) ethyl 


1417 


CH 


CH 


CH 


CH 


N 


1- 


(hydroxymethyl) -2-phenylethyl 


1418 


CH 


CH 


CH 


CH 


N 


1- 


(methoxycarbonyl ) - 2 -phenyl- 



ethyl 

1419 CH CH CH CH N 1 - (ethoxycarbonyl) -2-phenylethyl 
142 0 CH CH CH CH N 1 -carboxy-2 -phenylethyl 

1421 CH CH CH CH N 1 - (benzyloxycarbonyl ) -2-phenyl- 

ethyl 

1422 CH CH CH CH N 1 - (phenoxymethyl ) -2-phenylethyl 

1423 CH CH CH CH N 1 -( ben zyloxyme thyl )- 2 -phenylethyl 

1424 CH CH CH CH N 1 -( benzylcarbamoyl )- 2 -phenylethyl 

1425 CH CH CH CH N 1 - ( N-methylbenzylcarbamoyl ) - 2- 

phenylethyl 

1426 CH CH CH CH N 1- ( phenyl carbamoyl ) -2-phenylethyl 

1427 CH CH CH CH N 1 - ( N-methylphenylcarbamoyl ) -2 - 

phenylethyl 

1428 CH CH CH CH N 1- ( N- ben zylaminome thyl ) -2- 

phenylethyl 

1429 CH CH CH CH N 1 - ( N-benzyl-N-methylamino- 

methyl) -2-phenylethyl 
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1430 


CH 


CH 


CH 


CH 


N 


1- ( anilinomethyl) -2 -phenylethyl 


1431 


CH 


CH 


CH 


CH 


N 


1- (N-methylanilinomethyl) -2- 
phenylethyl 


1432 


CH 


CH 


CH 


CH 


N 


1 - ( N-me thylaminome thyl ) - 2 - 
phenylethyl 


1433 


CH 


CH 


CH 


CH 


N 


1- (N-ethylaminomethyl) -2- 
phenylethyl 


1434 


CH 


CH 


CH 


CH 


N 


1- (N-isobutylaminomethyl) -2- 
phenylethyl 


1435 


CH 


CH 


CH 


CH 


N 


1 - ( N - cyclopropy Ime thy 1 amino - 
methyl) -2-phenylethyl 


1436 


CH 


CH 


CH 


CH 


N 


1 - ( aminomethyl ) - 2 -phenylethyl 


1437 


CH 


CH 


CH 


CH 


N 


1- benzyl -2- ( 2-pyridylrnethyl- 
amino) ethyl 


1438 


CH 


CH 


CH 


CH 


N 


l-benzyl-2- ( 3-pyridylrnethyl- 
amino) ethyl 


1439 


CH 


CH 


CH 


CH 


N 


l-benzyl-2- ( 4-pyridylmethyl- 
amino) ethyl 


1440 


CH 


CH 


CH 


CH 


N 


2 -phenyl- 1- ( 2-pyridylmethyl- 
carbamoyl ) ethyl 


1 A A 1 

14 4 J. 


CH 


A** LI 

CH 


Cn 


Cri 


M 


/-pnenyi - x - \ o -pyrxoyxme uny-i. - 
carbamoyl ) ethyl 


1 A A O 

1442 


CH 


f~t TT 

CH 


pTT 

CH 


pTT 

CH 


N 


2 -phenyl- 1 - ( 4 -pyridylmethyl - 
carbamoyl ) ethyl 


1 A A O 

1443 


CH 


CH 


CH 


CH 


N 


-nyaroxy- -2-pnenyxe tnyi 


1444 


CH 


CH 


CH 


CH 


N 


benzoylmethyl 


1445 


CH 


CH 


CH 


CH 


N 


1- ( benzyloxycarbonyl) -2- ( 3- 
indolyl ) ethyl 


1446 


CH 


CH 


CH 


CH 


N 


1- (benzyloxycarbonyl) -2- 
cyclohexylethyl 


1447 


CH 


CH 


CH 


CH 


N 


1 - { phenoxymethy 1 ) - 2 - ( 3 - 
mdolyl ) ethyl 


1448 


CH 


CH 


CH 


CH 


N 


2 - ( 2 -methoxyphenoxy ) ethyl 


1449 


CH 


CH 


CH 


CH 


N 


1 - ( benzylcarbamoy 1 ) - 2 - cyclohexyl 
ethyl 


1450 


CH 


CH 


CH 


CH 


N 


1 - ( N-methylbenzylcarbamoyl ) - 2 - 
eye lohexy 1 e thy 1 


1451 


CH 


CH 


CH 


CH 


N 


1- (phenylcarbamoyl) -2 -cyclohexyl 
ethyl 


1452 


CH 


CH 


CH 


CH 


N 


1- (N-methylphenylcarbamoyl) -2- 
cyc lohexy 1 e thy 1 


1453 


CH 


CH 


CH 


CH 


N 


1- (benzyloxycarbonyl) -2-( 3- 
pyridyl ) ethyl 
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1454 


CH 


CH 


CH 


CH 


N 


1 - ( benzylaininomethyl ) - 2 - ( 3 - 














pyridyl ) ethyl 


1455 


CH 


CH 


CH 


CH 


N 


1 - ( benzylcarbanioyl ) - 2 - 














( 4 -pyridyl ) ethyl 


1456 


CH 


CH 


CH 


CH 


N 


1 - ( 4 -pyridylmethylcarbamoyl ) - 2 - 














( 4 - f luoropheny 1 ) ethyl 


1457 


CH 


CH 


CH 


CH 


N 


1 - ( benzylcarbamoyl ) - 2 - ( 7-aza- 3 - 














indolyl) ethyl 


1458 


CH 


CH 


CH 


CH 


N 


1 - ( benzyloxymethyl ) -2- ( 2- 














indolyl ) ethyl 


1459 


CH 


CH 


CH 


CH 


N 


1- (N- benzyl -N-methylaminomethyl ) - 














- ( 3 -pyridyl ) ethyl 


1460 


CH 


CH 


CH 


CH 


N 


1 - (N-methylbenzyl carbamoyl ) -2- 














( 3 -pyridyl ) ethyl 




CH 


Cri 


Lri 






z -nyaroxy- z - { 4-aiineuiiyiainino - 














r\"K p- ri v 1 ^ pfhvl 


1462 


CH 


CH 


CH 


CH 


N 


2 -hydroxy- 2- ( 2-quinolyl ) ethyl 


1463 


CH 


CH 


CH 


CH 


N 


2 -hydroxy- 2- ( 3-quinolyl ) ethyl 


1464 


CH 


CH 


CH 


CH 


N 


2 -hydroxy- 2- ( 4-quinolyl ) ethyl 


1465 


CH 


CH 


CH 


CH 


N 


2 -hydroxy- 2- ( 3 , 5 -dif luoro- 














pheny 1 ) ethyl 


1466 


CH 


CH 


CH 


CH 


N 


1 - carboxy - 2 - cyclohexyle thyl 


1467 


CH 


CH 


CH 


CH 


N 


2 -hydroxy - 2 - ( 6 -quinolyl ) ethyl 


1468 


CH 


CH 


CH 


CH 


N 


2 - ( benzylamino ) - 2 - phenyle thyl 


1469 


CH 


CH 


CH 


CH 


N 


2 -amino- 2- ( 2-naphthyl ) propyl 


1470 


CH 


CH 


CH 


CH 


N 


2 - ( phenylamino ) ethyl 


1471 


CH 


CH 


CH 


CH 


N 


diphenylmethyl 


1472 


CH 


CH 


CH 


CH 


N 


2,2- diphenyle thy 1 


1473 


CH 


CH 


CH 


CH 


N 


2 - phenyl - 2 - ( 2 -pyridyl ) ethyl 


1474 


CH 


CH 


CH 


CH 


N 


2 -phenyl - 2 - ( 3 -pyridyl ) ethyl 


1475 


CH 


CH 


CH 


CH 


N 


2 -phenyl- 2 - ( 4 -pyridyl } ethyl 


1476 


CH 


CH 


CH 


CH 


N 


2 -phenoxy- 2 -phenylethyl 


1477 


CH 


CH 


CH 


CH 


N 


2- (benzyloxy ) -2 -phenylethyl 


1478 


N 


CH 


CH 


CH 


CH 


1 - phenyl - 3 - pyrr oli diny 1 


1479 


N 


CH 


CH 


CH 


CH 


1- ( 2-f luorophenyl) -3-pyrrolidinyl 


1480 


N 


CH 


CH 


CH 


CH 


1 - ( 3 - f luorophenyl ) - 3 -pyrrolidinyl 


1481 


N 


CH 


CH 


CH 


CH 


1- ( 4 -f luorophenyl) -3-pyrrolidinyl 


1482 


N 


CH 


CH 


CH 


CH 


1- ( 2-chlorophenyl) -3-pyrrolidinyl 


1483 


N 


CH 


CH 


CH 


CH 


1 - { 3 - chloropheny 1 ) - 3 -pyrrolidinyl 


1484 


N 


CH 


CH 


CH 


CH 


1- { 4-chlorophenyl) - 3-pyrrolidinyl 


1485 


N 


CH 


CH 


CH 


CH 


1 - { 2 -methylphenyl ) - 3-pyrrolidinyl 
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1 Afl & 
JL 4 O O 


IN 


L.n 


CM 


v_xl 




J. - \ o -me ciiy xpiieriy x ) -o -pyrrojL-i.CLj.iiy 


1487 


N 


CH 


CH 


CH 


CH 


1- ( 4-methylphenyl ) -3-pyrrolidiny 


1488 


N 


CH 


CH 


CH 


CH 


1 - ( 2 -me thoxyphenyl ) -3- 














pyrrolidinyl 


1489 


N 


CH 


CH 


CH 


CH 


1 - ( 3 -me thoxyphenyl ) -3 - 














pyrrolidinyl 


1490 


N 


CH 


CH 


CH 


CH 


1 - ( 4 -me thoxyphenyl ) -3- 














pyrrolidinyl 


1491 


N 


CH 


CH 


CH 


CH 


1- ( 2 -trif luoromethylphenyl) -3- 














pyrrolidinyl 


1492 


N 


CH 


CH 


CH 


CH 


1- ( 3-trif luoromethylphenyl) -3- 














pyrrolidinyl 


1493 


N 


CH 


CH 


CH 


CH 


1 - ( 4 - tr if luoromethylphenyl ) - 3 - 














pyrrolidinyl 


1494 


N 


CH 


CH 


CH 


CH 


1 - ( 3 , 5 - dif luor ophenyl } - 3 - 














pyrrolidinyl 


1495 


N 


CH 


CH 


CH 


CH 


1 - ( 2 - dif luor ome thoxyphenyl ) - 3 - 














py i- j- u±xuxiiy± 


1496 


N 


CH 


CH 


CH 


CH 


1 - ( 3 -dif luor ome thoxyphenyl ) - 3 - 














pyrrolidinyl 


1497 


N 


CH 


CH 


CH 


CH 


1- ( 4 -dif luorome thoxyphenyl) -3- 














pyrrolidinyl 


1498 


N 


CH 


CH 


CH 


CH 


1- ( 2 -pyridyl ) - 3 -pyrrolidinyl 


1499 


N 


CH 


CH 


CH 


CH 


1- ( 3 -pyridyl) -3 -pyrrolidinyl 


1500 


N 


CH 


CH 


CH 


CH 


1 - ( 4 - pyridyl ) - 3 - pyrrolidinyl 


1501 


N 


CH 


CH 


CH 


CH 


1 - ( 2 - pyr imidinyl ) - 3 - pyrrolidinyl 


1502 


N 


CH 


CH 


CH 


CH 


5 -oxo- 1 -phenyl - 3 -pyrrolidinyl 


1503 


N 


CH 


CH 


CH 


CH 


1 -phenyl - 3-piperidyl 


1504 


N 


CH 


CH 


CH 


CH 


1- (2-f luorophenyl) -3-piperidyl 


1505 


N 


CH 


CH 


CH 


CH 


1- ( 3-f luorophenyl) -3-piperidyl 


1506 


N 


CH 


CH 


CH 


CH 


1- ( 4 -f luorophenyl) -3-piperidyl 


1507 


N 


CH 


CH 


CH 


CH 


1 - ( 2 -chlorophenyl ) - 3-piperidyl 


1508 


N 


CH 


CH 


CH 


CH 


1- ( 3 -chlorophenyl) -3-piperidyl 


1509 


N 


CH 


CH 


CH 


CH 


1- ( 4 -chlorophenyl) -3-piperidyl 


1510 


N 


CH 


CH 


CH 


CH 


1 - { 2 -methylphenyl ) - 3-piperidyl 


1511 


N 


CH 


CH 


CH 


CH 


1- ( 3 -methylphenyl) -3-piperidyl 


1512 


N 


CH 


CH 


CH 


CH 


1- ( 4-methylphenyl) -3-piperidyl 


1513 


N 


CH 


CH 


CH 


CH 


1- ( 2 -me thoxyphenyl ) -3-piperidyl 


1514 


N 


CH 


CH 


CH 


CH 


1 - ( 3 -methoxyphenyl ) - 3-piperidyl 


1515 


N 


CH 


CH 


CH 


CH 


1- ( 4-methoxyphenyl) -3-piperidyl 
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ID Lb 




tn 


CH 


CM 


CH 


± - v z - urir -Luorome uny_Lpneny_L j - .5 - 
piperidyl 


1 D 1 / 


KT 

In 




CH 


CH 


CH 


i - v J ~ tririuoromecnyipnenyi j - - 
piperidyl 


1518 


N 


/-> TJ 

CH 


CH 


CH 


CH 


l - ( 4 - trrr luorome tnyipnenyl J - 3 - 
piperidyl 


1519 


N 


CH 


CH 


CH 


CH 


1 - ( 3 , 5 - air luoropnenyl ) - 3 - 
pipenayi 




M 


CH 


CH 




CH 


1 — ( *y — /^*i"Fl 1 rAjYip "t~ Vl O V"V7~> Vl Tl \X 1 ^ — — 

x \ ^ u j. j — tuui-vjiiic uiUAjr j^iicii _i_ y o 

piperidyl 


1521 


N 


CH 


CH 


CH 


CH 


1 - ( 3 - dif luorome thoxyphenyl ) - 3 - 
piperidyl 


1522 


N 


CH 


CH 


CH 


CH 


1 - ( 4 -dif luorome thoxyphenyl ) - 3- 
piperidyl 


1523 


N 


CH 


CH 


CH 


CH 


1- (2-pyridyl) -3 -piperidyl 


1524 


N 


CH 


CH 


CH 


CH 


1 - ( 3 -pyr idyl ) - 3 -piperidyl 


1525 


N 


CH 


CH 


CH 


CH 


1 - ( 4 -pyridyl ) - 3 -piperidyl 


1526 


N 


CH 


CH 


CH 


CH 


1 - phenyl - 4 -piperidyl 


1527 


N 


CH 


CH 


CH 


CH 


1 - ( 2 - f luor ophenyl ) - 4 - piperidyl 


1528 


N 


CH 


CH 


CH 


CH 


1- ( 3 -f luor ophenyl) -4 -piperidyl 


1529 


N 


CH 


CH 


CH 


CH 


1- ( 4-f luorophenyl) -4 -piperidyl 


1530 


N 


CH 


CH 


CH 


CH 


1- ( 2 -chlor ophenyl) -4 -piperidyl 


1531 


N 


CH 


CH 


CH 


CH 


1- (3-chlor ophenyl) -4 -piperidyl 


1532 


N 


CH 


CH 


CH 


CH 


1- ( 4-chlorophenyl ) -4 -piperidyl 


1533 


N 


CH 


CH 


CH 


CH 


1 - { 2 -methylphenyl ) - 4 -piperidyl 


1534 


N 


CH 


CH 


CH 


CH 


1- ( 3 -methylphenyl ) -4 -piperidyl 


1535 


N 


CH 


CH 


CH 


CH 


1- ( 4 -methylphenyl) -4 -piperidyl 


1536 


N 


CH 


CH 


CH 


CH 


1- ( 2-methoxyphenyl) -4 -piperidyl 


1537 


N 


CH 


CH 


CH 


CH 


1- ( 3-methoxyphenyl ) -4 -piperidyl 


1538 


N 


CH 


CH 


CH 


CH 


1- ( 4 -me thoxyphenyl) -4 -piperidyl 


1539 


N 


CH 


CH 


/ITT 

CH 


CH 


1- ( 2 -trzr luoromethylphenyl ) -4- 
piperidyl 


1540 


N 


CH 


/ITT 

CH 


CH 


CH 


1 - ( 3 - t rif luoromethylphenyl ) - 4 - 
piperidyl 


1541 


N 


CH 


CH 


CH 


CH 


1- ( 4-tr if luoromethylphenyl) -4- 
piperidyl 


1542 


N 


CH 


CH 


CH 


CH 


1- ( 3 , 5 -dif luorophenyl) -4- 
piperidyl 


1543 


N 


CH 


CH 


CH 


CH 


1 - ( 2 -dif luorome thoxyphenyl ) - 4 - 
piperidyl 


1544 


N 


CH 


CH 


CH 


CH 


l-( 3 -dif luorome thoxyphenyl) -4- 



piperidyl 
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1545 


N 


CH 


CH 


CH 


CH 


1- ( 4 -dif luoromethoxyphenyl ) -4 - 
piperidyl 


1546 


N 


CH 


CH 


CH 


CH 


1 - ( 2 -pyr idy 1 ) - 4 -piperidyl 


154 7 


N 


CH 


CH 


CH 


CH 


1 — ( - nvrifivl ^ - 4 - rj i nf*ri dvl 


1548 


N 


CH 


CH 


CH 


CH 


1- (4 -pyr idyl) -4 -piperidyl 


1549 


N 


CH 


CH 


CH 


CH 


3 - hydroxyme thy 1 - 1 - phenyl -4- 
piperidyl 


1550 


N 


CH 


fi TT 

CH 


CH 


TT 

CH 


3~methoxycarbonyl- 1 -phenyl- 4- 
pxperiayx 


1551 


N 


CH 


CH 


CH 


CH 


3 -ethoxvcarbonvl - 1 -ohenvl- 4 — 
piperidyl 


1552 


N 


CH 


CH 


CH 


CH 


3 -isopropoxycarbony 1 - 1 -phenyl - 4 - 
piperidyl 


1553 


N 


CH 


CH 


CH 


CH 


4 -phenylcyclohexyl 


1554 


N 


CH 


CH 


CH 


CH 


4- ( 2 -f luorophenyl ) cyclohexyl 


1555 


N 


CH 


CH 


CH 


CH 


4 - ( 3 -f luorophenyl ) cyclohexyl 


1556 


N 


CH 


CH 


CH 


CH 


4 - ( 4 -f luorophenyl ) cyclohexyl 


1557 


N 


CH 


CH 


CH 


CH 


4 - ( 2 - chlorophenyl ) cyclohexyl 


1558 


N 


CH 


CH 


CH 


CH 


4 - ( 3 -chlorophenyl ) cyclohexyl 


1559 


N 


CH 


CH 


CH 


CH 


4 - ( 4 - chlorophenyl ) cyclohexyl 


1560 


N 


CH 


CH 


CH 


CH 


4 - ( 2 -methylphenyl ) cyclohexyl 


1561 


N 


CH 


CH 


CH 


CH 


4 - ( 3 -methylphenyl ) cyclohexyl 


1562 


N 


CH 


CH 


CH 


CH 


4 - ( 4 -methylphenyl ) cyclohexyl 


1563 


N 


CH 


CH 


CH 


CH 


4 - ( 2 -methoxyphenyl ) cyclohexyl 


i a c a 


N 


pTT 

CH 


C-rl 


(~* TT 




4 - ( 3 -methoxyphenyl ) cyclohexyl 


1565 


N 


CH 


/ITT 

CH 


CH 


ft T T 

CH 


4 - ( 4 -methoxyphenyl ) cyclohexyl 


1566 


N 


CH 


CH 


CH 


CH 


4 - ( 2 - trxf luoromethylphenyl ) cyclo- 


1567 


N 


CH 


CH 


CH 


CH 


4 - ( 3 - trif luoromethylphenyl ) cyclo - 
hexyl 


1568 


N 


CH 


CH 


CH 


CH 


4- ( 4- trif luoromethylphenyl) cyclo- 
hexyl 


1569 


N 


CH 


CH 


CH 


CH 


4- ( 3 , 5 -dif luorophenyl ) cyclohexyl 


Jl D / W 


in 




ru 


CVK 






1571 


N 


CH 


CH 


CH 


CH 


4- ( 3 -cyanophenyl) cyclohexyl 


1572 


N 


CH 


CH 


CH 


CH 


4- ( 2 -dif luoromethoxyphenyl ) cyclo- 
hexyl 


1573 


N 


CH 


CH 


CH 


CH 


4- ( 3-dif luoromethoxyphenyl) cyclo- 
hexyl 


1574 


N 


CH 


CH 


CH 


CH 


4- ( 4 -dif luoromethoxyphenyl) cyclo- 
hexyl 


1575 


N 


CH 


CH 


CH 


CH 


4 - ( 2 -pyr idyl ) cyclohexyl 



62 



EP 1 415 986 A1 



(continued from Table 3) 



1576 


N 


CH 


CH 


CH 


CH 


4 - ( 3 -pyridyl ) cyclohexyl 


1577 


N 


CH 


CH 


CH 


CH 


4 - ( 4 -pyridyl ) cyclohexyl 


1578 


N 


CH 


CH 


CH 


CH 


4- ( 4-f luoro-3 -pyridyl Jcyclohexy 


1579 


N 


CH 


CH 


CH 


CH 


4- ( 3-quinolyl) cyclohexyl 


1580 


N 


CH 


CH 


CH 


CH 


4 - ( 3-f luorophenyl ) - 4 -hydroxy- 














cyclohexyl 


1581 


N 


CH 


CH 


CH 


CH 


3 - phenyl cyclohexyl 


1582 


N 


CH 


CH 


CH 


CH 


3-phenylcyclopentyl 


1583 


N 


CH 


CH 


CH 


CH 


6 -phenyl- 3- tetrahydropyranyl 


1584 


N 


CH 


CH 


CH 


CH 


6- ( 3-f luorophenyl) -3- tetrahydro 














pyranyl 


1585 


N 


CH 


CH 


CH 


CH 


2-phenylcyclopropyl 


1586 


N 


CH 


CH 


CH 


CH 


2 - ( 2 -pyridyl ) cyclopropyl 


1587 


N 


CH 


CH 


CH 


CH 


2 - ( 3 -pyridyl ) cyclopropyl 


1588 


N 


CH 


CH 


CH 


CH 


2 - ( 4 -pyridyl ) cyclopropyl 


1589 


N 


CH 


CH 


CH 


CH 


2- ( 3-f luorophenyl) cyclopropyl 


1590 


N 


CH 


CH 


CH 


CH 


2-indanyl 


1591 


N 


CH 


CH 


CH 


CH 


2 - tetrahydronaphthyl 


1592 


N 


CH 


CH 


CH 


CH 


6-methoxy-2-tet r ahy dr o n aph t hy 1 


1593 


N 


CH 


CH 


CH 


CH 


benzyl 


1594 


N 


CH 


CH 


CH 


CH 


phenethyl 


1595 


N 


CH 


CH 


CH 


CH 


3 -phenylpropyl 


1596 


N 


CH 


CH 


CH 


CH 


4 -phenylbutyl 


1597 


N 


CH 


CH 


CH 


CH 


2 -methoxyphenethyl 


1598 


N 


CH 


CH 


CH 


CH 


3 -methoxyphenethyl 


1599 


N 


CH 


CH 


CH 


CH 


4 -methoxyphenethyl 


1600 


N 


CH 


CH 


CH 


CH 


4-f luorophene thyl 


1601 


N 


CH 


CH 


CH 


CH 


4 -bromophene thyl 


1602 


N 


CH 


CH 


CH 


CH 


4 - chlorophenethyl 


1603 


N 


CH 


CH 


CH 


CH 


3-trif luoromethylphenethyl 


1604 


N 


CH 


CH 


CH 


CH 


3 , 4 -dimethoxyphenethyl 


1605 


N 


CH 


CH 


CH 


CH 


3 -propoxyphenethyl 


1606 


N 


CH 


CH 


CH 


CH 


3 # 5 -dif luorophenethyl 


1607 


N 


CH 


CH 


CH 


CH 


4 -dimethylaminophenethyl 


1608 


N 


CH 


CH 


CH 


CH 


3 -dif luoromethoxyphenethyl 


1609 


N 


CH 


CH 


CH 


CH 


2 -methylphenethyl 


1610 


N 


CH 


CH 


CH 


CH 


4 - acetylphenethyl 


1611 


N 


CH 


CH 


CH 


CH 


4-dimethylamino-2-methoxy- 














phenethyl 


1612 


N 


CH 


CH 


CH 


CH 


cyclohexylethyl 
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1613 


N 


CH 


CH 


CH 


CH 


2 - ( 2 -pyndyl ) ethyl 


1614 


N 


CH 


CH 


CH 


CH 


2- ( 3-pyrxdyl)ethyl 


1615 


N 


CH 


CH 


CH 


CH 


2 - ( 4 -pyr xdyl ) ethyl 


1616 


N 


CH 


CH 


CH 


CH 


2- ( 2-quinolyl)ethyl 


1617 


N 


CH 


CH 


CH 


CH 


2 - ( 3 -quinolyl ) ethyl 


1618 


N 


CH 


CH 


CH 


CH 


2 - ( 4 -quinolyl ) ethyl 


1619 


N 


CH 


CH 


CH 


CH 


2 - ( 6 -quinolyl ) ethyl 


1620 


N 


CH 


CH 


CH 


CH 


2 - ( 2 - indolyl ) ethyl 


1621 


N 


CH 


CH 


CH 


CH 


2-{3-indolyl)ethyl 


1622 


N 


CH 


CH 


CH 


CH 


2-(7-aza-3-indolyl)ethyl 


1623 


N 


CH 


CH 


CH 


CH 


2 - ( benz imidazolyl ) ethyl 


1624 


N 


CH 


CH 


CH 


CH 


2 - ( be n z oxa z o ly 1 } e t hy 1 


1625 


N 


CH 


CH 


CH 


CH 


2- (benzothiazolyl)ethyl 


1626 


N 


CH 


CH 


CH 


CH 


2 - ( 1 - naphthy 1 ) ethyl 


1627 


N 


CH 


CH 


CH 


CH 


2 - ( 2 -naphthyl ) ethyl 


1628 


N 


CH 


CH 


CH 


CH 


1- (hydroxymethyl) - 2 -phenylethyl 


1629 


N 


CH 


CH 


CH 


CH 


1- (methoxycarbonyl) -2-phenyl- 
ethyl 


1630 


N 


CH 


CH 


CH 


CH 


1 - ( ethoxycarbonyl ) - 2 -phenylethyl 




AM 


ru 










1632 


N 


CH 


CH 


CH 


CH 


1 - ( benzyl oxycarbonyl ) -2- 
phenylethyl 


1633 


N 


CH 


CH 


CH 


CH 


1 - (phenoxymethyl ) -2 -phenylethyl 


1634 


N 


CH 


CH 


CH 


CH 


1- (benzyloxyntethyl) -2 -phenyl- 
ethyl 


1635 


N 


CH 


CH 


CH 


CH 


1- (benzylcarbamoyl) -2 -phenyl- 
ethyl 


1636 


N 


CH 


CH 


CH 


CH 


1- (N-methylbenzylcarbamoyl) -2- 
phenylethyl 


1637 


N 


CH 


CH 


CH 


CH 


1 - ( pheny lcarbamoy 1 ) - 2 - phenyl - 
ethyl 


i.O JO 






pu 
un 


PU 




J. ^ l>f — IllcS Lily d.yjll fcJIljr J.CaX uainOyi ) — 

phenylethyl 


1639 


N 


CH 


CH 


CH 


CH 


1- (N-benzylaminomethyl) -2- 
phenylethyl 


1640 


N 


CH 


CH 


CH 


CH 


1- (N-benzyl-N-methylamino- 
methyl) -2 -phenylethyl 


1641 


N 


CH 


CH 


CH 


CH 


1- (anilinomethyl) -2 -phenylethyl 


1642 


N 


CH 


CH 


CH 


CH 


1- (N-methylanilinomethyl) -2- 



phenylethyl 
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1643 


N 


CH 


CH 


CH 


CH 


1- (N-methylaminomethyl) -2-pheny] 
etnyj. 


1644 


N 


CH 


CH 


CH 


CH 


1- (N-ethylaminomethyl) -2-phenyl- 
e uiiy± 


1645 


N 


CH 


CH 


CH 


CH 


1- (N-isobutylaminomethyl) -2- 
phenylethyl 


1646 


N 


CH 


CH 


CH 


CH 


1- (N-cyclopropylmethylamino- 
methyl) -2-phenylethyl 


1647 


N 


CH 


CH 


CH 


CH 


1 - ( aminomethyl ) - 2 -phenylethyl 


1648 


N 


CH 


CH 


CH 


CH 


1 -benzyl- 2- ( 2 -pyridylmethyl- 
amino) ethyl 


1649 


N 


CH 


CH 


CH 


CH 


l-benzyl-2- ( 3-pyridylmethyl- 
amino) ethyl 


1650 


N 


CH 


CH 


CH 


CH 


l-benzyl-2- ( 4-pyridylmethyl- 
amino) ethyl 


1651 


N 


CH 


CH 


CH 


CH 


2 -phenyl- 1- ( 2-pyridylmethyl- 
carbamoyl ) ethyl 


XODjC 


M 


CH 


/"•LI 


CH 


CH 


z-pnenyi - ± - { j -pyria.y_i.me rnyi - 
carbamoyl ) ethyl 


1 c c o 


N 


CH 




CH 


CH 


2 -phenyl - 1- ( 4-pyridylmethyl- 
carbamoyl ) ethyl 


XOD4 


M 


Ln 


CH 


CH 


CH 


z-nyaroxy-z -pnenyxe t:nyJL 


1655 


N 


CH 


CH 


CH 


CH 


ben z oylme thyl 


1656 


N 


CH 


CH 


CH 


CH 


1- (benzyloxycarbonyl)-2- ( 3- 
indolyl ) ethyl 


1657 


N 


CH 


CH 


CH 


CH 


1 - ( benzy loxy carbonyl ) — 2 - cyclo - 
hexylethyl 


1658 


N 


CH 


CH 


CH 


CH 


1- (phenoxymethyl)-2- (3- 
mdolyl ) ethyl 


1659 


N 


CH 


CH 


CH 


CH 


2- (2-methoxyphenoxy)ethyl 


1660 


N 


CH 


CH 


CH 


CH 


1- (benzylcarbamoyl) -2-cyclo- 
hexylethyl 


1661 


N 


CH 


CH 


CH 


CH 


1- (N-methylbenzylcarbamoyl) -2- 
cyclohexylethyl 


1662 


N 


CH 


CH 


CH 


CH 


1 - ( pheny lcarbamoyl ) - 2 - cyclohexyl 
ethyl 


1663 


N 


CH 


CH 


CH 


CH 


1 - (N-methylphenylcarbamoyl ) -2- 
cyclohexylethyl 


1664 


N 


CH 


CH 


CH 


CH 


1 - ( ben zy loxycarbonyl ) - 2 - { 3 - 
pyridyl ) ethyl 


1665 


N 


CH 


CH 


CH 


CH 


1 - ( benzylaminome thyl ) - 2 - ( 3 - 
pyridyl ) ethyl 


1666 


N 


CH 


CH 


CH 


CH 


1 - ( benzylcarbamoyl ) - 2 - ( 4 - 



pyridyl ) ethyl 
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1667 


N 


CH 


CH 


CH 


CH 


1- ( 4-pyridylmethylcarbamoyl ) -2 - ( 4 
f luorophenyl ) ethyl 


1668 


N 


CH 


CH 


CH 


CH 


1- (benzylcarbamoyl) -2- ( 7-aza-3- 
indolyl ) ethyl 


1669 


N 


CH 


CH 


CH 


CH 


1- (benzyloxymethyl) -2- ( 2- 
indolyl ) ethyl 


1670 


N 


CH 


CH 


CH 


CH 


1- {N-benzyl-N-methylaminomethyl ) - 
^ " \ -5 pynayi j einyi 


1671 


N 


CH 


CH 


CH 


CH 


1 - { N-methylbenzylcarbamoyl ) - 2 - 
v j-pyriiiyi ) e tnyx 


J. o / ^ 


KT 
1M 










phenyl ) ethyl 


1673 


N 


CH 


CH 


CH 


CH 


2 -hydroxy - 2 - ( 2 - quinolyl ) ethyl 


1674 


N 


CH 


CH 


CH 


CH 


2 -hydroxy - 2 - ( 3 - quinolyl ) ethyl 


1675 


N 


CH 


CH 


CH 


CH 


2 -hydroxy- 2 - ( 4 - quinolyl ) ethyl 


1676 


N 


CH 


CH 


CH 


CH 


2 -hydroxy- 2 - ( 3 , 5 -dif luoro - 
phenyl ) ethyl 


1677 


N 


CH 


CH 


CH 


CH 


1 - carboxy- 2 - cyclohexylethyl 


1678 


N 


CH 


CH 


CH 


CH 


2 -hydroxy- 2- ( 6 -quinolyl) ethyl 


1679 


N 


CH 


CH 


CH 


CH 


2- (benzylamino) -2-phenylethyl 


1680 


N 


CH 


CH 


CH 


CH 


2 - amino - 2 - ( 2 - naph thy 1 ) propyl 


1681 


N 


CH 


CH 


CH 


CH 


2 - ( phenylamino ) ethyl 


1682 


N 


CH 


CH 


CH 


CH 


diphenylmethyl 


1683 


N 


CH 


CH 


CH 


CH 


2,2- diphenylethyl 


1684 


N 


CH 


CH 


CH 


CH 


2 -phenyl - 2 - { 2 -pyridy 1 ) ethyl 


1685 


N 


CH 


CH 


CH 


CH 


2-phenyl-2- ( 3-pyridyl ) ethyl 


1686 


N 


CH 


CH 


CH 


CH 


2-phenyl-2- ( 4 -pyr idyl) ethyl 


1687 


N 


CH 


CH 


CH 


CH 


2 -phenoxy- 2-phenylethyl 


1688 


N 


CH 


CH 


CH 


CH 


2- (benzyloxy) -2-phenylethyl 


1689 


N 


CH 


CH 


CH 


N 


1 - phenyl - 3 - pyrr olidinyl 


1690 


N 


CH 


CH 


CH 


N 


1- ( 2 -f luorophenyl) -3-pyrrolidinyl 


1691 


N 


CH 


CH 


CH 


N 


1 - ( 3 - f luorophenyl ) - 3-pyrrolidinyl 


1692 


N 


CH 


CH 


CH 


N 


1- (4-f luorophenyl) -3-pyrrolidinyl 


1693 


N 


CH 


CH 


CH 


N 


1- (2-chlorophenyl) -3-pyrrolidinyl 


1694 


N 


CH 


CH 


CH 


N 


1- (3-chlorophenyl) -3-pyrrolidinyl 


1695 


N 


CH 


CH 


CH 


N 


1- ( 4 -chloro phenyl) -3-pyrrolidinyl 


1696 


N 


CH 


CH 


CH 


N 


1 - ( 2 -methylphenyl ) - 3 - pyrrolidiny 1 


1697 


N 


CH 


CH 


CH 


N 


1 - ( 3 -methylphenyl) -3-pyrrolidinyl 


1698 


N 


CH 


CH 


CH 


N 


1 - ( 4 -methylphenyl ) - 3-pyrrolidinyl 


1699 


N 


CH 


CH 


CH 


N 


1 - ( 2 -methoxyphenyl ) - 3 - 



pyrrolidinyl 
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1 - ( 3 -methoxyphenyl ) -3- 
pyrrolidinyl 
1 - ( 4 -methoxyphenyl ) - 3- 
pyrrolidinyl 

1 - ( 2 - trif luoromethylphenyl ) - 3 - 
pyrrolidinyl 

1 - ( 3 - trif luoromethylphenyl ) - 3 - 
pyrrolidinyl 

1- (4 -trif luoromethylphenyl) -3- 
pyrrolidinyl 

1 - ( 3 , 5 - dif luorophenyl ) - 3 - 
pyrrolidinyl 

1- ( 2 -dif luoromethoxyphenyl) -3- 
pyrrolidinyl 

1 - ( 3 -dif luoromethoxyphenyl ) - 3 - 
pyrrolidinyl 

1 - ( 4 - dif luoromethoxyphenyl ) - 3 - 
pyrrolidinyl 

1- ( 2-pyridyl) - 3 -pyrrolidinyl 
1- ( 3-pyridyl) -3 -pyrrolidinyl 
1- ( 4-pyridyl) -3-pyrrolidinyl 
1 - ( 2 -pyrimidinyl ) - 3 -pyrrolidinl 
5 - oxo - 1 - phenyl - 3 -pyrrol idinyl 
1 -phenyl- 3 -piper idyl 
1- ( 2 -f luorophenyl) -3 -piper idyl 
1- ( 3-f luorophenyl) -3-piperidyl 
1- ( 4 -f luorophenyl) -3-piperidyl 
1- ( 2-chlorophenyl) -3-piperidyl 
1- ( 3-chlorophenyl) -3-piperidyl 
1- ( 4-chlorophenyl) -3-piperidyl 
1- ( 2-methylphenyl) -3-piperidyl 
1 - ( 3 -methylphenyl ) - 3 -piperidyl 
1 - ( 4 -methylphenyl ) - 3 -piperidyl 
1- ( 2 -methoxyphenyl ) -3-piperidyl 
1 - ( 3 -methoxyphenyl ) - 3 -piperidyl 
1- ( 4 -methoxyphenyl) -3-piperidyl 
1- (2 -trif uoromethylphenyl) -3- 
piperidyl 

1- (3 -trif uoromethylphenyl) -3- 
piperidyl 



1700 


N 


CH 


CH 


CH 


N 


1701 


N 


CH 


CH 


CH 


N 


1702 


N 


CH 


CH 


CH 


N 


1703 


N 


CH 


CH 


CH 


N 


1704 


N 


CH 


CH 


CH 


N 


1705 


N 


CH 


CH 


CH 


N 


1706 


N 


CH 


CH 


CH 


. N 


1 7ft7 








ru 

V— 11 




1708 


N 


CH 


CH 


CH 


N 


1709 


N 


CH 


CH 


CH 


N 


1710 


N 


CH 


CH 


CH 


N 


1711 


N 


CH 


CH 


CH 


N 


1712 


N 


CH 


CH 


CH 


N 


1713 


N 


CH 


CH 


CH 


N 


1714 


N 


CH 


CH 


CH 


N 


1715 


N 


CH 


CH 


CH 


N 


1716 


N 


CH 


CH 


CH 


N 


1717 


N 


CH 


CH 


CH 


N 


1718 


N 


CH 


CH 


CH 


N 


1719 


N 


CH 


CH 


CH 


N 


1720 


N 


CH 


CH 


CH 


N 






r*u 
Cfl 


Crl 






1722 


N 


CH 


CH 


CH 


N 


1723 


N 


CH 


CH 


CH 


N 


1724 


N 


CH 


CH 


CH 


N 


1725 


N 


CH 


CH 


CH 


N 


1726 


N 


CH 


CH 


CH 


N 


1727 


N 


CH 


CH 


CH 


N 


1728 


N 


CH 


CH 


CH 


N 
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J. / £• -7 


N 






CH 


N 


T - ( A — t* t~ i "FnoT~rimf* 1~htvl nhpnvl \ — 3 - 














nineridvl 


1730 


N 


CH 


CH 


CH 


N 


1- ( 3 , 5 -dif luorophenyl ) -3-piperi 


1731 


N 


CH 


CH 


CH 


N 


1- ( 2 -dif luoromethoxyphenyl ) -3- 














piperidyl 


1732 


N 


CH 


CH 


CH 


N 


1- ( 3 -dif luoromethoxyphenyl) -3- 














piperidyl 


1733 


N 


CH 


CH 


CH 


N 


1- ( 4 -dif luoromethoxyphenyl) -3- 














piperidiyl 


1734 


N 


CH 


CH 


CH 


N 


1- ( 2-pyridyl) -3 -piperidyl 


1735 


N 


CH 


CH 


CH 


N 


1- ( 3-pyridyl) -3 -piperidyl 


1736 


N 


CH 


CH 


CH 


N 


1- ( 4-pyridyl) -3 -piperidyl 


1737 


N 


CH 


CH 


CH 


N 


1 -phenyl - 4 -piperidyl 


1738 


N 


CH 


CH 


CH 


N 


1- ( 2-f luorophenyl) -4 -piperidyl 


1739 


N 


CH 


CH 


CH 


N 


1- ( 3 -f luorophenyl) -4 -piperidyl 


1740 


N 


CH 


CH 


CH 


N 


1- ( 4 -f luorophenyl) -4-piperidyl 


1741 


N 


CH 


CH 


CH 


N 


1- ( 2-chlorophenyl) -4-piperidyl 


1742 


N 


CH 


CH 


CH 


N 


1- ( 3-chlorophenyl) -4-piperidyl 


1743 


N 


CH 


CH 


CH 


N 


1 - ( 4 - chlor opheny 1 ) - 4 -piperidyl 


1744 


N 


CH 


CH 


CH 


N 


1- ( 2 -methylphenyl) -4-piperidyl 


1745 


N 


CH 


CH 


CH 


N 


1- (3-methylphenyl) -4-piperidyl 


1746 


N 


CH 


CH 


CH 


N 


1 - { 4 -methylphenyl ) - 4 -piperidyl 


1747 


N 


CH 


CH 


CH 


N 


1 - ( 2 -me thoxyphenyl ) - 4 - piperidyl 


1748 


N 


CH 


CH 


CH 


N 


1- / 3-methoxvDhenvl \ - 4 — nineridvl 


1749 


XT 

N 


CH 


CH 


Ln 




1 - ( 4 -me thoxyphenyl ) - 4-piperidyl 


1750 


N 


CH 


CH 


CH 


N 


1- ( 2- trif luoromethylphenyl) -4- 














piperidyl 


1751 


N 


CH 


CH 


CH 


N 


1- (3-trif luoromethylphenyl) -4- 














piperidyl 


1752 


N 


CH 


CH 


CH 


N 


1 - { 4 - tr if luoromethylphenyl ) - 4 - 














piperidyl 


1753 


N 


CH 


CH 


CH 


N 


1- (3 , 5-dif luorophenyl) -4- 














piperidyl 




NT 






CH 


N 
















nineridvl 


1755 


N 


CH 


CH 


CH 


N 


1- (3 -dif luoromethoxyphenyl) -4- 














piperidyl 


1756 


N 


CH 


CH 


CH 


N 


1- (4 -dif luoromethoxyphenyl) -4- 














piperidyl 


1757 


N 


CH 


CH 


CH 


N 


1- (2-pyridyl) -4-piperidyl 


1758 


N 


CH 


CH 


CH 


N 


1- (3-pyridyl) -4-piperidyl 


1759 


N 


CH 


CH 


CH 


N 


1 - ( 4 - pyr idyl ) - 4 - piperidyl 
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1760 


N 


CH 


CH 


CH 


N 


J. / O X 


M 


on 


ru 
v— n 




IN 


1762 


N 


CH 


CH 


CH 


N 


1763 


N 


CH 


CH 


CH 


N 


1764 


N 


CH 


CH 


CH 


N 


1765 


N 


CH 


CH 


CH 


N 


1766 


N 


CH 


CH 


CH 


N 


1767 


N 


CH 


CH 


CH 


N 


1768 


N 


CH 


CH 


CH 


N 


1769 


N 


CH 


CH 


CH 


N 


1770 


N 


CH 


CH 


CH 


N 


1 7 7 1 
J. / / ± 


IN 






CH 
v^o 


in 


1772 


N 


CH 


CH 


CH 


N 


1773 


N 


CH 


CH 


CH 


N 


1774 


N 


CH 


CH 


CH 


N 


1775 


N 


CH 


CH 


CH 


N 


1776 


N 


CH 


CH 


CH 


N 


1777 


N 


CH 


CH 


CH 


N 


1778 


N 


CH 


CH 


CH 


N 


1779 


N 


CH 


CH 


CH 


N 


1780 


N 


CH 


CH 


CH 


N 


1781 


N 


CH 


CH 


CH 


N 


1 T O "1 

1782 


N 


CH 


CH 


CH 


N 


1783 


XT 

N 


CH 


CH 


CH 


N 


1784 


N 


CH 


CH 


CH 


N 


1785 


N 


CH 


CH 


CH 


N 


1786 


M 


CH 


CH 


CH 


N 


1787 


N 


CH 


CH 


CH 


N 


1788 


N 


CH 


CH 


CH 


N 


1789 


N 


CH 


CH 


CH 


N 


1790 


N 


CH 


CH 


CH 


N 



3 - hydr oxyme t hy 1 - 1 - phenyl - 4 - 
piperidyl 

3 -me thoxycarbonyl - 1 -phenyl - 4 - 
piperidyl 

3 - e thoxycarbony 1 - 1 - phenyl - 4 - 
piperidyl 

3 - is opropoxycarbony 1 - 1 - phenyl - 4 - 
piperidyl 

4- phenyl cyclohexyl 

4- ( 2-f luorophenyl) cyclohexyl 
4 - ( 3 -f luorophenyl ) cyclohexyl 
4 - ( 4 - f luorophenyl ) cyclohexyl 
4- ( 2 -chlorophenyl) cyclohexyl 
4 - ( 3 - chlorophenyl ) cyclohexyl 
4 - ( 4 - chlorophenyl ) cyclohexyl 
4 - ( 2 -me thyiphenyl ) cyclohexyl 
4 - ( 3 -me thyiphenyl ) cyclohexyl 
4- ( 4 -me thyiphenyl) cyclohexyl 
4 - ( 2 -methoxyphenyl ) cyclohexyl 
4 - ( 3 -methoxyphenyl ) cyclohexyl 
4 - ( 4 -methoxyphenyl ) cyclohexyl 
4 - ( 2 - trif luorome thyiphenyl ) cyclo 
hexyl 

4 - ( 3 - trif luorome thyiphenyl } cyclo 
hexyl 

4 - ( 4 - trif luorome thyiphenyl ) cyclo 
hexyl 

4- ( 3 , 5 -dif luorophenyl) cyclohexyl 

4 - ( 3 -acetylphenyl ) cyclohexyl 

4 - ( 3-cyanophenyl ) cyclohexyl 

4 - ( 2 -dif luoromethoxyphenyl ) cyclo 

hexyl 

4 - ( 3 - dif luoromethoxyphenyl ) cyclo 
hexyl 

4 - ( 4 - dif luoromethoxyphenyl ) cyclo 
hexyl 

4 - ( 2 - pyr idy 1 ) cyclohexyl 

4- ( 3 -pyridyl) cyclohexyl 

4- ( 4 -pyridyl) cyclohexyl 

4 - ( 4 - f luor o - 3 - pyridyl ) cyclohexyl 

4- ( 3-quinolyl ) cyclohexyl 
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1791 


N 


CH 


CH 


CH 


N 


A - f T-f liinrnnhpnvl \ — & -hvriTnw — 

cyclohexyl 


1792 


N 


CH 


CH 


CH 


N 


3 - phenyl cyclohexyl 


1793 


N 


CH 


CH 


CH 


N 


3- phenyl cyclopentyl 


1794 


N 


CH 


CH 


CH 


N 


6 - phenyl - 3 - tet rahydropyranyl 


1795 


N 


CH 


CH 


CH 


N 


6- (3-f luorophenyl) -3- tetrahydn 
pyranyl 


1796 


N 


CH 


CH 


CH 


N 


2 - phenylcyclopropyl 


1797 


N 


CH 


CH 


CH 


N 


2- ( 2-pyridyl)cyclopropyl 


1798 


N 


CH 


CH 


CH 


N 


2- ( 3-pyridyl)cyclopropyl 


1799 


N 


CH 


CH 


CH 


N 


2 - [ 4 -pyridyl ) cyclopropyl 


1800 


N 


CH 


CH 


CH 


N 


2 - ( 3 - f luorophenyl ) cyclopropyl 


1801 


N 


CH 


CH 


CH 


N 


2-indanyl 


1802 


N 


CH 


CH 


CH 


N 


2 - tetrahydronaphthyl 


1803 


N 


CH 


CH 


CH 


N 


6 -methoxy- 2 - tetrahydronaphthyl 


1804 


N 


CH 


CH 


CH 


N 


benzyl 


1805 


N 


CH 


CH 


CH 


N 


phenethyl 


1806 


N 


CH 


CH 


CH 


N 


3 -phenylpropyl 


1807 


N 


CH 


CH 


CH 


N 


4 -phenylbutyl 


1808 


N 


CH 


CH 


CH 


N 


2 -methoxyphenethyl 


1809 


N 


CH 


CH 


CH 


N 


3 -methoxyphenethyl 


1810 


N 


CH 


CH 


CH 


N 


4 -methoxyphenethyl 


1811 


N 


CH 


CH 


CH 


N 


4 - f luor ophene t hy 1 


1812 


N 


CH 


CH 


CH 


N 


4 -bromophenethyl 


1813 


N 


CH 


CH 


CH 


N 


4-chlorophenethyl 


1814 


N 


CH 


CH 


CH 


N 


3 -trif luoromethylphenethyl 


1815 


N 


CH 


CH 


CH 


N 


3 , 4 -dimethoxyphenethyl 


1816 


N 


CH 


CH 


CH 


N 


3-propoxyphenethyl 


1817 


N 


CH 


CH 


CH 


N 


3 , 5-dif luorophenethyl 


1818 


N 


CH 


CH 


CH 


N 


4 -diinethylaminophenethyl 


1819 


N 


CH 


CH 


CH 


N 


3-dif luoromethoxyphenethyl 


1820 


N 


CH 


CH 


CH 


N 


2 -methylphenethyl 


1821 


N 


CH 


CH 


CH 


N 


4 -acetylphenethyl 


1822 


N 


CH 


CH 


CH 


N 


4 -dime thy lamino- 2 -methoxy- 
phenethyl 


1823 


N 


CH 


CH 


CH 


N 


cyclohexylethyl 


1824 


N 


CH 


CH 


CH 


N 


2 - ( 2 -pyridyl ) ethyl 


1825 


N 


CH 


CH 


CH 


N 


2 - ( 3 -pyridyl ) ethyl 


1826 


N 


CH 


CH 


CH 


N 


2 - ( 4 -pyridyl ) ethyl 


1827 


N 


CH 


CH 


CH 


N 


2 - ( 2 -quinolyl ) ethyl 
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1828 


N 


CH 


CH 


CH 


N 


2- ( 3-quinolyl)ethyl 


1829 


N 


CH 


CH 


CH 


N 


2 - ( 4 - quinolyl ) ethyl 


1830 


N 


CH 


CH 


CH 


N 


2 - ( 6 -quinolyl ) ethyl 


1831 


N 


CH 


CH 


CH 


N 


2 - ( 2 - indolyl ) ethyl 


1832 


N 


CH 


CH 


CH 


N 


2 - ( 3 - indolyl ) ethyl 


1833 


N 


CH 


CH 


CH 


N 


2 - { 1 - aza- 3 -indolyl ) ethyl 


1834 


N 


CH 


CH 


CH 


N 


2 - ( benzimidazolyl } ethyl 


1835 


N 


CH 


CH 


CH 


N 


2 - ( benzoxazolyl ) ethyl 


1836 


N 


CH 


CH 


CH 


N 


2 - ( benzothiazolyl ) ethyl 


1837 


N 


CH 


CH 


CH 


N 


2 - ( 1 -naphthyl ) ethyl 


1838 


N 


CH 


CH 


CH 


N 


2 - { 2 -naphthyl ) ethyl 


1839 


N 


CH 


CH 


CH 


N 


1- ( hydroxymethyl ) -2-phenylethyl 


1840 


N 


CH 


CH 


CH 


N 


1- (methoxycarbonyl ) -2-phenylethyl 


1841 


N 


CH 


CH 


CH 


N 


1- ( ethoxycarbonyl) -2-phenylethyl 


1842 


N 


CH 


CH 


CH 


N 


l-carboxy- 2 -phenylethyl 


1843 


N 


CH 


CH 


CH 


N 


1 — ( bpn7vlftYvrflrbnnvl \ — -nh^nvl — 














ethyl 


1844 


N 


CH 


CH 


CH 


N 


1- ( phenoxymethyl ) -2-phenylethyl 




M 
ISJ 


r*u 
Cri 




Ln 


M 


i." \ Denzyxoxyme unyx ) - z-pnenyie tnyi 


1846 


N 


CH 


CH 


CH 


N 


1- (benzylcarbarnoyl ) -2-phenylethyl 


1847 


N 


CH 


CH 


CH 


N 


1- (N-methylbenzylcarbamoyl) -2- 














phenylethyl 


1848 


N 


CH 


CH 


CH 


N 


1- (phenylcairbamoyl ) - 2-phenylethyl 


1849 


N 


CH 


CH 


CH 


N 


1- (N-methylphenylcarbamoyl) -2- 














phenylethyl 


1850 


N 


CH 


CH 


CH 


N 


1 - ( N-benzylaminome thyl ) - 2 - 














phenylethyl 


1851 


N 


CH 


CH 


CH 


N 


1- (N-benzyl-N-methylaminomethyl) - 














2 -phenylethyl 


1852 


N 


CH 


CH 


CH 


N 


1- ( anil inome thyl) -2-phenylethyl 


1853 


N 


CH 


CH 


CH 


N 


1- (N-methylanilinomethyl ) -2- 














phenylethyl 


1854 


N 


CH 


CH 


CH 


N 


1- (N-methylaminomethyl) -2- 














phenylethyl 


1855 


N 


CH 


CH 


CH 


N 


1- (N-ethylaminomethyl) -2- 














phenylethyl 


1856 


N 


CH 


CH 


CH 


N 


1- (N-isobutylaminomethyl) -2- 














phenylethyl 


1857 


N 


CH 


CH 


CH 


N 


1- (N-cyclopropylmethylamino- 














methyl) -2-phenylethyl 


1858 


N 


CH 


CH 


CH 


N 


1 - { aminomethyl ) - 2 -phenylethyl 
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1859 


N 


CH 


CH 


CH 


N 


1- benzyl-2- ( 2-pyrrdylmethyl- 
amino) ethyl 


1860 


N 


CH 


CH 


CH 


N 


1- benzyl-2- ( 3-pyridylmethyl- 
amino) ethyl 


1861 


N 


CH 


CH 


CH 


N 


1 -benzyl-2 - ( 4 -pyridylmethyl- 
amino) ethyl 


1 o o A 


IN 




tn 




IN 


z -pnenyi - i - \ a -pyiia.yj-inex.nyi 
carbamoyl ) ethyl 


1 Q C *3 


fj 
IM 


f u 


Ln 






z -pnenyj.- 1 - i j -pyricxyinieunyx- 
carbamoyl ) ethyl 


JL O O **. 


IN 








IN 


<s - pnenyi — jl — v ^ ~ pyn ayime tny i — 
carbamoyl ) ethyl 


i o/r c 
J. O OZ> 




r^u 
Ln 


r«Tj 

tn 




M 


z -nyaroxy- z -pnenyie rnyi 


18 66 


N 


CH 


CH 


CH 


1ST 

N 


benzoylmethyl 


1867 


N 


CH 


CH 


CH 


N 


1- (benzyloxycarbonyl) -2- ( 3- 
indolyl ) ethyl 


1868 


N 


CH 


CH 


CH 


N 


1 - ( benzyloxycarbonyl ) - 2 - 
cyclohexylethyl 


1869 


N 


CH 


CH 


CH 


N 


1 - ( phenoxymethyl ) - 2 - ( 3 - 
mdolyl ) ethyl 


1870 


N 


CH 


CH 


CH 


N 


2- ( 2-methoxyphenoxy)ethyl 


1871 


N 


CH 


CH 


CH 


N 


1- (benzylcarbamoyl ) - 2- 
cyclohexylethyl 


1872 


N 


CH 


CH 


CH 


N 


1- (N-methylbenzylcarbamoyl) -2 
cyclohexylethyl 


1873 


N 


CH 


CH 


CH 


N 


l-(phenylcarbamoyl) -2- 
eye 1 ohexy le t hy 1 


1874 


N 


CH 


CH 


CH 


N 


1 - (N-methylphenylcarbamoyl ) - 2 
cyclohexy le thyl 


1875 


N 


CH 


CH 


CH 


N 


1 - ( benzyloxycarbonyl ) - 2 - ( 3 - 
pyridyl ) ethyl 


1876 


N 


CH 


CH 


CH 


N 


1 - ( benzylaminome thyl ) - 2 - ( 3 - 
pyridyl ) ethyl 


1877 


N 


CH 


CH 


CH 


N 


1 - ( benzylcarbamoyl ) - 2 - ( 4 - 
pyridyl ) ethyl 


1878 


N 


CH 


CH 


CH 


N 


1 - ( 4 -pyridylmethylcarbamoyl ) - : 
f luorophenyl ) ethyl 


1879 


N 


CH 


CH 


CH 


N 


1 - ( ben zy lcarbamoy 1 ) ~ 2 - ( 7 - aza - : 
indolyl) ethyl 


1880 


N 


CH 


CH 


CH 


N 


1 - ( benzyl oxyme thy 1 ) -2- (2- 
indolyl ) ethyl 


1381 


N 


CH 


CH 


CH 


N 


1- {N-benzyl-N-methylaminometh] 



2 - ( 3 -pyridyl ) ethyl 



72 



EP 1 415 986 A1 

(continued from Table 3) 



1882 


N 


CH 


CH 


CH 


N 


1- (N-methylbenzylcarbamoyl) -2 - ( 3- 
pyridyl ) ethyl 


1883 


N 


CH 


CH 


CH 


N 


2 - hydroxy - 2 - ( 4 - dime t hy lamino - 
phenyl) ethyl 


1884 


N 


CH 


CH 


CH 


N 


2 -hydroxy- 2- ( 2-quinolyl)ethyl 


1885 


N 


CH 


CH 


CH 


N 


2~hydroxy-2- ( 3-quinolyl)ethyl 


1886 


N 


CH 


CH 


CH 


N 


2 -hydroxy- 2- ( 4-quinolyl) ethyl 


1887 


N 


CH 


CH 


CH 


N 


2 -hydroxy- 2- (3 . 5-difluoro- 
phenyl) ethyl 


1888 


N 


CH 


CH 


CH 


N 


1 - car boxy- 2 - cyclohexylethyl 


1889 


N 


CH 


CH 


CH 


N 


2 -hydroxy- 2 - ( 6 - quinolyl ) ethyl 


1890 


N 


CH 


CH 


CH 


N 


2- (benzylamino) -2-phenylethyl 


1891 


N 


CH 


CH 


CH 


N 


2 - amino - 2 - ( 2 - napht hy 1 ) propyl 


1892 


N 


CH 


CH 


CH 


N 


2 - ( phenylamino ) ethyl 


1893 


N 


CH 


CH 


CH 


N 


diphenylmethyl 


1894 


N 


CH 


CH 


CH 


N 


2 , 2-diphenylethyl 


1895 


N 


CH 


CH 


CH 


N 


2 -phenyl- 2- ( 2-pyridyl)ethyl 


1896 


N 


CH 


CH 


CH 


N 


2 -phenyl- 2- ( 3 -pyr idyl) ethyl 


1897 


N 


CH 


CH 


CH 


N 


2 -phenyl- 2- ( 4-pyridyl)ethyl 


1898 


N 


CH 


CH 


CH 


N 


2 -phenoxy- 2 -phenylethyl 


1899 


N 


CH 


CH 


CH 


N 


2 - ( benzy loxy ) - 2 - phenylethyl 


1900 


CH 


N 


CH 


CH 


CH 


1 - phenyl - 3 - pyrrol idinyl 


1901 


CH 


N 


CH 


CH 


CH 


1- ( 2-f luorophenyl) -3-pyrrolidinyl 


1902 


CH 


N 


CH 


CH 


CH 


1- (3-f luorophenyl) -3-pyrrolidinyl 


1903 


CH 


N 


CH 


CH 


CH 


1- ( 4- f luorophenyl) -3-pyrrolidinyl 


1904 


CH 


N 


CH 


CH 


CH 


1- ( 2-chlorophenyl) -3-pyrrolidinyl 


1905 


CH 


N 


CH 


CH 


CH 


1- (3-chlorophenyl) -3-pyrrolidinyl 


1906 


CH 


N 


CH 


CH 


CH 


1- ( 4-chlorophenyl) -3-pyrrolidinyl 


1907 


CH 


N 


CH 


CH 


CH 


1- { 2-methylphenyl) -3-pyrrolidinyl 


1908 


CH 


N 


CH 


CH 


CH 


1- ( 3-methylphenyl ) -3-pyrrolidinyl 


1909 


CH 


N 


CH 


CH 


CH 


1- ( 4-methylphenyl) -3-pyrrolidinyl 


1910 


CH 


N 


CH 


CH 


CH 


1- ( 2-methoxyphenyl) -3-pyrrolidinyl 


1911 


CH 


N 


CH 


CH 


CH 


1- ( 3-methoxyphenyl) -3-pyrrolidinyl 


1912 


CH 


N 


CH 


CH 


CH 


1- ( 4 -me thoxyphenyl) -3-pyrrolidinyl 


1913 


CH 


N 


CH 


CH 


CH 


1- ( 2-trif luoromethylphenyl) -3- 
pyrrolidinyl 


1914 


CH 


N 


CH 


CH 


CH 


1- ( 3-trif luoromethylphenyl) -3- 
pyrrolidinyl 


1915 


CH 


N 


CH 


CH 


CH 


1- { 4 -trif luoromethylphenyl) -3- 



pyrrolidinyl 
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191 o 


Ln 




Cri 




/-< TJ 


i- v ^ * j - ai t xuoropneny i j - j- 














nVTTTi ] "i Hi 

jjjjrJ-J-w-L-LU.-Lij._y.i- 


1917 


CH 


N 


CH 


CH 


CH 


1 - ( 2 -dif luoromethoxyphenyl ) - 3 - 














pyrrolidinyl 


1918 


CH 


N 


CH 


CH 


CH 


1- ( 3 -dif luoromethoxyphenyl) -3- 














pyrrolidinyl 


1919 


CH 


N 


CH 


CH 


CH 


1- ( 4 -dif luoromethoxyphenyl) -3- 














pyrrolidinyl 


1920 


CH 


N 


CH 


CH 


CH 


1- ( 2-pyridyl) -3 -pyrrolidinyl 


1921 


CH 


N 


CH 


CH 


CH 


1- ( 3-pyridyl) -3 -pyrrolidinyl 


1922 


CH 


N 


CH 


CH 


CH 


1- ( 4-pyridyl) -3 -pyrrolidinyl 


1923 


CH 


N 


CH 


CH 


CH 


1 - ( 2 -pyr imidinyl ) - 3 - pyrrolidinyl 


1924 


CH 


N 


CH 


CH 


CH 


5 - oxo - 1 - phenyl - 3 - pyrrol idinyl 


1925 


CH 


N 


CH 


CH 


CH 


1 - phenyl - 3 - piper idyl 


1926 


CH 


N 


CH 


CH 


CH 


1 - ( 2 -f luorophenyl ) - 3 -piper idyl 


1927 


CH 


N 


CH 


CH 


CH 


1- ( 3-f luorophenyl) -3-piperidyl 


1928 


CH 


N 


CH 


CH 


CH 


1- ( 4 -f luorophenyl) -3-piperidyl 


1929 


CH 


N 


CH 


CH 


CH 


1- (2 -chlorophenyl) -3-piperidyl 


1930 


CH 


N 


CH 


CH 


CH 


1 - ( 3 - chlorophenyl ) - 3 -piperidy 1 


1931 


CH 


N 


CH 


CH 


CH 


1- (4 -chlorophenyl) -3-piperidyl 


1932 


CH 


N 


CH 


CH 


CH 


1 - ( 2 -methylphenyl ) - 3 -piperidyl 


1933 


CH 


N 


CH 


CH 


CH 


1- (3-methylphenyl) -3-piperidyl 


1934 


CH 


N 


CH 


CH 


CH 


1 - ( 4 -methylphenyl ) - 3 -piperidyl 


1935 


CH 


N 


CH 


CH 


CH 


1 - ( 2 -me thoxyphenyl ) - 3 -piperidyl 


1936 


CH 


N 


CH 


CH 


CH 


1 - ( 3 -me thoxyphenyl ) - 3-piperidyl 


1? J / 




M 
IN 




r*H 

v-tl 


pu 

V-.fl 


± - v ** - me inoxypnenyi ) — o -pipenciyi 


1938 


CH 


N 


CH 


CH 


CH 


1- ( 2 -trif luoromethylphenyl ) -3- 














piperidyl 


1939 


CH 


N 


/ITT 

CH 


CH 


CH 


1 - C 3 - trxx luoromethylphenyl ) - 3 - 














piperidyl 


1940 


/ITT 

CH 


N 


CH 


/~* TJ 

CH 


CH 


1 - ( 4- trif luoromethylphenyl ) -3 - 














piperidyl 


1941 


CH 


N 


CH 


/"I T r 

CH 


CH 


1 - ( 3 , 5 -dif luorophenyl) -3- 














piperiayi 




ru 

v-.n 


M 


pu 

v^n. 


fH 
v^n 




-L \a UXi. _L LHJ JL unit: Liiuxy|jiit>ii_y X 1 — j — 














piperidyl 


1943 


CH 


N 


CH 


CH 


CH 


1 - ( 3 - dif luoromethoxyphenyl } -3- 














piperidyl 


1944 


CH 


N 


CH 


CH 


CH 


1- (4- dif luoromethoxyphenyl) -3- 














piperidyl 


1945 


CH 


N 


CH 


CH 


CH 


1- (2-pyridyl) -3-piperidyl 


1946 


CH 


N 


CH 


CH 


CH 


1- ( 3-pyridyl) -3-piperidyl 
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1947 


CH 


N 


CH 


CH 


CH 


1- (4-pyridyl) -3 -piperidyl 


1948 


CH 


N 


CH 


CH 


CH 


1 -phenyl- 4 - paper xdyl 


1949 


CH 


N 


CH 


CH 


CH 


1- { 2 -f luorophenyl) -4 -piper idyl 


1950 


CH 


N 


CH 


CH 


CH 


1- ( 3 -f luorophenyl) -4-piperidyl 


1951 


CH 


N 


CH 


CH 


CH 


1- ( 4 -f luorophenyl) -4-piperidyl 


1952 


CH 


N 


CH 


CH 


CH 


1 - ( 2 -chlorophenyl ) - 4-piperidyl 


1953 


CH 


N 


CH 


CH 


CH 


1- ( 3 -chlorophenyl) -4-piperidyl 


1954 


CH 


N 


CH 


CH 


CH 


1- ( 4 -chlorophenyl) -4-piperidyl 


1955 


CH 


N 


CH 


CH 


CH 


1 - ( 2 -methylphenyl ) - 4 -piperidyl 


1956 


CH 


N 


CH 


CH 


CH 


1 - ( 3 -methylphenyl ) - 4-piperidyl 


1957 


CH 


N 


CH 


CH 


CH 


1- ( 4 -methylphenyl) -4-piperidyl 


1958 


CH 


N 


CH 


CH 


CH 


1- ( 2-methoxyphenyl) -4-piperidyl 




CH 


M 
IN 






\— n 


x — \ s> -me Liioxypiieny± j — *i -piperiayi 


"i n c r\ 

19 60 


CH 


K7 
N 




CH 


CH 


1 - ( 4 -me thoxy phenyl ) - 4 - piperidyl 


1961 


CH 


N 


CH 


CH 


CH 


1- (2-trifluoromethylphenyl) -4- 
piperidyl 


1962 


CH 


N 


CH 


CH 


CH 


1- (3-trif luoromethylphenyl) -4- 
piperidyl 


1963 


CH 


N 


CH 


CH 


CH 


1- (4-trif luoromethylphenyl) -4- 
piperidyl 


196 4 


CH 


KT 

N 


CH 


CH 


CH 


l - ( 3 , 5 -air luorophenyl ) - 4 -pxpendyl 


i o a c 


CH 


N 


CH 


CH 


CH 


1 - ( 2 -dif luoromethoxyphenyl ) - 4 - 

pXpCi. JL\Xj ±. 


1966 


CH 


N 


CH 


CH 


CH 


1 - ( 3 - dif luoromethoxyphenyl ) - 4 - 
piperidyl 


1967 


CH 


N 


CH 


CH 


CH 


1 - ( 4 - dif luoromethoxyphenyl ) - 4 - 
piperidyl 


1968 


CH 


N 


CH 


CH 


CH 


1- (2-pyridyl) -4-piperidyl 




ru 

n. 


M 
I* 


ru 


rw 


CH 




1970 


CH 


N 


CH 


CH 


CH 


1 - ( 4-pyridyl ) -4-piperidyl 


1971 


CH 


N 


CH 


CH 


CH 


3 -hydroxyme thyl - 1 - phenyl -4- 
piperidyl 


1 0*79 




M 
IN 




r*R 
v^n 


u»n 


3 -me cnoxycaruonyi - ± — pnenyx- 4 — 
piperidyl 


1973 


CH 


N 


CH 


CH 


CH 


3 - ethoxycarbonyl - 1 -phenyl - 4 - 
piperidyl 


1974 


CH 


N 


CH 


CH 


CH 


3 - isopropoxycarbonyl - 1 -phenyl - 4 - 
piperidyl 


1975 


CH 


N 


CH 


CH 


CH 


4 - phenylcyclohexy 1 


1976 


CH 


N 


CH 


CH 


CH 


4 - ( 2 - f luorophenyl ) cyclohexyl 


1977 


CH 


N 


CH 


CH 


CH 


4 - ( 3 - f luorophenyl ) cyclohexyl 


1978 


CH 


N 


CH 


CH 


CH 


4 - ( 4 - f luorophenyl ) cyclohexyl 
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1979 


/~ITT 

CH 


N 


PIT 

CH 


CH 


/-ITT 

CH 


4 - ( 2 - chlorophenyl } cyclohexyl 


1980 


PIT 

CH 


vr 

N 


/—I «T 

CH 


/-ITT 

CH 


PIT 

CH 


4 - ( 3 - chlorophenyl ) cyclohexyl 


1981 


CH 


XT 

N 


p IT 

CH 


CH 


/— »T T 

CH 


4 - ( 4 - chlorophenyl ) cyclohexyl 


1982 


CH 


N 


CH 


CH 


CH 


4 - ( 2 -me thy lphenyl ) cyclohexyl 


1983 


CH 


N 


CH 


CH 


CH 


4 - ( 3 -methylphenyl ) cyclohexyl 


1984 


CH 


N 


CH 


CH 


CH 


4 - ( 4 -methylphenyl ) cyclohexyl 


1985 


CH 


N 


CH 


CH 


CH 


4 - ( 2 -methoxyphenyl ) cyclohexyl 


1986 


CH 


N 


CH 


CH 


CH 


4 - ( 3 -methoxyphenyl ) cyclohexyl 


1987 

-L ZS O / 


CH 


N 


CH 


CH 


CH 


A — I 4 - mp thfi wnhpn vl IfvrlnhPYvl 


1988 


CH 


N 


CH 


CH 


CH 


A — f 7 - y i -F 1 iici rnmp fhvl nhpnvl ^ pvr* 1 o 
hexyl 


1989 


CH 


N 


CH 


CH 


CH 


4- ( 3-trif luorome thy lphenyl } cyclo 
hexyl 


1990 


CH 


N 


CH 


CH 


CH 


4 - ( 4 - trif luorome thylphenyl ) cyclo 
hexyl 


1991 


CH 


N 


CH 


CH 


CH 


4 - ( 3 , 5 - dif luoropheny 1 ) cyclohexyl 


1992 


CH 


N 


CH 


CH 


CH 


4 - f 3 - acetvlDhenvl ) cvclohexvl 


TOO') 

J- -7 -7 


CH 


N 


CH 


CH 


CH 


4. — / T — pvannnhpnvl ^ r*"vrr*l o t"i o v\7 1 




ru 


N 

iNi 


v^n 






*« \ -c. UXX i-UUX on its LIIUAy till jr _L y L/Jf t/lU 

hexyl 


1995 


CH 


N 


CH 


CH 


CH 


4 - ( 3 - dif luorome thoxyphenyl ) cyclo 
hexyl 


1996 


CH 


N 


CH 


CH 


CH 


4- ( 4 -dif luoromethoxyphenyl) cyclo 
hexyl 


1997 


CH 


N 


CH 


CH 


CH 


4 - ( 2 -pyridyl ) cyclohexyl 


1998 


CH 


N 


CH 


CH 


CH 


4 - ( 3 -pyridyl ) cyclohexyl 


1999 


CH 


N 


CH 


CH 


CH 


4 - ( 4 -pyridyl ) cyclohexyl 


2000 


CH 


N 


CH 


CH 


CH 


4- ( 4 -fluoro- 3 -pyridyl) cyclohexyl 


2001 


CH 


N 


CH 


CH 


CH 


4 - ( 3 -quinolyl ) cyclohexyl 


2002 


CH 


N 


CH 


CH 


CH 


4 - ( 3 - f luoropheny 1 ) - 4 - hydroxy - 
cyclohexyl 


2003 


CH 


N 


CH 


CH 


CH 


3 -phenylcyclohexyl 


2004 


CH 


N 


CH 


CH 


CH 


3 -phenylcyclopentyl 


2005 


CH 


N 


CH 


CH 


CH 


6 -phenyl- 3 - te trahydropyranyl 


2006 


CH 


N 


CH 


CH 


CH 


6 - ( 3 - f luorophenyl ) - 3 - 1 etrahydro - 
pyranyl 


2007 


CH 


N 


CH 


CH 


CH 


2-phenylcyclopropyl 


2008 


CH 


N 


CH 


CH 


CH 


2- { 2- pyridyl )cyclopropyl 


2009 


CH 


N 


CH 


CH 


CH 


2- ( 3 -pyridyl )cyclopropyl 


2010 


CH 


N 


CH 


CH 


CH 


2 - ( 4 -pyridyl ) cyclopropyl 


2011 


CH 


N 


CH 


CH 


CH 


2 - ( 3 - f luorophenyl ) cyclopropyl 
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2012 


CH 


N 


CH 


CH 


CH 


2 - indanyl 


2013 


CH 


N 


/ITT 

CH 


CH 


CH 


2 - tetranydronapntnyl 


2014 


CH 


N 


CH 


CH 


CH 


6 -methoxy- 2 - te trahydronaphthyl 


2015 


CH 


N 


CH 


CH 


CH 


benzyl 


2016 


CH 


N 


CH 


CH 


CH 


phenethyl 


2017 


CH 


N 


CH 


CH 


CH 


3 -phenylpropyl 


2018 


CH 


N 


CH 


CH 


CH 


4-phenylbutyl 


2019 


CH 


N 


CH 


CH 


CH 


2 -methoxyphenethyl 


2020 


CH 


N 


CH 


CH 


CH 


3 -methoxyphenethyl 


2021 


CH 


N 


CH 


CH 


CH 


4 -methoxyphenethyl 


2022 


CH 


N 


CH 


CH 


CH 


4 - f luorophenet hyl 


2023 


CH 


N 


CH 


CH 


CH 


4 - br omophene thy 1 


2024 


CH 


N 


CH 


CH 


CH 


4-chlorophenethyl 


2025 


CH 


N 


CH 


CH 


CH 


3-trif luoromethylphenethyl 


2026 


CH 


N 


CH 


CH 


CH 


3,4- dimethoxyphenethyl 


2027 


CH 


N 


CH 


CH 


CH 


3 - propoxyphene t hyl 


2028 


CH 


N 


CH 


CH 


CH 


3 , 5-dif luorophenethyl 


2029 


CH 


N 


CH 


CH 


CH 


4-dimethylaminophenethyl 


2030 


CH 


N 


CH 


CH 


CH 


3-dif luoromethoxyphenethyl 


2031 


CH 


N 


CH 


CH 


CH 


2 -me thylphenethyl 


2032 


CH 


N 


CH 


CH 


CH 


4 - acetylphene thyl 


2033 


CH 


N 


CH 


CH 


CH 


4 - dimethylamino - 2 -methoxyphenethyl 


2034 


CH 


N 


CH 


CH 


CH 


cyclohexylethyl 


2035 


CH 


N 


CH 


CH 


CH 


2 - ( 2 -pyridyl ) ethyl 


2036 


CH 


N 


CH 


CH 


CH 


2 - ( 3 -pyridyl ) ethyl 


2037 


CH 


N 


CH 


CH 


CH 


2 ~ ( 4 -pyridyl ) ethyl 


2038 


CH 


N 


CH 


CH 


CH 


2 - ( 2 -quinolyl ) ethyl 


2039 


CH 


N 


CH 


CH 


CH 


2 - ( 3 -quinolyl ) ethyl 


2040 


CH 


N 


CH 


CH 


CH 


2* ( 4 -quinolyl) ethyl 


2041 


CH 


N 


CH 


CH 


CH 


2- (6 -quinolyl) ethyl 


2042 


CH 


N 


CH 


CH 


CH 


2 - ( 2 - indolyl ) ethyl 


2043 


CH 


N 


CH 


CH 


CH 


2 - ( 3 - indolyl ) ethyl 


2044 


CH 


N 


CH 


CH 


CH 


2 - ( 7 -aza- 3 -indolyl ) ethyl 


2045 


CH 


N 


CH 


CH 


CH 


2- (benzimidazolyl) ethyl 


2046 


CH 


N 


CH 


CH 


CH 


2 - ( benzoxazolyl ) ethyl 


2047 


CH 


N 


CH 


CH 


CH 


2 - ( benzothiazolyl ) ethyl 


2048 


CH 


N 


CH 


CH 


CH 


2 - ( 1 -naphthyl ) ethyl 


2049 


CH 


N 


CH 


CH 


CH 


2- (2-naphthyl) ethyl 


2050 


CH 


N 


CH 


CH 


CH 


1- (hydroxymethyl) -2-phenylethyl 
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2051 


CH 


N 


CH 


CH 


CH 


1- (methoxycarbonyl) -2-phenylethyl 


2052 


CH 


N 


CH 


CH 


CH 


1- (ethoxycarbonyl) -2-phenylethyl 


2053 


CH 


N 


CH 


CH 


CH 


1-carboxy- 2 -phenylethyl 


2054 


CH 


N 


CH 


CH 


CH 


1 - ( ben zy loxycarbonyl ) - 2 - 














phenylethyl 


2055 


CH 


N 


CH 


CH 


CH 


1 - ( phenoxymethyl ) - 2 -phenylethyl 


2056 


CH 


N 


CH 


CH 


CH 


1- (benzyloxymethyl) - 2-phenylethyl 






IN 




ru 


CH 


j- \ ucn £» y xuax ucuiiu j_ y ^ ^iiciijf jlc ui-ijf jl 


2058 


CH 


N 


CH 


CH 


CH 


1 - ( N-me thylbenzylcarbamoyl ) - 2 - 














phenylethyl 




CH 


KT 

N 




CH 


pit 
CH 


1- ( phenylcarbamoyl ) - 2-phenylethyl 


2060 


CH 


N 


CH 


CH 


CH 


1 - ( N -me thylphenylcarbamoyl ) - 2 - 














phenylethyl 


2061 


CH 


N 


CH 


CH 


CH 


1 - ( N-benzylaminomethyl ) - 2 - 














phenylethyl 


2062 


CH 


N 


CH 


CH 


CH 


1- (N-benzyl-N-methylaminomethyl) - 














2 -phenylethyl 


2063 


CH 


N 


CH 


CH 


CH 


1- (anilmomethyl) - 2-phenylethyl 


2064 


CH 


N 


CH 


CH 


CH 


1- (N-methylanilinomethyl) -2- 














phenylethyl 


2065 


CH 


N 


CH 


CH 


CH 


1- (N-methylaminomethyl) -2- 














phenylethyl 


2066 


CH 


N 


CH 


CH 


CH 


1- ( N-ethylamxnomethyl ) -2- 














pheny le t hyl 


"> r\ c *r 

2067 


CH 


N 


pTT 

CH 


CH 


CH 


1 - ( N - xsobutylaminomethyl ) - 2 - 














phenylethyl 


"> r\ £L o 


CH 


N 


pTT 


CH 


pTT 

CH 


1 - (N-cyclopropylmethylamino- 














methyl ) - 2 -phenylethyl 


2069 


/-ITT 

CH 


N 


CH 


CH 


TT 

CH 


1 - ( aminometnyl ) - 2 -phenylethyl 


2070 


CH 


N 


CH 


CH 


CH 


1- benzyl- 2- ( 2-pyridylmethyl- 














2 -amino) ethyl 


2071 


CH 


N 


CH 


CH 


CH 


1- benzyl- 2- ( 3-pyridylmethyl- 














2 - amino } ethyl 


2072 


CH 


N 


CH 


CH 


CH 


1- benzyl- 2- ( 4 -pyridylmethyl- 














2 -ammo) ethyl 




/-ITT 

CH 


N 


CH 


/ITT 

CH 


CH 


2 -phenyl- 1- ( 2 -pyridylmethyl - 














carbamoyl ) ethyl 


2074 


CH 


N 


CH 


CH 


CH 


2 - phenyl - 1 - ( 3 -pyridylmethyl - 














carbamoyl ) ethyl 


2075 


CH 


N 


CH 


CH 


CH 


2 - phenyl - 1 - ( 4 - pyr idy lme thy 1 - 














carbamoyl ) ethyl 


2076 


CH 


N 


CH 


CH 


CH 


2 - hydroxy - 2 -phenyle thy 1 


2077 


CH 


N 


CH 


CH 


CH 


benzoylmethyl 
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2078 


CH 


N 


CH 


CH 


CH 


1 - ( benzyloxycarbony 1 ) - 2 - ( 3 - 

-» Ti f\ /~\ "1 "1 \ « V-» tt! 

inu.oiy± / e tnyi 


2079 


CH 


N 


CH 


CH 


CH 


1 - ( benzyloxycarbonyl ) - 2 - 
cycioncxyj.6i.nyi 


2080 


CH 


N 


CH 


CH 


CH 


1 - ( phenoxymethyl ) - 2 - ( 3 - 
maoiyi j e rny± 


2081 


CH 


N 


CH 


CH 


CH 


2 - ( 2 -methoxyphenoxy ) ethyl 


2082 


CH 


N 


CH 


CH 


CH 


1- (benzylcarbamoyl) -2-cyclohexyl- 
ethyl 


2083 


CH 


N 


CH 


CH 


CH 


1- (N-methylbenzylcarbamoyl) -2 - 
cyclohexylethyl 


2084 


CH 


N 


CH 


CH 


CH 


1- (phenylcarbamoyl ) -2- cyclohexyl- 
ethyl 


2085 


CH 


N 


CH 


CH 


CH 


1- (N-methylphenylcarbamoyl) -2- 
cyclohexylethyl 


2086 


CH 


N 


CH 


CH 


CH 


1- (benzyloxycarbonyl) -2- (3- 
pyridyl ) ethyl 


2087 


CH 


N 


CH 


CH 


CH 


1 - ( benzy laminomethyl )-2- (3- 
pyridyl ) ethyl 


2088 


CH 


N 


CH 


CH 


CH 


1- ( benzy lcarbamoyl) -2- (4- 
pyridyl ) ethyl 


2089 


CH 


N 


CH 


CH 


CH 


1 - ( 4 -pyridylmethylcarbamoyl ) - 2 - ( 4 
f luorophenyl ) ethyl 


2090 


CH 


N 


CH 


CH 


CH 


1- (benzylcarbamoyl ) -2- ( 7 -aza- 3 - 
indolyl ) ethyl 


2091 


CH 


N 


CH 


CH 


CH 


1 - ( benzyloxymethyl ) -2- ( 2- 
indolyl ) ethyl 


•~i r\ f\ ^ 

2092 


TT 

CH 


N 


CH 


r* tt 
Cxi 




1 - (N -benzyl -N-methyl ami nomethyl ) - 
2 - ( 3 - nvri dv 1 \ et hv 1 


2093 


CH 


N 


CH 


CH 


CH 


1 - (N-methylbenzylcarbamoyl) -2- ( 3- 
pyridyl ) ethyl 


2094 


CH 


N 


CH 


CH 


CH 


2 -hydroxy- 2- ( 4-dimethylamino- 
phenyl) ethyl 


2095 


CH 


N 


CH 


CH 


CH 


2 -hydroxy- 2- ( 2-quinolyl)ethyl 


2096 


CH 


N 


CH 


CH 


CH 


2-hydroxy-2- ( 3-quinolyl)ethyl 


2097 


CH 


N 


CH 


CH 


CH 


2 -hydroxy- 2- ( 4-quinolyl)ethyl 


2098 


CH 


N 


CH 


CH 


CH 


2 -hydroxy- 2- ( 3, 5 -dif luoro- 
phenyl) ethyl 


2099 


CH 


N 


CH 


CH 


CH 


1 - c ar boxy - 2 - cyclohexylethyl 


2100 


CH 


N 


CH 


CH 


CH 


2-hydroxy-2- ( 6-quinolyl)ethyl 


2101 


CH 


N 


CH 


CH 


CH 


2- (benzylamino) -2-phenylethyl 


2102 


CH 


N 


CH 


CH 


CH 


2 -amino- 2- ( 2 -naphthyl) propyl 


2103 


CH 


N 


CH 


CH 


CH 


2 - ( phenylamino ) ethyl 


2104 


CH 


N 


CH 


CH 


CH 


diphenylmethyl 
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2105 CH N CH CH CH 2 , 2 -diphenylethyl 

2106 CH N CH CH CH 2 -phenyl - 2 -( 2-pyridyl ) ethyl 

2107 CH N CH CH CH 2 -phenyl- 2- ( 3-pyr idyl ) ethyl 

2108 CH N CH CH CH 2 -phenyl- 2 -( 4-pyridyl ) ethyl 

2109 CH N CH CH CH 2-phenoxy- 2-phenylethyl 

2110 CH N CH CH CH 2 - ( benzyloxy ) - 2 -phenylethyl 

2111 CH N CH CH N 1-phenyl- 3-pyrrolidinyl 

2112 CH N CH CH N 1 -( 2 -f luorophenyl )- 3-pyrrolidinyl 

2113 CH N CH CH N 1- ( 3-f luorophenyl ) -3-pyrrolidinyl 

2114 CH N CH CH N 1 -( 4 -f luorophenyl ) -3-pyrrolidinyl 

2115 CH N CH CH N 1- ( 2 -chlorophenyl )- 3-pyrrolidinyl 

2116 CH N CH CH N 1 -( 3 -chlorophenyl )- 3-pyrrolidinyl 

2117 CH N CH CH N 1 -( 4 -chlorophenyl )- 3-pyrrolidinyl 

2118 CH N CH CH N 1 -( 2 -me thylphenyl )- 3-pyrrolidinyl 

2119 CH N CH CH N 1- ( 3-methylphenyl )- 3-pyrrolidinyl 

2120 CH N CH CH N 1- ( 4 -me thylphenyl ) - 3 -pyrrolidinyl 

2121 CH N CH CH N 1- ( 2 -methoxyphenyl ) -3 -pyrrolidinyl 
212 2 CH N CH CH N 1- ( 3 -methoxyphenyl )- 3 -pyrrolidinyl 
212 3 CH N CH CH N 1 -( 4 -methoxyphenyl )- 3 -pyrrolidinyl 
2124 CH N CH CH N 1- ( 2 - trif luoromethylphenyl ) -3 - 

pyrrolidinyl 



2125 


CH 


N 


CH 


CH 


N 


1- ( 3 -trif luoromethylphenyl) -3- 














pyrrolidinyl 


2126 


CH 


N 


CH 


CH 


N 


1- (4-tr if luoromethylphenyl) -3- 














pyrrolidinyl 


2127 


CH 


N 


CH 


CH 


N 


1 - ( 3 . 5 - dif luorophenyl ) - 3 - 














pyrrolidinyl 


2128 


CH 


N 


CH 


CH 


N 


1 - ( 2 -dif luoromethoxyphenyl) -3- 














pyrrolidinyl 


2129 


CH 


N 


CH 


CH 


N 


1- (3 -dif luoromethoxyphenyl) -3- 














pyrrolidinyl 


2130 


CH 


N 


CH 


CH 


N 


1- ( 4 -dif luoromethoxyphenyl) -3- 














pyrrolidinyl 


2131 


CH 


N 


CH 


CH 


N 


1- (2-pyridyl ) -3-pyrrolidinyl 


2132 


CH 


N 


CH 


CH 


N 


1- (3-pyridyl) -3-pyrrolidinyl 


2133 


CH 


N 


CH 


CH 


N 


1- (4-pyridyl) -3-pyrrolidinyl 


2134 


CH 


N 


CH 


CH 


N 


1- (2 -pyrimidinyl ) -3-pyrrolidinyl 


2135 


CH 


N 


CH 


CH 


N 


5 - oxo - 1 - pheny 1 - 3 - py r rol idiny 1 


2136 


CH 


N 


CH 


CH 


N 


1 -phenyl - 3 -piperidyl 


2137 


CH 


N 


CH 


CH 


N 


1- (2 -f luorophenyl) -3 -piperidyl 


2138 


CH 


N 


CH 


CH 


N 


1- (3-f luorophenyl) -3 -piperidyl 
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2 i jy 


CH 


vr 


Ln 


tn 




± - \ i -iiuoropnenyi. ) - o - piper iayi 


ni /in 
Z ± 4 u 




M 




ru 


M 

IN 


1 — f 'y — t*+lr\~\ r\irr\T\}naTi xt 1 i _ "3 _ t*\ "i t*\ a T** -i Axt 1 

j. ^ z. - ciixux (jpiieny J. j — j - pipcnayi 




CH 


XT 

W 


CH 


pu 
CH 


M 


T A "3 ^T T^ T ^"l TT*^** l^V"» ^\ T-k TT 1 \ O -1 <-v "V* -1 /4t y 1 

i - v J cnxoropnenyi ) - j - piperiuyi 


z 142 


CH 


KT 

N 


r* Li 
CH 


CH 


M 


1 - { 4 -chlorophenyl ) - 3 -piperidyl 


2143 


CH 


N 


CH 


CH 


N 


1- ( 2-methylphenyl) -3-piperidyl 


2144 


CH 


N 


CH 


CH 


N 


1- ( 3 -methylphenyl) -3-piperidyl 


2145 


CH 


N 


CH 


CH 


N 


1- ( 4 -methylphenyl) -3-piperidyl 


2146 


CH 


N 


CH 


CH 


N 


1- ( 2 -methoxyphenyl ) - 3-piperidyl 


2147 


CH 


N 


CH 


CH 


N 


1 - ( 3 -methoxyphenyl ) - 3-piperidyl 


2148 


CH 


N 


CH 


CH 


N 


l-( 4 -rnethoxvDhenvl ) — 3 -DiDeridvl 


2149 


CH 


N 


CH 


CH 


N 


1- ( 2- trif luoromethy lpheny 1 ) -3- 

r» i n t i flv 1 


2150 


CH 


N 


CH 


CH 


N 


1- ( 3 -trif luoromethy lpheny 1 ) -3- 

^ J- ^yCl -L LI -1- 


2151 


CH 


N 


CH 


CH 


N 


1- ( 4 - trif luoromethy lpheny 1) -3- 


2152 


CH 


N 


CH 


CH 


N 


1-^3 5 -dif luoroohenvl 1 -3-Dineridvl 


2153 


CH 


N 


CH 


CH 


N 


1 - ( 2 -dif luoromethoxyphenyl ) -3 - 
piperidyl 


2154 


CH 


N 


CH 


CH 


N 


1 - ( 3 - dif luorome t hoxypheny 1 ) -3 - 
piperidyl 


2155 


CH 


N 


CH 


CH 


N 


1- (4 -dif luoromethoxyphenyl ) -3 - 
piperidyl 


2156 


CH 


N 


CH 


CH 


N 


1- (2-pyridyl) -3-piperidyl 


2157 


CH 


N 


CH 


CH 


N 


1- ( 3 -pyridyl ) -3-piperidyl 


2158 


CH 


N 


CH 


CH 


XT 

N 


1- ( 4 -pyridyl ) - 3 -piperidyl 


2159 


/~» T T 

CH 


N 


CH 


ATT 

CH 


N 


1 -phenyl- 4-piperidyl 


2160 


CH 


N 


CH 


/ITT 

CH 


XT 

N 


1 - ( 2 -r luorophenyl ) - 4 -piperidyl 


2161 


CH 




CH 


IT T T 

CH 


XT 

N 


1 - ( 3 -f luorophenyl ) - 4 -piperidyl 


2162 


CH 


XT 

N 




CH 




1 - ( 4 -f luorophenyl ) - 4 -piperidyl 


2 lo J 


CH 


M 

N 


CH 


CH 


KT 


i - v 2 - cnioropneny i ; - 4 -piperiayx 


2 lo4 




KT 


CH 


CH 


XT 
IN 


i - \ J - cnioropneny i ) - 4 -pxperiayx 


2 1 o o 


fir 
CH 


M 


pu 
Crl 


pu 
CM 


XT 
IN 


x - \ 4 - cnioropnenyi ; — 4 — pxperxoyx 


2166 


CH 


N 


CH 


CH 


XT 

N 


1 - ( 2 -methylphenyl ) - 4 -piperidyl 


2167 


CH 


N 


CH 


CH 


N 


1 - ( 3 -methylphenyl ) - 4 -piperidyl 


2168 


CH 


N 


CH 


CH 


N 


1 - ( 4 -methylphenyl ) -4-piperidyl 


2169 


CH 


N 


CH 


CH 


N 


1 - ( 2 -methoxyphenyl ) - 4-piperidyl 


2170 


CH 


N 


CH 


CH 


N 


1 - ( 3 -methoxyphenyl ) - 4 -piperidyl 


2171 


CH 


N 


CH 


CH 


N 


1- ( 4 -methoxyphenyl) -4-piperidyl 


2172 


CH 


N 


CH 


CH 


N 


1 - ( 2 - trif luoromethylphenyl ) - 4 - 



piperidyl 
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2173 


CH 


N 


CH 


CH 


N 


1 - ( 3 - trifluoromethylphenyl ) - 4 - 

t*i npri rtvl 

ytJ-±J*5 -L Jw U- Jf _L 


2174 


CH 


N 


CH 


CH 


N 


1- (4-trif luorome thylphenyl) -4- 

y<n -J r> t~ "i i^Tr "} 
pipt/1 xuj X 


_£ X / Zj 


v-.n 




pu 


pu 


N 


1 _ ( *i - <i i "F 1 nrtr*r>r^Vi^n\r 1 1 — -1 — Ti i r** 1 * t~ i cl\ 

JL ^ _J , J U±l XUUi. J. LVZZ L I y ) " -L JkV \3 J- _i.VJ.Jji 


4. X / D 


ru 

v-.n 




PH 


pu 




1_f9-Hif"l nnrompi'hn yttt - '* Y\ pnvl ^ — A. — 

piperidvl 


2177 


CH 


N 


CH 


CH 


N 


1- ( 3 -dif luorome thoxyphenyl) -4- 
piperidyl 


2178 


CH 


N 


CH 


CH 


N 


1 - ( 4 - dif luoromethoxyphenyl ) - 4 - 
piperidyl 


2179 


CH 


N 


CH 


CH 


N 


1- (2-pyridyl) -4 -piperidyl 


ZlOU 






pu 


pu 


M 

IM 


x \ ^ jjy J — LUjf x ) " *± yxjjcx xuyi 


2181 


CH 


N 


CH 


CH 


N 


1- ( 4-pyridyl) -4 -piperidyl 


2182 


CH 


N 


CH 


CH 


N 


3 - hy droxyme t hy 1 - 1 - phenyl -4- 
piperidyl 


z lo J 


CH 


N 




/-l TI 


M 
IN 


3 -methoxycarbonyl- 1 - phenyl ~ 4 - 


2184 


CH 


N 


CH 


CH 


N 


3 - e thoxycarbony 1 - 1 - phenyl - 4 - 
piperidyl 


2185 


CH 


N 


CH 


CH 


N 


3 - isopropoxycarbonyl- 1 -phenyl - 4 - 
piperidyl 


2186 


CH 


N 


CH 


CH 


N 


4 -phenylcyclohexyl 


2187 


CH 


N 


CH 


CH 


N 


4- ( 2-f luorophenyl)cyclohexyl 


2188 


CH 


N 


CH 


CH 


N 


4- ( 3 -f luorophenyl) cyclohexyl 


2189 


CH 


N 


CH 


CH 


N 


4 - ( 4 - f luorophenyl ) cyclohexyl 


2190 


CH 


N 


CH 


CH 


N 


4 - ( 2 -chloro phenyl ) cyclohexyl 


2191 


CH 


N 


CH 


CH 


N 


4 - ( 3 - chlorophenyl ) cyclohexyl 


2192 


CH 


N 


CH 


CH 


N 


4- ( 4 -chlorophenyl) cyclohexyl 


2193 


CH 


N 


CH 


CH 


N 


4- ( 2 -methylphenyl) cyclohexyl 


2194 


CH 


N 


CH 


CH 


N 


4 - ( 3 -methylphenyl ) cyclohexyl 


2195 


CH 


N 


CH 


CH 


N 


4- ( 4 -methylphenyl) cyclohexyl 


2196 


CH 


N 


CH 


CH 


N 


4 - ( 2 -me thoxyphenyl ) cyclohexyl 


219 7 


CH 


N 


CH 


CH 


N 


4 - ( "3 -mp f hnvvnh pnvl 1 rvr 1 nhpvvl 


y o 


CM 






/-*TT 

Cri 


M 


* - \ 4 -me uaoxypnenyx j cycionexyx 


2199 


CH 


N 


CH 


CH 


N 


4 - < 2 -trifluoromethylphenyl) cyclo- 
hexyl 


2200 


CH 


N 


CH 


CH 


N 


4- ( 3 - trifluoromethylphenyl ) cyclo- 
hexyl 


2201 


CH 


N 


CH 


CH 


N 


4 - ( 4 - trifluoromethylphenyl } cyclo- 
hexyl 


2202 


CH 


N 


CH 


CH 


N 


4- (3 , 5 -dif luorophenyl) cyclohexyl 
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2203 


CH 


N 


CH 


CH 


N 


4 - ( 3 -acetylphenyl ) cyclohexyl 


2204 


CH 


N 


CH 


CH 


N 


4 - ( 3 - cyanophenyl ) cyclohexyl 


2205 


CH 


N 


CH 


CH 


N 


4 - ( 2 -dif luoromethoxyphenyl ) cyclo- 














hexyl 


2206 


CH 


N 


CH 


CH 


N 


4- ( 3-dif luoromethoxyphenyl ) cyclo- 














hexyl 


2207 


CH 


N 


CH 


CH 


N 


4- ( 4 -dif luoromethoxyphenyl ) cyclo- 














hexyl 


2208 


CH 


N 


CH 


CH 


N 


4 - ( 2 -pyridyl ) cyclohexyl 


2209 


CH 


N 


CH 


CH 


N 


4 - ( 3 - pyr idyl ) cyclohexyl 


2210 


CH 


N 


CH 


CH 


N 


4 - ( 4 -pyridyl ) cyclohexyl 


2211 


CH 


N 


CH 


CH 


N 


4- ( 4 -fluoro- 3 -pyridyl) cyclohexyl 


2212 


CH 


N 


CH 


CH 


N 


4- ( 3 -quinolyl ) cyclohexyl 


2213 


CH 


N 


CH 


CH 


N 


4 - ( 3 - f luorophenyl ) - 4 -hydroxycyclo 














hexyl 


2214 


CH 


N 


CH 


CH 


N 


3 -pheny Icyclohexyl 


2215 


CH 


N 


CH 


CH 


N 


3 -phenylcyclopentyl 


2216 


CH 


N 


CH 


CH 


N 


6 - phe ny 1 - 3 - 1 e t r ahy dr opy r any 1 


2217 


CH 


N 


CH 


CH 


N 


6 - ( 3 - f luorophenyl ) - 3 - 



tetrahydropyranyl 



2218 


CH 


N 


CH 


CH 


N 


2 -phenyl cyclopropyl 


2219 


CH 


N 


CH 


CH 


N 


2- (2 -pyridyl) cyclopropyl 


2220 


CH 


N 


CH 


CH 


N 


2 - ( 3 -pyridyl ) cyclopropyl 


2221 


CH 


N 


CH 


CH 


N 


2 - ( 4 - pyridyl ) eye lopr opy 1 


2222 


CH 


N 


CH 


CH 


N 


2 - ( 3 - f luorophenyl ) cyclopropyl 


2223 


CH 


N 


CH 


CH 


N 


2 - indanyl 


2224 


CH 


N 


CH 


CH 


N 


2 - te t rahydronaphthyl 


2225 


CH 


N 


CH 


CH 


N 


6 -methoxy - 2 - 1 e tr ahy dr onaphthy 1 


2226 


CH 


N 


CH 


CH 


N 


benzyl 


2227 


CH 


N 


CH 


CH 


N 


phenethyl 


2228 


CH 


N 


CH 


CH 


N 


3 -phenylpropyl 


2229 


CH 


N 


CH 


CH 


N 


4 -phenylbutyl 


2230 


CH 


N 


CH 


CH 


N 


2 -methoxyphenethyl 


2231 


CH 


N 


CH 


CH 


N 


3 -methoxyphenethyl 


2232 


CH 


N 


CH 


CH 


N 


4 -methoxyphenethyl 


2233 


CH 


N 


CH 


CH 


N 


4 - f luorophene thyl 


2234 


CH 


N 


CH 


CH 


N 


4 -bromophenethyl 


2235 


CH 


N 


CH 


CH 


N 


4 - chlorophene thyl 


2236 


CH 


N 


CH 


CH 


N 


3 - trif luoromethylphene thyl 


2237 


CH 


N 


CH 


CH 


N 


3 , 4 -dimethoxyphenethyl 
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2238 


CH 


N 


CH 


CH 


N 


3 - propoxyphenethyl 


2 23 9 


/"■"LI 


r4 


f~> IT 


r*xi 
Ln 


M 
V4 


o , d - air xuoropnene txiyi 


2240 


/-I IT 

CH 


N 


CH 


CH 


IsT 
N 


4 -dime thy laminophene thy 1 


2241 


CH 


N 


CH 


CH 


N 


3-difluoromethoxyphenethyl 


2242 


CH 


N 


CH 


CH 


N 


2 -methylphene thyl 


2243 


CH 


N 


CH 


CH 


N 


4 - acetylphene thyl 


2244 


CH 


N 


CH 


CH 


N 


4 - dime t hylamxno - 2 -me thoxyphenethy 1 


2245 


CH 


N 


CH 


CH 


N 


cyclohexylethyl 


2246 


CH 


N 


CH 


CH 


N 


2- (2-pyridyl)ethyl 


2247 


CH 


N 


CH 


CH 


N 


2 - ( 3 - pyr idy 1 ) e thyl 


2248 


CH 


N 


CH 


CH 


N 


2- (4-pyridyl)ethyl 


2249 


CH 


N 


CH 


CH 


N 


2- (2-quinolyl)ethyl 


2250 


CH 


N 


CH 


CH 


N 


2 - ( 3 -quxnolyl ) ethyl 


2251 


CH 


N 


CH 


CH 


N 


2- (4-quinolyl)ethyl 


2252 


CH 


N 


CH 


CH 


N 


2 - ( 6 - quinolyl ) ethyl 


2253 


CH 


N 


CH 


CH 


N 


2 - ( 2 - indolyl ) ethyl 


2254 


CH 


N 


CH 


CH 


N 


2 - ( 3 - indolyl ) ethyl 


2255 


CH 


N 


CH 


CH 


N 


2- (7-aza-3-indolyl)ethyl 


2256 


CH 


N 


CH 


CH 


N 


2 - ( benzimidazolyl ) ethyl 


2257 


CH 


N 


CH 


CH 


N 


2 - ( benzoxazolyl ) ethyl 


2258 


CH 


N 


CH 


CH 


N 


2- (benzothiazolyl) ethyl 


2259 


CH 


N 


CH 


CH 


N 


2 - ( 1 -naphthyl ) ethyl 


2260 


CH 


N 


CH 


CH 


N 


2 - ( 2 - naphthyl ) ethyl 


2261 


CH 


N 


CH 


CH 


N 


1 - ( hydroxymethyl ) - 2 -phenylethyl 


2262 


CH 


N 


CH 


CH 


N 


1- (methoxycarbonyl) -2-phenylethyl 


2263 


CH 


N 


CH 


CH 


N 


1- (ethoxycarbonyl) -2-phenylethyl 


2264 


CH 


N 


CH 


CH 


N 


1 -carboxy- 2-phenylethyl 


2265 


CH 


N 


CH 


CH 


N 


1- (benzyloxycarbonyl) -2-phenyl- 
ethyl 


2266 


CH 


N 


CH 


CH 


N 


1- (phenoxymethyl) -2-phenylethyl 


2267 


CH 


N 


CH 


CH 


N 


1 - ( ben zy loxymethyl ) - 2 - phenyle thyl 


2268 


CH 


N 


CH 


CH 


N 


1- ( benzvlcarbainovl ) - 2 -Dhenvlethvl 






in 


CH 




N 


j. ^ im nits LiiyxuciiAy lv/cu, Dojuuyx / — ^ — 
phenylethyl 


2270 


CH 


N 


CH 


CH 


N 


1- (phenylcarbamoyl) -2-phenylethyl 


2271 


CH 


N 


CH 


CH 


N 


1- (N-methylphenylcarbamoyl) -2- 
phenylethyl 


2272 


CH 


N 


CH 


CH 


N 


1- (N-benzylaminomethyl ) - 2- 
phenylethyl 


2273 


CH 


N 


CH 


CH 


N 


1- (N-benzyl-N-methylaminomethyl) - 



2-phenylethyl 
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2274 


CH 


N 


CH 


CH 


N 


1 - ( anilinomethyl ) - 2 -phenyleth] 


2275 


CH 


N 


CH 


/""•IT 

CH 


N 


1 - ( N-me thylanxlmomethyl ) - 2 - 
phenylethyl 


2276 


CH 


N 


CH 


CH 


N 


1- (N-methylaminomethyl) -2- 
phenyl ethyl 


2277 


CH 


N 


CH 


CH 


N 


1- (N-ethylaminomethyl) -2- 
phenylethyl 


2278 


CH 


N 


CH 


CH 


N 


1- (N-isobutylaminomethyl ) -2- 
phenylethyl 


2279 


CH 


N 


CH 


CH 


N 


1- (N-cyclopropylmethylamino- 
methyl ) - 2 -phenylethyl 


2280 


CH 


N 


CH 


CH 


N 


1 - ( aminome thyl ) - 2 -phenylethyl 


2281 


CH 


N 


CH 


CH 


N 


l-benzyl-2- ( 2-pyridylmethyl- 
amino) ethyl 


2282 


CH 


N 


CH 


CH 


N 


l-benzyl-2- ( 3-pyridylmet hyl- 
amino) ethyl 


2283 


CH 


N 


CH 


CH 


N 


l-benzyl-2- ( 4-pyridylmethyl- 
amino ) ethyl 


2284 


CH 


N 


CH 


CH 


N 


2 -phenyl- 1- ( 2-pyridylmethyl- 
carbamoyl ) ethyl 


ZZoO 


CM 


M 


Cri 


Cn 


KT 

IV 


z - pneny x - j. - ^ o - pyr lay ime tnyi - 
carbamoyl ) ethyl 


*"> 0 ^ 

22 oo 


CH 


KT 


Cri 


/-"• XT 

Cri 


N 


2 -pnenyj.- l - ( 4 -pyriaylmetnyi- 
carbamoyl ) ethyl 


O O O *7 


Cri 




Ln 


Cri 


KT 


2 -hydroxy- 2 -phenylethyl 


2288 


CH 


N 


CH 


CH 


N 


benzoylmethyl 


2289 


CH 


N 


CH 


CH 


N 


1- (benzyloxycarbonyl) -2- ( 3- 
indoly 1 ) ethyl 


2290 


CH 


N 


CH 


CH 


N 


1 - ( benzyloxycarbonyl ) - 2 - 
cyclohexylethyl 


2291 


CH 


N 


CH 


CH 


N 


1 - ( phenoxymethyl ) - 2 - ( 3 - 
znaolyl ) ethyl 


2292 


CH 


N 


CH 


CH 


N 


2 - ( 2-methoxyphenoxy ) ethyl 


2293 


CH 


N 


CH 


CH 


N 


1 - ( benzylcarbamoyl ) - 2 - 
cyclohexylethyl 


2294 


CH 


N 


CH 


CH 


N 


1 - ( N-methylbenzylcarbamoyl ) - 2 - 
cyclohexylethyl 


2295 


CH 


N 


CH 


CH 


N 


1 - ( pheny Icarbamoy 1 ) - 2 - 
cyclohexylethyl 


2296 


CH 


N 


CH 


CH 


N 


1- (N-me thy lphenylcarbamoyl) -2- 
cyclohexylethyl 


2297 


CH 


N 


CH 


CH 


N 


1- (benzyloxycarbonyl) -2- (3- 
pyridyl ) ethyl 


2298 


CH 


N 


CH 


CH 


N 


1 - ( benzylaminomethy 1 ) - 2 - ( 3 - 



pyridyl ) ethyl 
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2299 


CH 


N 


CH 


CH 


N 


1 - { benzylcarbamoyl ) -2 - ( 4- 














pyr idyl ) ethyl 


2300 


CH 


N 


CH 


CH 


N 


1 - [ 4 - pyridy Ime thylcarbamoyl ) - 2 - 














( 4 - f luoropheny 1 ) ethyl 


2301 


CH 


N 


CH 


CH 


N 


1- ( benzylcarbamoyl ) -2- ( 7-aza-3- 














indolyl ) ethyl 


2302 


CH 


N 


CH 


CH 


N 


1 - ( benzyloxyme thyl ) -2- ( 2- 














indolyl) ethyl 


2303 


CH 


N 


CH 


CH 


N 


1- (N-benzyl-N-methylaminomethyl) - 














2 - ( 3 - pyridy 1 ) ethyl 


O 1 f\ A 


r*u 
Ln 


NT 
IN 






IN 


J. i w -me tnyiDenzyicar DainoyjL j — z- 
















2305 


CH 


N 


CH 


CH 


N 


?-hvdro)rv-2- f 4 -dimethvlamino- 














phenyl) ethyl 


2306 


CH 


N 


CH 


CH 


N 


2-hydroxy-2- ( 2-quinolyl)ethyl 


2307 


CH 


N 


CH 


CH 


N 


2 -hydroxy- 2 - ( 3 - quinolyl ) ethyl 


2308 


CH 


N 


CH 


CH 


N 


2 -hydroxy- 2- ( 4 -quinolyl) ethyl 


2309 


CH 


N 


CH 


CH 


N 


2 -hydroxy- 2- ( 3 , 5-dif luoro- 














phenyl ) ethyl 


2310 


CH 


N 


CH 


CH 


N 


1 - carboxy- 2 - cyclohexylethyl 


2311 


CH 


N 


CH 


CH 


N 


2 -hydroxy- 2 - ( 6 -quinolyl ) ethyl 


2312 


CH 


N 


CH 


CH 


N 


2 - ( benzylamino ) - 2 -phenylethyl 


2313 


CH 


N 


CH 


CH 


N 


2 - amino - 2 - ( 2 - naph t hy 1 ) propyl 


2314 


CH 


N 


CH 


CH 


N 


2 - { phenylamino ) ethyl 


2315 


CH 


N 


CH 


CH 


N 


diphenylmethyl 


2316 


CH 


N 


CH 


CH 


N 


2 , 2-diphenylethyl 


2317 


CH 


N 


CH 


CH 


N 


2-phenyl-2- ( 2-pyridyl)ethyl 


2318 


CH 


N 


CH 


CH 


N 


2 -phenyl -2- ( 3-pyridyl)ethyl 


2319 


CH 


N 


CH 


CH 


N 


2 -phenyl - 2 - ( 4 -pyridy 1 ) ethyl 


2320 


CH 


N 


CH 


CH 


N 


2-phenoxy-2 -phenylethyl 


2321 


CH 


N 


CH 


CH 


N 


2- (benzyloxy) -2 -phenylethyl 


2322 


CH 


CH 


N 


CH 


CH 


1 - phenyl - 3 - pyrrol idinyl 


2323 


CH 


CH 


N 


CH 


CH 


1- (2-f luorophenyl) -3 -pyrrolidinyl 


2324 


CH 


CH 


N 


CH 


CH 


1- ( 3 -f luorophenyl) -3 -pyrrolidinyl 


2325 


CH 


CH 


N 


CH 


CH 


1 - ( 4 - f luorophenyl ) - 3 -pyrrolidinyl 


2326 


CH 


CH 


N 


CH 


CH 


1- (2-chlorophenyl) -3 -pyrrolidinyl 


2327 


CH 


CH 


N 


CH 


CH 


1- (3-chlorophenyl) -3 -pyrrolidinyl 


2328 


CH 


CH 


N 


CH 


CH 


1- (4-chlorophenyl) -3 -pyrrolidinyl 


2329 


CH 


CH 


N 


CH 


CH 


1- (2-methylphenyl) -3 -pyrrolidinyl 


2330 


CH 


CH 


N 


CH 


CH 


1- ( 3 -methylphenyl ) -3 -pyrrolidinyl 


2331 


CH 


CH 


N 


CH 


CH 


1 - ( 4 -methylphenyl ) - 3 - pyrrolidinyl 


2332 


CH 


CH 


N 


CH 


CH 


1- (2-methoxyphenyl) -3 -pyrrolidinyl 
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0 




fH 

v— n 










2334 


/"•IT 

CH 


it 


XT 

N 


CH 


/-ITT 

CH 


1 - ( 4 -methoxypnenyl ) - 3 - 














pyrrolidinyl 


2335 


CH 


CH 


N 


CH 


CH 


1 - ( 2 - trif luoromethylphenyl ) - 3 - 














pyrrolidinyl 


2336 


CH 


CH 


N 


CH 


CH 


1 - { 3 - trif luoromethylphenyl ) - 3 - 














pyrrolidinyl 


2337 


CH 


CH 


N 


CH 


CH 


1- { 4 -trif luoromethylphenyl) -3- 














pyrrolidinyl 


2338 


CH 


CH 


N 


CH 


CH 


1- ( 3 , 5 -dif luorophenyl) -3- 














pyrrolidinyl 




CH 


CH 


M 


CH 


CH 


1- ( 2 -dif luoromethoxyphenyl ) -3- 














Dvrrolidinvl 


2340 


CH 


CH 


N 


CH 


CH 


1- ( 3 -dif luoromethoxyphenyl) -3- 














pyrrolidinyl 


2341 


CH 


CH 


N 


CH 


CH 


1- ( 4 -dif luoromethoxyphenyl) -3- 














pyrrolidinyl 


2342 


CH 


CH 


N 


CH 


CH 


1- ( 2-pyridyl) -3 -pyrrolidinyl 


2343 


CH 


CH 


N 


CH 


CH 


1- ( 3-pyridyl) -3 -pyrrolidinyl 


2344 


CH 


CH 


N 


CH 


CH 


1- ( 4-pyridyl) -3 -pyrrolidinyl 


2345 


CH 


CH 


N 


CH 


CH 


1- ( 2-pyrimidinyl) -3 -pyrrolidinyl 


2346 


CH 


CH 


N 


CH 


CH 


5 - oxo- 1 - phenyl - 3 - pyrrolidinyl 


2347 


CH 


CH 


N 


CH 


CH 


1 -phenyl - 3 -piperidyl 


2348 


CH 


CH 


N 


CH 


CH 


1- ( 2 -f luorophenyl) - 3 -piperidyl 


2349 


CH 


CH 


N 


CH 


CH 


1 - ( 3 - f luorophenyl ) - 3 -piperidyl 


2350 


CH 


CH 


N 


CH 


CH 


1- (4 -f luorophenyl) -3 -piperidyl 


2351 


CH 


CH 


N 


CH 


CH 


1- (2-chlorophenyl) -3 -piperidyl 


2352 


CH 


CH 


N 


CH 


CH 


1 - ( 3 - chlorophenyl ) - 3 -piperidyl 


2353 


CH 


CH 


N 


CH 


CH 


1 - ( 4 - chlorophenyl ) - 3 -piperidyl 


2354 


CH 


CH 


N 


CH 


CH 


1 - ( 2 -me thylphenyl ) - 3 -piperidyl 


2355 


CH 


CH 


N 


CH 


CH 


1 - ( 3 -me thylphenyl ) - 3 -piperidyl 


2356 


CH 


CH 


N 


CH 


CH 


1 - ( 4 -methylphenyl ) - 3 -piperidyl 


2357 


CH 


CH 


N 


CH 


CH 


1- (2-methoxyphenyl) -3-piperidyl 


2358 


CH 


CH 


N 


CH 


CH 


1- ( 3-methoxyphenyl) -3-piperidyl 


2359 


CH 


CH 


N 


CH 


CH 


1 - ( 4 -methoxyphenyl ) - 3-piperidyl 


2360 


CH 


CH 


N 


CH 


CH 


1 - ( 2 - trif luoromethylphenyl ) - 3 - 














piperidyl 


2361 


CH 


CH 


N 


CH 


CH 


1 - ( 3 - 1 rif luoromethylphenyl ) - 3 - 














piperidyl 


2362 


CH 


CH 


N 


CH 


CH 


1 - ( 4 - 1 rif luorome thylphenyl ) - 3 - 



piperidyl 
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Z 3 0 J 


CM 


CH 


M 


crl 


crl 


i" t D-uii luoropnenyi ; - j -piperi&yi 




CH 


r-»Tj 
CM 


M 
IV 


Crl 


cri 


J. ^ z-uiriuoroinei.noxyprieny± j — j - 














Diner idvl 


2365 


CH 


CH 


N 


CH 


CH 


1- ( 3 -dif luoromethoxyphenyl) -3- 














piperidyl 


2366 


CH 


CH 


N 


CH 


CH 


1 - ( 4 - dif luoromethoxyphenyl ) - 3 - 














piperidyl 


2367 


CH 


CH 


N 


CH 


CH 


1 - ( 2 - pyridyl ) - 3 -piper idy 1 


2368 


CH 


CH 


N 


CH 


CH 


1- ( 3 -pyridyl) -3 -piperidyl 


2369 


CH 


CH 


N 


CH 


CH 


1- ( 4 -pyridyl) -3 -piperidyl 


2370 


CH 


CH 


N 


CH 


CH 


1 -phenyl - 4 -piperidyl 


2371 


CH 


CH 


N 


CH 


CH 


1 - ( 2 -f luorophenyl ) - 4 -piperidyl 


2372 


CH 


CH 


N 


CH 


CH 


1- ( 3-f luorophenyl) -4 -piperidyl 


2373 


CH 


CH 


N 


CH 


CH 


1- ( 4 -f luorophenyl) -4-piperidyl 


2374 


CH 


CH 


N 


CH 


CH 


1- { 2 -chlorophenyl) -4-piperidyl 


2375 


CH 


CH 


N 


CH 


CH 


1- ( 3 -chlorophenyl) -4-piperidyl 


2376 


CH 


CH 


N 


CH 


CH 


1 - ( 4 - chlorophenyl ) - 4 -piperidyl 


2377 


CH 


CH 


N 


CH 


CH 


1- (2-methylphenyl) -4-piperidyl 


2378 


CH 


CH 


N 


CH 


CH 


1 - ( 3 -methylphenyl ) - 4 -piperidyl 


2379 


CH 


CH 


N 


CH 


CH 


1 - ( 4 -methylphenyl ) - 4 -piperidyl 




V— Xi 


CH 






CH 


x \ ^ me LiiuAypiiciiy x y •* p±pci. xuyj. 




CH 


/-l IT 

CH 


N 


pTT 

CH 


CH 


1 - ( 3 -metnoxypnenyl J - 4 -piperidyl 


2382 


CH 


CH 


N 


CH 


CH 


1 - ( 4 -methoxyphenyl ) - 4-piperidyl 


2383 


CH 


CH 


N 


CH 


CH 


1 - ( 2 - trif luorome thylphenyl ) - 4 - 














piperidyl 


2384 


CH 


CH 


N 


CH 


CH 


1- ( 3 -trif luorome thylphenyl) -4- 














piperidyl 


2385 


CH 


CH 


N 


CH 


CH 


1- (4 -trif luorome thylphenyl) -4- 














piperidyl 


2 3oo 


CH 


CH 




CH 


CH 


1- ( J f d - ait luoropnenyi ) -4 - piperidyl 


/JO / 


CH 


CH 


M 

N 


CH 


C LI 

CH 


x - \ z - air luorome tnoxyprienyl ) - 4 - 
















2388 


CH 


CH 


N 


CH 


CH 


1 - ( 3 - dif luoromethoxyphenyl ) - 4 - 














piperidyl 


2389 


CH 


CH 


N 


CH 


CH 


1 - ( 4 - dif luoromethoxyphenyl ) - 4 - 














piperidyl 


2390 


CH 


CH 


N 


CH 


CH 


1- ( 2 -pyridyl) -4-piperidyl 


2391 


CH 


CH 


N 


CH 


CH 


1- ( 3 -pyridyl) -4-piperidyl 


2392 


CH 


CH 


N 


CH 


CH 


1- ( 4 -pyridyl) -4-piperidyl 


2393 


CH 


CH 


N 


CH 


CH 


3 -hydroxymethyl - 1 -phenyl -4- 



piperidyl 
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2394 CH CH N CH CH 3-methoxycarbonyl- 1-phenyl- 4- 

piperidyl 

2395 CH CH N CH CH 3 -ethoxycarbonyl- 1 -phenyl- 4 - 

piperidyl 

2396 CH CH N CH CH 3 - isopropoxycarbonyl- 1 -phenyl-4- 

piperidyl 

2397 CH CH N CH CH 4 -phenylcyclohexyl 

2398 CH CH N CH CH 4- ( 2-f luorophenyl ) cyclohexyl 

23 99 CH CH N CH CH 4 -( 3-f luorophenyl ) cyclohexyl 

24 00 CH CH N CH CH 4 -( 4 -f luorophenyl) cyclohexyl 

2401 CH CH N CH CH 4 -( 2-chlorophenyl) cyclohexyl 

2402 CH CH N CH CH 4- ( 3 -chlorophenyl) cyclohexyl 

2403 CH CH N CH CH 4 -( 4 -chlorophenyl ) cyclohexyl 
24 04 CH CH N CH CH 4 -( 2 -methylphenyl ) cyclohexyl 
24 05 CH CH N CH CH 4 -( 3 -methylphenyl ) cyclohexyl 
24 06 CH CH N CH CH 4 -( 4 -methylphenyl ) cyclohexyl 

2407 CH CH N CH CH 4 -( 2 -met hoxyphenyl ) cyclohexyl 

2408 CH CH N CH CH 4 -( 3 -me thoxyphenyl ) cyclohexyl 

2409 CH CH N CH CH 4- ( 4 -me thoxyphenyl ) cyclohexyl 

2410 CH CH N CH CH 4- ( 2 - trif luoromethylphenyl ) cyclo 

hexyl 

2411 CH CH N CH CH 4 -( 3 -trif luoromethylphenyl ) cyclo 

hexyl 

2412 CH CH N CH CH 4- ( 4- trif luoromethylphenyl ) cyclo 

hexyl 

2413 CH CH N CH CH 4 -( 3 , 5-dif luorophenyl) cyclohexyl 

2414 CH CH N CH CH 4 -( 3 -ace tylphenyl ) cyclohexyl 

2415 CH CH N CH CH 4 -( 3 -cyanophenyl ) cyclohexyl 

2416 CH CH N CH CH 4 - ( 2 -dif luoromethoxyphenyl ) cyclo 

hexyl 

2 417 CH CH N CH CH 4 -( 3 -dif luoromethoxyphenyl ) cyclo 

hexyl 

2418 CH CH N CH CH 4 -( 4-dif luoromethoxyphenyl ) cyclo 

hexyl 

2419 CH CH N CH CH 4 -( 2-pyridyl ) cyclohexyl 
24 20 CH CH N CH CH 4 - { 3-pyridyl ) cyclohexyl 
24 21 CH CH N CH CH 4 - ( 4 -pyridyl ) cyclohexyl 

24 22 CH CH N CH CH 4 -( 4-fluoro-3 -pyridyl ) cyclohexyl 
2 4 23 CH CH N CH CH 4 -( 3-quinolyl ) cyclohexyl 

2424 CH CH N CH CH 4- ( 3-f luorophenyl )- 4 -hydroxy - 

cyclohexyl 

2425 CH CH N CH CH 3 -phenylcyclohexyl 
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2426 


CH 


CH 


N 


CH 


CH 


3 -phenylcyclopentyl 


2427 


CH 


CH 


N 


CH 


CH 


6 - phenyl - 3 - 1 e t rhydr opyrany 1 


2428 


CH 


CH 


N 


CH 


CH 


6 - { 3 - f luorophenyl ) - 3 - 1 et rhydr o - 
pyranyl 


2429 


CH 


CH 


N 


CH 


CH 


2 -phenylcyclopropyl 


2430 


CH 


CH 


N 


CH 


CH 


2 - ( 2 -pyridyl ) cyclopropyl 


2431 


CH 


CH 


N 


CH 


CH 


2- ( 3 -pyridyl) cyclopropyl 


2432 


CH 


CH 


N 


CH 


CH 


2- ( 4 -pyridyl) cyclopropyl 


2433 


CH 


CH 


N 


CH 


CH 


2- ( 3-f luorophenyl ) cyclopropyl 


2434 


CH 


CH 


N 


CH 


CH 


2-indanyl 


2435 


CH 


CH 


N 


CH 


CH 


2 - tetrahydronaphthyl 


2436 


CH 


CH 


N 


CH 


CH 


6 -methoxy- 2 -tetrahydronaphthyl 


2437 


CH 


CH 


N 


CH 


CH 


benzyl 


2438 


CH 


CH 


N 


CH 


CH 


phenethyl 


2439 


CH 


CH 


N 


CH 


CH 


3 -phenylpropyl 


2440 


CH 


CH 


N 


CH 


CH 


4 -phenylbutyl 


2441 


CH 


CH 


N 


CH 


CH 


2 -methoxyphenethyl 


2442 


CH 


CH 


N 


CH 


CH 


3 -methoxyphenethyl 


2443 


CH 


CH 


N 


CH 


CH 


4 -methoxyphenethyl 


2444 


CH 


CH 


N 


CH 


CH 


4 - f luorophenethyl 


2445 


CH 


CH 


N 


CH 


CH 


4 -bromophenethyl 


2446 


CH 


CH 


N 


CH 


CH 


4 - chlorophene thyl 


2447 


CH 


CH 


N 


CH 


CH 


3-trif luoromethylphenethyl 


2448 


CH 


CH 


N 


CH 


CH 


3,4- dimethoxyphenethyl 


2449 


CH 


CH 


N 


CH 


CH 


3-propoxyphenethyl 


2450 


CH 


CH 


N 


CH 


CH 


3 , 5 -dif luorophenethyl 


2451 


CH 


CH 


N 


CH 


CH 


4 -dimethylaminophenethyl 


2452 


CH 


CH 


N 


CH 


CH 


3 -dif luoromethoxyphenethyl 


2453 


CH 


CH 


N 


CH 


CH 


2-methylphenethyl 


2454 


CH 


CH 


N 


CH 


CH 


4 -acetylphenethyl 


2455 


CH 


CH 


N 


CH 


CH 


4 -dimethylamino- 2 -methoxyphenethyl 


2456 


CH 


CH 


N 


CH 


CH 


cyclohexylethyl 


2457 


CH 


CH 


N 


CH 


CH 


2 - ( 2 -pyridyl ) ethyl 


2458 


CH 


CH 


N 


CH 


CH 


2 - ( 3 -pyridyl ) ethyl 


2459 


CH 


CH 


N 


CH 


CH 


2 - ( 4 -pyridyl ) ethyl 


2460 


CH 


CH 


N 


CH 


CH 


2 - ( 2 - quinolyl ) ethyl 


2461 


CH 


CH 


N 


CH 


CH 


2- (3-quinolyl)ethyl 


2462 


CH 


CH 


N 


CH 


CH 


2 - ( 4 - quinolyl ) ethyl 


2463 


CH 


CH 


N 


CH 


CH 


2 - ( 6 - quinolyl ) ethyl 
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2464 


CH 


CH 


N 


CH 


CH 


2 - ( 2 - indolyl ) ethyl 


2465 


CH 


CH 


N 


CH 


CH 


2- ( 3 -indolyl) ethyl 


2466 


CH 


CH 


N 


CH 


CH 


2- ( 7 -aza- 3 -indolyl) ethyl 


2467 


CH 


CH 


N 


CH 


CH 


2- (benzimidazolyl) ethyl 


2468 


CH 


CH 


N 


CH 


CH 


2 - ( benzoxazolyl ) ethyl 


2469 


CH 


CH 


N 


CH 


CH 


2- (benzothiazolyl)ethyl 


2470 


CH 


CH 


N 


CH 


CH 


2- ( 1 -naphthyl ) ethyl 


2471 


CH 


CH 


N 


CH 


CH 


2 - ( 2 - naphthyl ) e t hyl 


2472 


CH 


CH 


N 


CH 


CH 


1- (hydroxymethyl) -2-phenylethyl 


2473 


CH 


CH 


N 


CH 


CH 


1- (methoxycarbonyl) -2-phenylethyl 


2474 


CH 


CH 


N 


CH 


CH 


1 - ( e thoxycarbony 1 ) - 2 -pheny lethy 1 


2475 


CH 


CH 


N 


CH 


CH 


1 - carboxy - 2 - phenyle thy 1 


2476 


CH 


CH 


N 


CH 


CH 


1- (benzyloxycarbonyl) -2-phenyl- 














ethyl 


2477 


CH 


CH 


N 


CH 


CH 


1 - ( phenoxymethyl ) - 2-phenylethyl 


2478 


CH 


CH 


N 


CH 


CH 


1- (benzyloxymethyl) - 2-phenylethyl 


A ft 1 7 


CM 


Cri 


1M 


cn 






2480 


CH 


CH 


N 


CH 


CH 


1 - ( N-methylbenzylcarbarnoyl ) - 2 - 














phenyle thyl 


2 4o 1 


CH 


CH 


TvT 


CH 


CH 


1 - ( phenyl carbamoyl ) - 2-phenylethyl 


2482 


CH 


CH 


N 


CH 


CH 


1- (N-methylphenylcarbamoyl) -2- 














phenylethyl 


2483 


CH 


CH 


N 


CH 


/"t XT 

CH 


1 - (N-benzylamxnomethyl ) - 2 - phenyl- 














ethyl 


2484 


CH 


/ITT 

CH 


KT 

N 


/ITT 

CH 


/^i TT 

CH 


1 - ( N- benzyl -N -me thylaminome thyl ) - 














2 -phenyle thyl 


248 5 


CH 


CH 


N 


CH 


CH 


1 - ( anilinomethyl ) - 2-phenylethyl 


2486 


CH 


CH 


N 


CH 


CH 


1 - ( N-methylanilinome thyl ) - 2 - 














phenylethyl 


2487 


CH 


CH 


N 


CH 


CH 


1 - ( N-methylaminornethyl ) - 2 - 














phenylethyl 


.2 4 oo 


CH 


CH 


IM 


Cri 


cri 


± - ^ im - e xnyxarnxnome tnyx ; — 2 - 














pnenyxe tnyi 


24o9 


CH 


CH 


KT 
IN 


CH 


CH 


1 - ( N- isobutylaminomethyl ) - 2 - 














phenylethyl 


2490 


CH 


CH 


N 


CH 


CH 


1- (N-cyclopropylmethylamino- 














methyl) -2-phenylethyl 


2491 


CH 


CH 


N 


CH 


CH 


1- ( aminomethyl) -2-phenylethyl 


2492 


CH 


CH 


N 


CH 


CH 


1 -benzyl- 2- ( 2-pyridylmethyl- 














aniino ) ethyl 


2493 


CH 


CH 


N 


CH 


CH 


l-benzyl-2-{3- pyr idylme thyl - 



aurtino) ethyl 
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A Ck A 


Cri 


CH 


NT 


Cn 


PIT 

Crl 


x - Denzyi - z - i 4 - pyriuy -line tnyi- 


2495 


CH 


CH 


N 


CH 


CH 


2 - phenyl - 1 - ( 2 - pyridylme thy 1 - 
carbamoyl ) ethyl 


2496 


CH 


CH 


N 


CH 


CH 


2-phenyl-l- ( 3 -pyridylme thyl- 
carbamoyl ) ethyl 


2497 


CH 


CH 


N 


CH 


CH 


2 -phenyl - 1 - ( 4 -pyridylmethy 1 - 
carbamoyl ) ethyl 


t.** 7 vJ 


CH 




N 
if 


CH 


CH 


? -hvdrnw- 9 - nhpnvl ofhvl 








M 
IM 








2500 


CH 


CH 


N 


CH 


CH 


1 - ( ben zy loxycarbony 1 ) - 2 - ( 3 - 
indolyl } ethyl 


2501 


CH 


CH 


N 


CH 


CH 


1- (benzyloxycarbonyl) -2-cyclo- 
nexyietnyi 


2502 


CH 


CH 


N 


CH 


CH 


1- (phenoxymethyl) -2- (3- 
inQoiyi ) einyi 


2503 


CH 


CH 


N 


CH 


CH 


2 - ( 2 -methoxyphenoxy ) ethyl 


2504 


CH 


CH 


N 


CH 


CH 


1- (benzylcarbamoyl) - 2-cyclohexyl- 
ethyl 


2505 


CH 


CH 


N 


CH 


CH 


1- (N-methylbenzylcarbamoyl) -2- 
cyclohexylethyl 


2506 


CH 


CH 


N 


CH 


CH 


1- (phenylcarbainoyl) - 2-cyclohexyl- 
ethyl 


2507 


CH 


CH 


N 


CH 


CH 


1 - (N-methylphenylcarbamoyl) -2- 
cyclohexylethyl 


2508 


CH 


CH 


N 


CH 


CH 


1 - ( benzyloxycarbonyl ) - 2 - ( 3 - 
pyridyl ) ethyl 


2509 


CH 


CH 


N 


CH 


CH 


1 - ( benzylaminome thyl ) -2- (3- 
pyridyl ) ethyl 


2510 


CH 


CH 


N 


CH 


CH 


l-(benzylcarbamoyl) -2- (4- 
pyridyl ) ethyl 


2511 


CH 


CH 


N 


CH 


CH 


1- ( 4-pyridylmethylcarbamoyl ) -2- ( 4 
f luorophenyl } ethyl 


2512 


CH 


CH 


N 


CH 


/-ITT 

CH 


1 - ( benzylcarbamoyl ) - 2 - ( 7 -aza - 3 - 
indolyl ) ethyl 


2513 


CH 


/"ITT 

CH 


"KT 

N 


CH 


CH 


l - ( Denzyloxymetnyl ) - 2 - ( 2 - 
inaoiyi jetnyx 


2514 


CH 


CH 


N 


CH 


CH 


1- (N-benzyl-N-methylaminomethyl) - 

2- ( 3 -pyridyl) ethyl 


2515 


CH 


CH 


N 


CH 


CH 


1- (N-methylbenzylcarbamoyl) -2- 
( 3 -pyridyl ) ethyl 


2516 


CH 


CH 


N 


CH 


CH 


2 -hydroxy- 2- { 4-dimethylamino- 
phenyl) ethyl 


2517 


CH 


CH 


N 


CH 


CH 


2 -hydroxy- 2 - ( 2 - quinolyl ) ethyl 
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2518 


CH 


CH 


N 


CH 


CH 


2-hydroxy-2- ( 3-quinolyl)ethyl 


2519 


CH 


CH 


N 


CH 


CH 


2 -hydroxy- 2- ( 4-quinolyl)ethyl 


2520 


CH 


CH 


N 


CH 


CH 


2-hydroxy-2- (3 , 5-dif luoro- 
phenyl) ethyl 


2521 


CH 


CH 


N 


CH 


CH 


1 -carboxy- 2 - cyclohexyle thyl 


2522 


CH 


CH 


N 


CH 


CH 


2 -hydroxy- 2- ( 6-quinolyl ) ethyl 


2523 


CH 


CH 


N 


CH 


CH 


2 - (benzylamino ) - 2 -phenylethyl 


2524 


CH 


CH 


N 


CH 


CH 


2 - amino - 2 - ( 2 - napht hy 1 ) propyl 


2525 


CH 


CH 


N 


CH 


CH 


2- (phenylamino) ethyl 


2526 


CH 


CH 


N 


CH 


CH 


diphenylmethyl 


2527 


CH 


CH 


N 


CH 


CH 


2 , 2 - diphenylethyl 


2528 


CH 


CH 


N 


CH 


CH 


2 -phenyl- 2- ( 2 -pyr idyl) ethyl 


2529 


CH 


CH 


N 


CH 


CH 


2 -phenyl - 2 - ( 3 -pyr idyl ) ethyl 


2530 


CH 


CH 


N 


CH 


CH 


2 -phenyl - 2 - ( 4 -pyridyl ) ethyl 


2531 


CH 


CH 


N 


CH 


CH 


2 -phenoxy-2 -phenylethyl 


2532 


CH 


CH 


N 


CH 


CH 


2- (benzyloxy ) -2 -phenylethyl 


2533 


CH 


CH 


N 


CH 


N 


1 -phenyl - 3 -pyrrolidinyl 


2534 


CH 


CH 


N 


CH 


N 


1- (2-f luorophenyl) -3 -pyrrolidinyl 


2535 


CH 


CH 


N 


CH 


N 


1- (3-f luorophenyl) -3 -pyrrolidinyl 


2536 


CH 


CH 


N 


CH 


N 


1- ( 4 -f luorophenyl) -3 -pyrrolidinyl 


2537 


CH 


CH 


N 


CH 


N 


1- (2-chlorophenyl) -3 -pyrrolidinyl 


2538 


CH 


CH 


N 


CH 


N 


1 - ( 3 - chloropheny 1 ) - 3 -pyrrolidinyl 


2539 


CH 


CH 


N 


CH 


N 


1 - ( 4 - chlorophenyl ) - 3 -pyrrolidinyl 


2540 


CH 


CH 


N 


CH 


N 


1 - ( 2 -methylphenyl ) - 3 -pyrrolidinyl 


2541 


CH 


CH 


N 


CH 


N 


1 - ( 3 -methylphenyl ) - 3 - pyrrolidinyl 


2542 


CH 


CH 


N 


CH 


N 


1- (4 -methylphenyl } -3 -pyrrolidinyl 


2543 


CH 


CH 


N 


CH 


N 


1- ( 2-methoxyphenyl) -3 -pyrrolidinyl 






ru 




ru 




x tins nnjJty^ntiiiy _l / — j> — x j. vj xxci-Liiy x 


2545 


CH 


CH 


N 


CH 


N 


1- ( 4-rnethoxyphenyl) -3 -pyrrolidinyl 


2546 


CH 


CH 


N 


CH 


N 


1- ( 2- trif luoromethylphenyl) -3- 
pyrrolidinyl 


2547 


CH 


CH 


N 


CH 


N 


1- ( 3- trif luoromethylphenyl) -3- 
pyrrolidinyl 


2548 


CH 


CH 


N 


CH 


N 


1- ( 4- trif luoromethylphenyl) -3- 
pyrrolidinyl 


2549 


CH 


CH 


N 


CH 


N 


1- ( 3, 5-dif lurophenyl) -3- 
pyrrolidinyl 


2550 


CH 


CH 


N 


CH 


N 


1- ( 2-dif luromethoxyphenyl) -3- 
pyrrolidinyl 


2551 


CH 


CH 


N 


CH 


N 


1- ( 3 -dif luromethoxyphenyl) -3- 
pyrrolidinyl 
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2552 


CH 


CH 


N 


CH 


N 


1 - ( 4 -dif luromethoxyphenyl ) - 3 - 
pyrrolidinyl 


2553 


CH 


CH 


N 


CH 


N 


1 - ( 2 - pyr idyl ) - 3 - pyrrolidinyl 


2554 


CH 


CH 


N 


CH 


N 


1 - ( 3 -pyridyl ) -3 -pyrrolidinyl 


2555 


CH 


CH 


N 


CH 


N 


1- (4 -pyridyl) -3 -pyrrolidinyl 


2556 


CH 


CH 


N 


CH 


N 


1 - ( 2 -pyrimidmyl ) - 3 - pyrrolidinyl 


2557 


CH 


CH 


N 


CH 


N 


5 - oxo - 1 - phenyl - 3 - pyrrolidinyl 


2558 


CH 


CH 


N 


CH 


N 


l-phenyl-3-piperidyl 


2559 


CH 


CH 


N 


CH 


N 


1- ( 2 -f luorophenyl) -3-piperidyl 


2560 


CH 


CH 


N 


CH 


N 


1- (3-f luorophenyl) -3-piperidyl 


2561 


CH 


CH 


N 


CH 


N 


1 - ( 4 - f luorophenyl ) - 3 - piper idyl 


2562 


CH 


CH 


N 


CH 


N 


1- ( 2-chlorophenyl ) -3-piperidyl 


2563 


CH 


CH 


N 


CH 


N 


1 - ( 3 - chlorophenyl ) - 3-piperidyl 


2564 


CH 


CH 


N 


CH 


N 


1 - ( 4 - chlorophenyl ) - 3 - piper idyl 


2565 


CH 


CH 


N 


CH 


N 


1 - ( 2 -methylphenyl ) - 3 -piper idyl 


2566 


CH 


CH 


N 


CH 


N 


1- (3 -methylphenyl) -3-piperidyl 


2567 


CH 


CH 


N 


CH 


N 


1 - ( 4 -methylphenyl ) - 3 -piperidyl 


2568 


CH 


CH 


N 


CH 


N 


1 - ( 2 -me t hoxyphenyl ) - 3 - piper idyl 




ru 






v^n 


M 


X — \ O — lilt? LHUAypilcllj -L / O pi^cX XU.jf X 


*> c n n 
ZD fu 




r*u 
Crl 


M 

In 




1VT 

N 


1 - ( 4 -methoxyphenyl ) - 3 -piperidyl 


2571 


CH 


CH 


N 


CH 


N 


1- ( 2-trif luoromethylphenyl) -3- 
piperidyl 


2572 


CH 


CH 


N 


CH 


N 


1- ( 3-trif luoromethylphenyl) -3- 
piperidyl 


2573 


CH 


CH 


N 


CH 


N 


1- ( 4-trif luoromethylphenyl) -3- 
piperidyl 


71:7,1 










IN 


i - \ j # o — uii luoxopnenyi ) - j -pipenayi 


Z D / D 










M 

IN 


x — i z — an iiior Dine Lfioxypneriyx ) — j — 
piperidyl 


2576 


CH 


CH 


N 


CH 


N 


1- ( 3 -dif luoromethoxyphenyl) -3- 
piperidyl 


2577 


CH 


CH 


N 


CH 


N 


1- ( 4 -dif luoromethoxyphenyl) -3- 
piperidyl 


2578 


CH 


CH 


N 


CH 


N 


1- ( 2 -pyridyl) -3-piperidyl 


2579 


CH 


CH 


N 


CH 


N 


1- ( 3 -pyridyl) -3-piperidyl 


2580 


CH 


CH 


N 


CH 


N 


1- (4 -pyridyl) -3-piperidyl 


2581 


CH 


CH 


N 


CH 


N 


1 -phenyl - 4 - piperidyl 


2582 


CH 


CH 


N 


CH 


N 


1 - ( 2 - f luorophenyl ) - 4 - piperidyl 


2583 


CH 


CH 


N 


CH 


N 


1 - ( 3 -f luorophenyl ) - 4 -piperidyl 


2584 


CH 


CH 


N 


CH 


N 


1 - ( 4 - f luorophenyl ) - 4 - piperidyl 


2585 


CH 


CH 


N 


CH 


N 


1- { 2-chlorophenyl) -4 -piperidyl 
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2586 


CH 


CH 


N 


CH 


N 


1- ( 3 -chlorophenyl) -4-piperidyl 


2587 


CH 


CH 


N 


/—ITT 

CH 


XT 

N 


1- ( 4 -chlorophenyl ) - 4 -piperidyl 


2588 


CH 


CH 


N 


CH 


N 


1- (2 -methylphenyl) -4 -piperidyl 


2589 


CH 


CH 


N 


CH 


N 


1- ( 3 -methylphenyl) -4 -piperidyl 


2590 


CH 


CH 


N 


CH 


N 


1 - ( 4 -me thy lphenyl ) - 4 -piperidyl 


2591 


CH 


CH 


N 


CH 


N 


1- (2 -methoxyphenyl) -4-piperidyl 


2592 


CH 


CH 


N 


CH 


N 


1 - ( 3 -methoxyphenyl ) - 4-piperidyl 




Cri 


pur 


M 
IN 


Ln 


M 
IN 


1 - ( 4 -methoxyphenyl ) - 4-piperidyl 


2594 


CH 


CH 


N 


CH 


N 


1- (2-trifluoromethylphenyl) -4- 














piperidyl 


2595 


CH 


CH 


N 


CH 


N 


1 - ( 3 - trif luoromethylphenyl ) - 4 - 














piperidyl 


2596 


CH 


CH 


N 


CH 


N 


1 - ( 4 - trif luoromethylphenyl ) - 4 - 














piperidyl 


2597 


CH 


CH 


N 


CH 


N 


1 - ( 3 , 5-dif luorophenyl) -4 - 














piperidyl 




Cri 


pw 


M 




M 
IN 


± - \ z - air iuoroine inoxypiienyi ) - <± — 














piperidyl 


2599 


CH 


CH 


N 


CH 


N 


1 - ( 3 -dif luoromethoxyphenyl ) - 4 - 














piperidyl 


2600 


CH 


CH 


N 


CH 


N 


1 - ( 4 - dif luorome thoxyphenyl ) - 4 - 














piperidyl 


2601 


CH 


CH 


N 


CH 


N 


1 - ( 2 -pvridvl ) -4-DiDeridvl 




PH 


PH 


N 


PH 


N 


\ <J h f j[' im Jl / " u/x^cx x v-ijr x 


2603 


f% TT 

CH 


/-) IT 

CH 


N 


CH 


N 


1 - ( 4-pyridyl ) -4-piperidyl 


2604 


CH 


CH 


N 


CH 


N 


3 - hydroxyme t hy 1 - 1 - phenyl -4- 














piperidyl 




Cri 


PW 


IV 


PIT 


IN 


o - me l noxycar uonyi - l-puenyi- h - 














piperidyl 


2606 


CH 


CH 


N 


CH 


N 


3 - e thoxy c arbony 1 - 1 - phenyl - 4 - 














piperidyl 


2607 


CH 


CH 


N 


CH 


N 


3 - i sopr opoxycarbonyl - 1 - phenyl - 4 - 














piperidyl 


2608 


CH 


CH 


N 


CH 


N 


4 - phenylcyclohexyl 


2609 


CH 


CH 


N 


CH 


N 


4- ( 2- f luorophenyl )cyclohexyl 


2610 


CH 


CH 


N 


CH 


N 


4 - ( 3 - f luorophenyl ) cyclohexy 1 


2611 


CH 


CH 


N 


CH 


N 


4- ( 4-f luorophenyl) cyclohexyl 


2612 


CH 


CH 


N 


CH 


N 


4- { 2 -chlorophenyl ) cyclohexy 1 


2613 


CH 


CH 


N 


CH 


N 


4- ( 3 -chlorophenyl) cyclohexyl 


2614 


CH 


CH 


N 


CH 


N 


4 - ( 4 - chlorophenyl } cyclohexy 1 


2615 


CH 


CH 


N 


CH 


N 


4 - ( 2 -methylphenyl ) cyclohexyl 


2616 


CH 


CH 


N 


CH 


N 


4 - ( 3 -methylphenyl ) cyclohexyl 
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2617 


CH 


CH 


N 


CH 


N 


4 - ( 4 -me thylphenyl ) cyclohexyl 


2618 


CH 


CH 


N 


CH 


N 


4 - ( 2 -methoxyphenyl ) cyclohexyl 


2619 


CH 


CH 


N 


CH 


N 


4 - ( 3 -methoxyphenyl ) cyclohexyl 


2620 


CH 


CH 


N 


CH 


N 


4 - ( 4 - methoxyphenyl ) cyclohexyl 


2621 


CH 


CH 


N 


CH 


N 


4 - ( 2 - trif luorome thylphenyl ) cyclo 
hexyl 


2522 


CH 


CH 


N 


CH 


N 


4 - ( 3 - trif luoromethylphenyl ) cyclo 
hexyl 


2623 


CH 


CH 


N 


CH 


N 


4 - ( 4 - trif luoromethylphenyl ) cyclo 
hexyl 


2624 


CH 


CH 


N 


CH 


N 


4 - ( 3 , 5 - dif luorophenyl ) cyclohexyl 


2625 


CH 


CH 


N 


CH 


N 


4 - ( 3 - acetylphenyl) cyclohexyl 


2626 


CH 


CH 


N 


CH 


N 


4 — ( *3 - cv^inonhn^n vl 1 rvnl rthpyvl 


2627 

£m \J Mm / 


CH 

Vol 4 


CH 


N 


CH 


N 


4 — f 2 — rii -F 1 nnrnmpf hn yvnh pnvl \ pvrlo 
hexyl 


2628 


CH 


CH 


N 


CH 


N 


4 - ( 3 - dif luorome thoxyphenyl ) cyclo 
hexyl 


2629 


CH 


CH 


N 


CH 


N 


4 - ( 4 -dif luoromethoxyphenyl ) cyclo 
hexyl 


2630 


CH 


CH 


N 


CH 


N 


4 - ( 2 - pyr idy 1 ) cyclohexyl 


2631 


CH 


CH 


N 


CH 


N 


4 - ( 3 -pyr idyl ) cyclohexyl 


2632 


CH 


CH 


N 


CH 


N 


4 - ( 4 -pyr idyl ) cyclohexyl 


2633 


CH 


CH 


N 


CH 


N 


4- ( 4- fluoro-3-pyridyl) cyclohexyl 


2634 


CH 


CH 


N 


CH 


N 


4 - ( 3 - quinolyl ) cyclohexyl 


2635 


CH 


CH 


N 


CH 


N 


4 - ( 3- f luorophenyl) - 4 -hydroxy - 
cyclohexyl 


2636 


CH 


CH 


N 


CH 


N 


3-phenylcyclohexyl 


2637 


CH 


CH 


N 


CH 


N 


3 - phenylcyclopen tyl 


2638 


CH 


CH 


N 


CH 


N 


6 -phenyl - 3 - tetrahydropyranyl 


2639 


CH 


CH 


N 


CH 


N 


6- ( 3 -f luorophenyl) -3 -tetrahydro- 
pyranyl 


26 40 


CH 


CH 


N 


CH 


N 


2 - phenylcyclopropyl 


26 41 


CH 


CH 


N 


If 


KT 
N 


2 - ( 2 -pyr idyl } cyclopropyl 


2642 


CH 


CH 


N 


CH 


N 


2 - ( 3 -pyrxdyl ) cyclopropyl 


2643 


CH 


CH 


N 


CH 


N 


2 - ( 4 -pyrxdyl ) cyclopropyl 


2644 


CH 


CH 


N 


CH 


N 


2 - ( 3 - f luorophenyl ) cyclopropyl 


2645 


CH 


CH 


N 


CH 


N 


2-xndanyl 


2646 


CH 


CH 


N 


CH 


N 


2 - 1 e t r ahydr onapht hy 1 


2647 


CH 


CH 


N 


CH 


N 


6 -me thoxy- 2 - tetrahydronaphthy 1 


2648 


CH 


CH 


N 


CH 


N 


benzyl 


2649 


CH 


CH 


N 


CH 


N 


phenethyl 
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2650 


CH 


CH 


N 


CH 


N 


3 -phenylpropyl 


2651 


CH 


CH 


N 


CH 


N 


4 -phenylbu tyl 


2652 


CH 


CH 


N 


CH 


N 


2-methoxyphenethyl 


2653 


CH 


CH 


N 


CH 


N 


3-methoxyphenethyl 


2654 


CH 


CH 


N 


CH 


N 


4-methoxyphenethyl 


2655 


CH 


CH 


N 


CH 


N 


4 -f luorophenethyl 


2656 


CH 


CH 


N 


CH 


N 


4 -bromophene thyl 


2657 


CH 


CH 


N 


CH 


N 


4 -chlorophenethyl 


2658 


CH 


CH 


N 


CH 


N 


3-trif luoromethylphenethyl 


2659 


CH 


CH 


N 


CH 


N 


3,4- dimet hoxyphene thyl 


2660 


CH 


CH 


N 


CH 


N 


3 - propoxyphene thy 1 


2661 


CH 


CH 


N 


CH 


N 


3 , 5-dif luorophenethyl 


2662 


CH 


CH 


N 


CH 


N 


4 -dimethylaminophenethyl 


2663 


CH 


CH 


N 


CH 


N 


3-dif luoromethoxyphenethyl 


2664 


CH 


CH 


N 


CH 


N 


2 -rnethy lphenethyl 


2665 


CH 


CH 


N 


CH 


N 


4-acetylphenethyl 


2666 


CH 


CH 


N 


CH 


N 


4 -dimethylamino - 2 -rnethoxyphenethyl 


2667 


CH 


CH 


N 


CH 


N 


cyclohexylethyl 


2668 


CH 


CH 


N 


CH 


N 


2 - ( 2 -pyridyl ) ethyl 


2669 


CH 


CH 


N 


CH 


N 


2 - ( 3 -pyridyl ) ethyl 


2670 


CH 


CH 


N 


CH 


N 


2 - ( 4 - pyridyl ) ethyl 


2671 


CH 


CH 


N 


CH 


N 


2- (2-quinolyl)ethyl 


2672 


CH 


CH 


N 


CH 


N 


2- (3-quinolyl)ethyl 


2673 


CH 


CH 


N 


CH 


N 


2 - { 4 - guinoly 1 ) ethyl 


2674 


CH 


CH 


N 


CH 


N 


2 - ( 6 - quinolyl ) ethyl 


2675 


CH 


CH 


N 


CH 


N 


2 - ( 2 - indolyl ) ethyl 


2676 


CH 


CH 


N 


CH 


N 


2 - { 3 - indolyl ) ethyl 


2677 


CH 


CH 


N 


CH 


N 


2- ( 7 -aza- 3 -indolyl) ethyl 


2678 


CH 


CH 


N 


CH 


N 


2- (benzimidazolyl) ethyl 


2679 


CH 


CH 


N 


CH 


N 


2- (benzoxazolyl) ethyl 


2680 


CH 


CH 


N 


CH 


N 


2- (benzothiazolyl )ethyl 


2681 


CH 


CH 


N 


CH 


N 


2 - ( 1 -naphthyl ) ethyl 


2682 


CH 


CH 


N 


CH 


N 


2- ( 2-naphthyl ) ethyl 


2683 


CH 


CH 


N 


CH 


N 


1 - ( hydroxymethyl ) - 2 - phenylethy 1 


2684 


CH 


CH 


N 


CH 


N 


1- (methoxycarbonyl) -2-phenylethyl 


2685 


CH 


CH 


N 


CH 


N 


1- ( ethoxycarbonyl ) -2-phenylethyl 


2686 


CH 


CH 


N 


CH 


N 


1 - carboxy - 2 - pheny le thyl 


2687 


CH 


CH 


N 


CH 


N 


1- (benzyloxycarbonyl ) -2-phenyl- 



ethyl 
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(continued from Table 3) 

2688 CH CH N CH N 1 - (phenoxymethyl ) -2 -phenylethyl 

2689 CH CH N CH N 1 -( benzyloxymethyl )- 2 -phenylethyl 

2690 CH CH N CH N 1 - (benzylcarbamoyl ) - 2-phenylethyl 

2691 CH CH N CH N 1 - (N-methylbenzylcarbamoyl } -2 - 

phenylethyl 

2 692 CH CH N CH N 1 - (phenylcarbamoyl )- 2-phenylethyl 

2693 CH CH N CH N 1 - (N-methylphenylcarbamoyl ) - 2 - 

phenylethyl 

2694 CH CH N CH N 1 - (N-benzylaminomethyl ) - 2- 

phenylethyl 

2695 CH CH N CH N 1 - ( N-benzyl-N-methylamino- 

methy 1 ) - 2 -phenylethy 1 
2 696 CH CH N CH N 1 -( anilinomethyl )- 2 -phenylethyl 

2697 CH CH N CH N 1 - ( N-methylanilinomethyl ) - 2- 

phenylethyl 

2698 CH CH N CH N 1 - ( N-methylaminomethyl ) -2 - 

phenylethyl 

2699 CH CH N CH N 1- ( N- ethyl aminome thy 1 ) -2- 

phenylethyl 

2700 CH CH N CH N 1 - ( N-isobutylaminomethyl ) - 2- 

phenylethyl 

2701 CH CH N CH N 1 - ( N-cyclopropylmethylamino- 

methyl ) - 2-phenylethyl 
2 702 CH CH N CH N 1 -< aminomethyl ) -2 -phenylethyl 

2703 CH CH N CH N 1 -benzyl- 2 - ( 2 -pyridylmethyl- 

amino) ethyl 

2704 CH CH N CH N l-benzyl-2- ( 3-pyridylmethyl- 

araino ) ethyl 

2705 CH CH N CH N 1 -benzyl-2 - ( 4 -pyridylmethyl- 

amino) ethyl 

2706 CH CH N CH N 2-phenyl-l- ( 2 -pyridylmethyl- 

carbamoyl ) ethyl 

2707 CH CH N CH N 2-phenyl- 1 -( 3 -pyridylmethyl- 

carbamoyl ) ethyl 

2708 CH CH N CH N 2-phenyl- 1 -( 4 -pyridylmethyl- 

carbamoyl ) e t hy 1 

2709 CH CH N CH N 2 -hydroxy- 2 -phenylethyl 

2710 CH CH N CH N benzoylmethyl 

2711 CH CH N CH N 1 - ( benzyloxycarbonyl ) - 2 - ( 3 - 

indolyl) ethyl 

2712 CH CH N CH N 1 -( benzyloxycarbonyl )- 2 - 

cyclohexylethyl 

2713 CH CH N CH N 1- (phenoxymethyl ) -2- ( 3- 

indolyl ) ethyl 



98 



EP 1 415 986 A1 



{continued from Table 3) 



2714 


CH 


CH 


N 


CH 


N 


2 - { 2 -methoxyphenoxy ) ethyl 


771 c 

£. 1 -L D 




V_.I1 


M 




in 


1 — ( Y\(^t\ 1 rarhpmnvl A — — 
J. \ uciibyiuaiu cxi 1 1 u jr j_ y z. 














Lyuiuiicxyic Liiyx 


z / Id 


r* it 

Cn 


v-rl 


M 




XT 

IN 


1 __ / KT _ m +■ V» t f 1 1^ o t-» rrYT 1 « —j v"V% a iyi Air T "\ _ *y _ 

jl — \ iM 'iHcLnyiucnzyicarDainoyx ) ~ c.— 














cyclohexylethyl 


2 717 


CH 


CH 


XT 
N 


CH 


XT 


1 - ( phenyl carbamoyl ) -2-cyclohexyl 














etnyi 


2718 


CH 




M 

N 


Cii 


KT 


1 - ( N-methylphenylcarbanioyl ) - 2 - 














cyclohexylethyl 


2719 


CH 


CH 


N 


CH 


N 


1 - ( benzyloxycarbonyl ) - 2 - ( 3 - 














pyridyl ) ethyl 


2720 


CH 


CH 


N 


CH 


N 


1 - ( benzylaminomethyl ) - 2- ( 3- 














pyridyl ) ethyl 


2721 


CH 


CH 


N 


CH 


XT 

N 


1 - ( ben zylcarbamoyl ) - 2 - 














4 - pyridyl ) ethyl 


2722 


CH 


CH 


N 


CH 


N 


1 - ( 4 -pyridylrnethylcarbamoyl ) - 2 - 














# A ITT "1 , . 1 T \ jt ^ 

( 4 - f luor ophenyl ) ethyl 


2723 


CH 


CH 


N 


CH 


N 


1- ( benzylcarbamoyl ) -2- ( 7-aza-3- 














xndolyl ) ethyl 


2724 


CH 


CH 


N 


CH 


N 


1- ( benzyloxymethyl ) - 2 - ( 2 - 














indolyl ) ethyl 


0 7 9 S 


ru 




in 


ru 




1 — f M - hpn 7v1 _ KT -,mpf hvl P*m t nnmpthvl 1 . 














2 - ( 3 -pyridyl ) ethyl 


2726 


CH 


CH 


N 


CH 


N 


1 - ( N-me thylbenzylcarbamoyl ) -2- 














( 3 -pyridyl ) ethyl 


2727 


CH 


CH 


N 


CH 


N 


2 -hydroxy- 2- ( 4 -dime thy 1 amino - 














phenyl ) ethyl 


2728 


CH 


CH 


N 


CH 


N 


2 -hydroxy- 2 - (.2 - quinolyl ) ethyl 


2729 


CH 


CH 


N 


CH 


N 


2 -hydroxy- 2 - ( 3 - quinolyl ) ethyl 


2730 


CH 


CH 


N 


CH 


N 


2 -hydroxy- 2 - ( 4 - quinolyl ) ethyl 


2731 


CH 


CH 


N 


CH 


N 


2 - hydroxy- 2 -(3,5- dif luorophenyl ) 














ethyl 


O *7 O O 

2732 


CH 


CH 


KT 

N 


CH 


XT 


1 -carboxy- 2 - cyclohexylethyl 


2733 


CH 


/~»T_I 

CH 


XT 

N 


CH 


XT 


2 -hydroxy- 2- ( 6 -quinolyl) ethyl 


2734 


CH 


CH 


XT 

N 


CH 


KT 


2 - ( benzylarnino ) - 2 -phenylethyl 


2735 


CH 


CH 


XT 

N 


CH 


XT 


z -amino- z- ( z -napnthyl j propyl 


2736 


CH 


CH 


N 


CH 


N 


2 - ( phenylamino ) ethyl 


2737 


CH 


CH 


N 


CH 


N 


diphenylmethyl 


2738 


CH 


CH 


N 


CH 


N 


2 , 2-diphenylethyl 


2739 


CH 


CH 


N 


CH 


N 


2-phenyl-2- ( 2 -pyridyl) ethyl 


2740 


CH 


CH 


N 


CH 


N 


2-phenyl-2- ( 3 -pyridyl) ethyl 


2741 


CH 


CH 


N 


CH 


N 


2 - phenyl - 2 - ( 4 -pyridyl ) e thy 1 


2742 


CH 


CH 


N 


CH 


N 


2 -phenoxy- 2 -phenylethyl 
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2743 


CH 


CH 


N 


CH 


N 


2- (benzyloxy ) -2-phenylethyl 


2744 


CH 


/iff 
CH 


CH 


N 


CH 


1 -phenyl - 3-pyrrolidinyl 


2745 


CH 


CH 


CH 


N 


CH 


1- ( 2-f luorophenyl ) -3 -pyrrolidinyl 


2746 


CH 


CH 


CH 


N 


CH 


1 - ( 3 - f luorophenyl ) - 3 - pyrrol idinyl 


27 Al 


CH 


CH 


CH 


N 


CH 


1- ( 4 -f luorophenyl) -3-pyrrolidmyl 


2748 


CH 


CH 


CH 


N 


CH 


1 - ( 2 - chlor opheny 1 ) - 3 - pyrrol idinyl 


2749 


CH 


CH 


CH 


N 


CH 


1- (3-chlorophenyl) -3 -pyrrolidinyl 


2750 


CH 


CH 


CH 


N 


CH 


1 - ( 4 - chloropheny 1 ) - 3 - pyrrol idinyl 


2751 


CH 


CH 


CH 


N 


CH 


1 - ( 2 -methylphenyl ) - 3 -pyrrolidinyl 




CH 


CH 


CH 


N 


CH 


1 — ( l-mpthvl nhpnv 1 ] - nvrrn 1 i c\ i n vl 

J. V— ' IIIC? »-**Jf iyiiciljr -L. y <j ^/ _j i. J- l-r _1_ -i- 1 1 -L 


2753 


CH 


CH 


Tj 


M 

N 


/-ITT 


l - V 4-metnyipnenyi } -3-pyrroliamyl 


2754 


CH 


CH 


CH 


N 


CH 


1 - ( 2 -me thoxyphenyl ) - 3 - 














pyrrolidinyl 


2755 


CH 


CH 


CH 


N 


CH 


1 - ( 3 -me thoxyphenyl ) - 3 - 














pyrrolidinyl 


2756 


CH 


CH 


CH 


N 


CH 


1 - ( 4 -me thoxyphenyl ) - 3 - 














pyrrolidinyl 


2757 


CH 


CH 


CH 


N 


CH 


1- ( 2-trif luoromethylphenyl ) -3- 














pyrrolidinyl 


2758 


CH 


CH 


CH 


N 


CH 


1 - ( 3 - 1 r if luoromethylphenyl ) - 3 - 














pyrrolidinyl 


2759 


CH 


CH 


CH 


N 


CH 


1 - ( 4 - trif luoromethylphenyl ) - 3 - 














pyrrolidinyl 


2760 


CH 


CH 


CH 


N 


CH 


1- (3, 5 -dif luorophenyl) -3- 














pyrrolidinyl 


O "7 A 1 








M 

IH 




i \ £. aii- xuui ijiTi6 Lxioxypiienyj. ) — 3 — 














pyrrolidinyl 


2762 


CH 


CH 


CH 


N 


CH 


1- ( 3 -dif luoromethoxyphenyl ) - 3 - 














pyrrolidinyl 


2763 


CH 


CH 


CH 


N 


CH 


1- { 4 -dif luoromethoxyphenyl) -3- 














pyrrol idinyl 


2764 


CH 


CH 


CH 


N 


CH 


1- ( 2-pyridyl) -3 -pyrrolidinyl 


2765 


CH 


CH 


CH 


N 


CH 


1- ( 3 -pyr idyl) -3 -pyrrol idinyl 


2766 


CH 


CH 


CH 


N 


CH 


1- ( 4-pyndyl) -3 -pyrrolidinyl 


2767 


CH 


CH 


CH 


N 


CH 


1- ( 2 -pyr imidinyl) - 3 -pyrrolidinyl 


2768 


CH 


CH 


CH 


N 


CH 


5 -oxo- 1 -phenyl - 3 -pyrrolidinyl 


2769 


CH 


CH 


CH 


N 


CH 


1 -phenyl - 3 - piperidyl 


2770 


CH 


CH 


CH 


N 


CH 


1- ( 2-f luorophenyl) -3 -piperidyl 


2771 


CH 


CH 


CH 


N 


CH 


1- ( 3-f luorophenyl) -3 -piperidyl 


2772 


CH 


CH 


CH 


N 


CH 


1- ( 4 -f luorophenyl) -3 -piperidyl 


2773 


CH 


CH 


CH 


N 


CH 


1 - ( 2-chlorophenyl ) -3 -piperidyl 


2774 


CH 


CH 


CH 


N 


CH 


1 - ( 3 - chlorophenyl ) - 3 -piperidyl 
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2775 


CH 


CH 


CH 


N 


CH 


1 - ( 4 - chlorophenyl ) - 3 -piperidyl 


2776 


CH 


CH 


CH 


N 


CH 


1- (2 -methylphenyl) -3 -piperidyl 


2777 


CH 


CH 


CH 


N 


CH 


1- (3-methylphenyl) -3-piperidyl 


2778 


CH 


CH 


CH 


N 


CH 


1 - ( 4 -methylphenyl ) - 3 -piperidyl 


2779 


CH 


CH 


CH 


N 


CH 


1- (2 -methoxyphenyl) -3 -piperidyl 


2780 


CH 


CH 


CH 


N 


CH 


1 - ( 3 -methoxvDhenvl ) - 3-DiDeridvl 


o n a i 








M 

n 




x - K 4 - me inoxypneny i. j - j-pipenayi 


2782 


CH 


CH 


CH 


N 


CH 


1- ( 2- trif luoromethylphenyl) -3- 














piperidyl 


2783 


CH 


CH 


CH 


N 


CH 


1- (3- trif luoromethylphenyl) -3- 














piperidyl 


2784 


CH 


CH 


CH 


N 


CH 


1 - ( 4 - 1 rif luorome thy lphenyl ) - 3 - 














piperidyl 


2785 


CH 


CH 


CH 


N 


CH 


1- (3 , 5 -dif luorophenyl) -3- 














piperidyl 


O 1 R A 


v-.il 




v^n 


M 


pu 

v-n. 


J. \ ^ uii x uux. (jjiic Liic/xy jpiieiiy -L y o — 














piperidyl 


2787 


CH 


CH 


CH 


N 


CH 


1 - ( 3 - dif luoromethoxyphenyl ) - 3 - 














piperidyl 


2788 


CH 


CH 


CH 


N 


CH 


1 - ( 4 - dif luoromethoxyphenyl ) - 3 - 














piperidyl 


2789 


CH 


CH 


CH 


N 


CH 


1 - ( 2 - pyr idyl ) - 3 - piperidyl 


2790 


CH 


CH 


CH 


N 


CH 


1 - ( 3 -pyridyl ) - 3-piperidyl 


2791 


CH 


CH 


CH 


N 


CH 


1- ( 4 -pyridyl) -3-piperidyl 


2792 


CH 


CH 


CH 


N 


CH 


1 -phenyl- 4 -piperidyl 


2793 


CH 


CH 


CH 


N 


CH 


1- ( 2-f luorophenyl) -4 -piperidyl 


2794 


CH 


CH 


CH 


N 


CH 


1- ( 3-f luorophenyl) -4 -piperidyl 


2795 


CH 


CH 


CH 


N 


CH 


1- ( 4 -f luorophenyl) -4 -piperidyl 


2796 


CH 


CH 


CH 


N 


CH 


1- { 2-chlorophenyl ) -4 -piperidyl 


2797 


CH 


CH 


CH 


N 


CH 


1- ( 3-chlorophenyl) -4 -piperidyl 


2798 


CH 


CH 


CH 


N 


CH 


1 - { 4 - chlorophenyl ) - 4 - piperidyl 


2799 


CH 


CH 


CH 


N 


CH 


1 - ( 2 -methylphenyl ) - 4 -piperidyl 


2800 


CH 


CH 


CH 


N 


CH 


1- (3-methylphenyl) -4 -piperidyl 


2801 


CH 


CH 


CH 


N 


CH 


1- ( 4 -methylphenyl) -4 -piperidyl 


2802 


CH 


CH 


CH 


N 


CH 


1 - ( 2 -me t hoxyphenyl ) - 4 - piperidyl 


2803 


CH 


CH 


CH 


N 


CH 


1 - ( 3 -methoxyphenyl ) - 4 -piperidyl 


2804 


CH 


CH 


CH 


N 


CH 


1- ( 4 -methoxyphenyl) -4 -piperidyl 


2805 


CH 


CH 


CH 


N 


CH 


1- ( 2 -trif luoromethylphenyl ) -4- 














piperidyl 


2806 


CH 


CH 


CH 


N 


CH 


1 - ( 3 - trif luoromethylphenyl ) - 4 - 



piperidyl 
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AOU / 


L#fl 


cri 




M 
vl 




-L I ** Li 1I1UUX vjlllfcj Lily X^Jllciliy -L J ** 














r> i r> f* r i dv 1 


ZDUO 


ru 
<^n 




ru 


M 




















2809 


CH 


CH 


CH 


N 


CH 


1- (2 -dif luoromethoxyphenyl ) -4- 














piperidyl 


2810 


CH 


CH 


CH 


N 


CH 


1 - ( 3 - dif luoromethoxyphenyl ) -4 - 














piperidyl 


2811 


CH 


CH 


CH 


N 


CH 


l-( 4 -dif luoromethoxyphenyl) -4- 














pxperidyl 


2812 


CH 


CH 


CH 


N 


CH 


1 - ( 2 -pyridyl ) - 4 -piper idyl 


2813 


CH 


CH 


CH 


N 


CH 


1- { 3 -pyridyl ) -4 -piperidyl 


O A ** 




ru 

n 




N 


11 


1 — f 4 — nvri rtvl ^ — 4 — n i npri rlv 1 


2815 


CH 


CH 


r~* tt 

CH 


N 


/•"» TT 


3 - nyaroxyme tnyi - 1 - pnenyi - 4 - 














piperiQyi 


2816 


CH 


CH 


CH 


N 


CH 


3 - me t hox vc arb o n vl - 1-Dhenvl - 4 - 














piperidyl 


2817 


CH 


CH 


CH 


N 


CH 


3 - ethoxycarbonyl- 1 -phenyl - 4 - 














piperidyl 


2818 


CH 


CH 


CH 


N 


CH 


3 - isopropoxycarbonyl - 1 -phenyl- 4 - 














piperidyl 


2819 


CH 


CH 


CH 


N 


CH 


4 -phenylcyclohexyl 


2820 


CH 


CH 


CH 


N 


CH 


4 - ( 2 - f luor opheny 1 ) cyclohexy 1 


2821 


CH 


CH 


CH 


N 


CH 


4- ( 3-f luorophenyl) cyclohexy 1 


2822 


CH 


CH 


CH 


N 


CH 


4- ( 4 -f luorophenyl ) cyclohexy 1 


2823 


CH 


CH 


CH 


N 


/ITT 

CH 


4 - ( 2 - chlorophenyl ) cyclohexyl 


2824 


CH 


CH 


CH 


N 


CH 


4 - ( 3 - chlorophenyl ) cyclohexyl 


2825 


CH 


CH 


CH 


N 


CH 


4 - ( 4 - chlorophenyl ) cyclohexyl 


2826 


CH 


CH 


CH 


N 


CH 


4 - ( 2 -me thylphenyl ) cyclohexyl 


2827 


CH 


CH 


CH 


N 


CH 


4- ( 3 -methylphenyl) cyclohexyl 


2828 


CH 


CH 


CH 


N 


CH 


4- ( 4 -me thylphenyl) cyclohexyl 


2829 


CH 


CH 


CH 


N 


CH 


4- ( 2 -methoxyphenyl ) cyclohexyl 


2830 


CH 


CH 


CH 


N 


CH 


4 - ( 3 -methoxyphenyl ) cyclohexyl 


2831 


CH 


CH 


CH 


N 


CH 


4- ( 4 -methoxyphenyl ) cyclohexyl 


2832 


CH 


CH 


CH 


N 


CH 


4- ( 2 - trif luoromethvlohenvl ) cvclo 














hexyl 


2833 


CH 


CH 


CH 


N 


CH 


4 - ( 3-trif luoromethylphenyl ) cyclo 














hexyl 


2834 


CH 


CH 


CH 


N 


CH 


4 - ( 4 -trif luoromethylphenyl ) cyclo- 














hexyl 


2835 


CH 


CH 


CH 


N 


CH 


4 - ( 3 , 5 - dif luorophenyl ) cyclohexyl 


2836 


CH 


CH 


CH 


N 


CH 


4 - ( 3 -acetylphenyl ) cyclohexyl 
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zoo / 


I— 11 




v^n 


in 




60 JO 


CU 
wn 




rii 
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IN 


ru 


2839 


CH 


CH 


CH 


N 


CH 


2840 


CH 


CH 


CH 


N 


CH 


2841 


CH 


CH 


CH 


N 


CH 


2842 


CH 


CH 


CH 


N 


CH 


2843 


CH 


CH 


CH 


N 


CH 


2844 


CH 


CH 


CH 


N 


CH 


2845 


CH 


CH 


CH 


N 


CH 


2846 


CH 


CH 


CH 


N 


CH 


2847 


CH 


CH 


CH 


N 


CH 


2848 


CH 


CH 


CH 


N 


CH 


2849 


CH 


CH 


CH 


N 


CH 


2B50 


CH 


CH 


CH 


N 


CH 


2851 


CH 


CH 


CH 


N 


CH 


2852 


CH 


CH 


CH 


N 


CH 


2853 


CH 


CH 


CH 


N 


CH 


2854 


CH 


CH 


CH 


N 


CH 


2855 


CH 


CH 


CH 


N 


CH 


2856 


CH 


CH 


CH 


N 


CH 


2857 


CH 


CH 


CH 


N 


CH 


2858 


CH 


CH 


CH 


N 


CH 


2859 


CH 


CH 


CH 


N 


CH 


2860 


CH 


CH 


CH 


N 


CH 


2861 


CH 


CH 


CH 


N 


CH 


2862 


CH 


CH 


CH 


N 


CH 


2863 


CH 


CH 


CH 


N 


CH 


2864 


CH 


CH 


CH 


N 


CH 


2865 


CH 


CH 


CH 


N 


CH 


2866 


CH 


CH 


CH 


N 


CH 


2867 


CH 


CH 


CH 


N 


CH 


2868 


CH 


CH 


CH 


N 


CH 


2869 


CH 


CH 


CH 


N 


CH 


2870 


CH 


CH 


CH 


N 


CH 


2871 


CH 


CH 


CH 


N 


CH 



4 - ( 3 - cyanophenyl ) cy clohexy 1 

4- ( 2-dif luoromethoxyphenyl)cyclo 

hexyl 

4- ( 3-dif luorornethoxyphenyljcyclo 
hexyl 

4 - ( 4 -dif luoromethoxyphenyl ) cyclo 
hexyl 

4 - ( 2 -pyridyl ) cyclohexyl 

4 - ( 3 -pyridyl ) cyclohexyl 

4 - ( 4 -pyridyl ) cyclohexyl 

4 - ( 4 - f luoro - 3 -pyridyl ) cyclohexyl 

4- ( 3 -quinolyl) cyclohexyl 

4- ( 3 -fluoro phenyl) -4-hydroxy- 

cyclohexyl 

3 -phenylcyclohexyl 

3 -phenylcyclopentyl 

6 - phenyl - 3 - 1 e t r ahy dr opyr any 1 

6 - ( 3 - f luoropheny 1 ) - 3 - tet rahy dro - 

pyranyl 

2 -phenylcyclopropyl 

2 - ( 2 - pyridyl ) cyclopropyl 

2 - ( 3 - pyridyl ) cyclopropyl 

2 - ( 4 -pyridyl ) cyclopropyl 

2 - ( 3 - f luorophenyl ) cyclopropyl 

2- indanyl 

2 - tetrahydronaphthyl 

6 - me t h oxy - 2 - 1 e t rahy dro napht hyl 

benzyl 

phenethyl 

3 - phenylpropyl 

4 - phenylbutyl 

2- methoxyphenethyl 

3 - methoxyphenethyl 

4 - methoxyphenethyl 
4 - f luorophenethyl 
4 - bromophene thyl 

4 -chlorophenethyl 
3 - 1 r if luorome thy lphene thyl 
3 « 4-dimethoxyphenethyl 
3 -propoxyphene thyl 
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2872 


CH 


CH 


CH 


N 


CH 


3 , 5 - dif luorophene thy 1 


2873 


CH 


CH 


CH 


N 


CH 


4-dimethylaminophenethyl 


2874 


CH 


CH 


CH 


N 


CH 


3 -dif luoromethoxyphenethyl 


2875 


CH 


CH 


CH 


N 


CH 


2-methylphenethyl 


2876 


CH 


CH 


CH 


N 


CH 


4 - ace tylphenethyl 


2877 


CH 


CH 


CH 


N 


CH 


4 - dimethylamino - 2 -methoxy- 














phenethyl 


2878 


CH 


CH 


CH 


N 


CH 


cyclohexylethyl 


2879 


CH 


CH 


CH 


N 


CH 


2- (2-pyridyl)ethyl 


2880 


CH 


CH 


CH 


N 


CH 


2 - ( 3 -pyridyl ) ethyl 


2881 


CH 


CH 


CH 


N 


CH 


2- (4 -pyridyl) ethyl 


2882 


CH 


CH 


CH 


N 


CH 


2- (2-quinolyl)ethyl 


2883 


CH 


CH 


CH 


N 


CH 


2 - ( 3 -quinolyl ) ethyl 


2884 


CH 


CH 


CH 


N 


CH 


2- (4-quinolyl)ethyl 


2885 


CH 


CH 


CH 


N 


CH 


2- (6 -quinolyl) ethyl 


2886 


CH 


CH 


CH 


N 


CH 


2 - ( 2 - indolyl ) ethyl 


2887 


CH 


CH 


CH 


N 


CH 


2 - ( 3 - indolyl ) ethyl 


2888 


CH 


CH 


CH 


N 


CH 


2- (7-aza-3-indolyl)ethyl 


2889 


CH 


CH 


CH 


N 


CH 


2- (benzimidazolyl) ethyl 


2890 


CH 


CH 


CH 


N 


CH 


2 - ( benzoxazolyl ) ethyl 


2891 


CH 


CH 


CH 


N 


CH 


2 - ( benzothiazolyl } ethyl 


2892 


CH 


CH 


CH 


N 


CH 


2 - ( 1 - napht hyl ) ethyl 


2893 


CH 


CH 


CH 


N 


CH 


2 - ( 2 - napht hyl ) ethyl 


2894 


CH 


CH 


CH 


N 


CH 


1 - ( hydroxymethyl ) - 2 -phenylethyl 


2895 


CH 


CH 


CH 


N 


CH 


1- ( methoxycarbonyl ) -2 -phenylethyl 


2896 


CH 


CH 


CH 


N 


CH 


1 - ( ethoxycarbonyl ) - 2-phenylethyl 


2897 


CH 


CH 


CH 


N 


CH 


1 - caxboxy- 2 -phenylethyl 


2898 


CH 


CH 


CH 


N 


CH 


1 - ( benzvloxvcarbonvl ^ - 2 - 














phenylethyl 


2899 


CH 


CH 


CH 


N 


CH 


1 - f "nil f^n n wmp> "h Jrv 1 ^ - ? — TvVi 1 pfhvl 


9 q An 








M 


ru 
v^n 


i \ ucii ^y xvj jtyiiits Liiy x ) — z. ~ piie.iiy x~ 














at hiirl 

e LxiyjL 




ru 


ru 








jl - ^ oenzyxcar Dainoyi ) - z - pneny 16 iny i 


2902 


CH 


CH 


CH 


N 


CH 


1- (N-methylbenzylcarbamoyl) -2- 














phenylethyl 


2903 


CH 


CH 


CH 


N 


CH 


1 - ( phenylcarbamoyl ) - 2 - phenyl - 














ethyl 


2904 


CH 


CH 


CH 


N 


CH 


1 - ( N-met hylphenylcarbamoyl ) - 2 - 














phenylethyl 


2905 


CH 


CH 


CH 


N 


CH 


1- (N-benzylaminomethyl ) -2- 



phenylethyl 
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2906 


CH 


CH 


CH 




N 


CH 


l _ f m. hpn7vl - W-mpi"hvl ^rni Tin - 
















nethvl ) - 2-Dhpnvlethvl 


2907 


CH 


CH 


CH 




N 


CH 


-L V QiiiiinuineL,uyi j — z - pnenyieunyi 


O 


CM 


CM 


CM 






CM 


i - v w -me tnyxanxxinoine tnyx j - 2 - 
















phenyl ethyl 


2909 


/-ITT 

CH 


CH 






M 

N 


CH 


1- vN-metnylaminometriyl) -2-pnenyl- 
















e rnyx 




cn 


cm 


CM 






cm 


x - \ im - e Lnyxamxnome tnyi j - z -pnenyx - 
















_.4.V,„1 

etnyl 


Z?l X 


Ln 


CM 


CM 




M 


CM 


1 - (N- isobutylaminorne thyl ) — 2 - 
















phenylethyl 


z y i z 


CM 


CM 


fir 
CM 




M 


CM 


1 - { N- cy c 1 op ropylmethyl amino- 
















metnyl ) - 2 -pnenyletnyl 




In 


CH 


CH 




M 

N 


cri 


l - \ aminometnyl ) - 2 -pnenyletnyl 


2914 


CH 


CH 


CH 




N 


CH 


1 -benzyl - 2 - ( 2 -pyridylme thyl - 
















amino) ethyl 


2915 


CH 


CH 


CH 




N 


CH 


1 - benzyl - 2 - ( 3 -pyridylme thy 1 - 
















amino) ethyl 


2916 


CH 


CH 


CH 




N 


CH 


l-benzyl-2- ( 4 - pyridylme thyl- 
















amino ) ethyl 


2917 


CH 




CM 






CM 


z-pnenyi- i - ( 2 -pyrxayimetnyi- 


















2918 


CH 








N 


pu 

n. 


^ — )jkit5iiy _l j. ^ o — pyx _LLiy -Liiiti Lily _l — 
















("•^a rhPTTinvl \ pfhvl 

OQ-L UCJiUVJ -L/C' L. A 1 -X. 


2919 


CH 


CH 


CH 




N 


CH 


2 — "ohenvl — 1 - f 4 - nvridvl m<a+- V\xr i _ 
















< o jl. ucuuu j/ j. ji c hijy j_ 


2920 


CH 


CH 


CH 




N 


CH 


2 - hvdroxv - 2 — Dhenvlethvl 


2921 CH 




v— n 








V\ /a n 'T' r^\7" 1 mta"t~Vi^zl 
ucu6uy xiiic Liiy x 


2922 CH 




CM 


M 




pu 
CM 


x - i oenzyioxycar oonyx ; — 2 - ^ J - 
















xnaoxyx ; etnyi 


2923 CH 


CM 


CM 


M 




pu 
CM 


x- ^ Denzyioxycdr oonyx j — z-cycio- 
















fiexyie tnyx 


2924 CH 


CM 


CM 


KF 
W 




pu 
CM 


x - \ pnenoxyme tnyx ) — 2 - \ 3 - 
















xnaoxyx j e tnyx 


2925 CH 


cm 


L.M 


M 
IN 




crl 


£- - \ z — me Lnoxypnenoxy y einyi 


2926 CH 


CH 


CH 


N 




CH 


1 - ( ben zy Icarbamoy 1 ) - 2 - cyclo - 
















hexylethyl 


2927 CH 


CH 


CH 


N 




CH 


1- (N-methylbenzylcarbamoyl) -2 - 
















cyclohexylethyl 


2928 CH 


CH 


CH 


N 




CH 


1 - ( phenylcarbamoyl ) - 2 - 
















cyclohexylethyl 


2929 CH 


CH 


CH 


N 




CH 


1 - ( N-methylphenylcarbamoyl ) - 2 - 
















cyclohexylethyl 


2930 CH 


CH 


CH 


N 




CH 


1 - ( benzyloxycarbonyl ) - 2 - ( 3 - 



pyridyl ) ethyl 
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2931 CH 


Ln 


CH 


M 

rsi 


Cxi 


x - \ uenzy lauiinome uny x / - z- \ j- 














pynciyx j etnyx 


2932 CH 


C* IT 

CH 


CH 


KT 


Cri 


J- \ Denzyicax Doinoyi ) - /. — \ *± - 














pyridyl ) ethyl 


2933 CH 


CH 


CH 


KT 


/"IT 

CH 


± - \ *k - pyriayxme tnyicarDamoyi j — z - \ - 














f luorophenyl ) ethyl 


2934 CH 


r»u 
CH 


P TT 

CH 


M 

N 


Cri 


1 - V DCnzyiCaruamOyi J ~ / ~ V / -aZa- j- 














maoiyi / etnyi 


2935 CH 


CH 


/-IT T 

CH 


N 


PIT 

CH 


1 - (benzyloxyiTietnyl ) - 2 - ( 2 - 














indolyl ) ethyl 


2936 CH 


CH 


CH 


N 


CH 


1 - f M-H^n zvl - N- mpt"ri\/l aminonipfhvl i — 














2- (3 -pyr idyl) ethyl 


2937 CH 


CH 


CH 


N 


CH 


1- (N-methylbenzylcarbamoyl) -2- 














( 3 -pyridyl ) ethyl 


2938 CH 


CH 


CH 


N 


CH 


2 -hydroxy- 2- ( 4 -dimethylamino- 














phenyl ) ethyl 


2939 CH 


CH 


CH 


N 


CH 


2 -hydroxy- 2- ( 2-quinolyl)ethyl 


2940 CH 


CH 


CH 


N 


CH 


2-hydroxy-2- ( 3-quinolyl)ethyl 


2941 


CH 


CH 


CH 


N 


CH 


2 -hydroxy- 2- ( 4-quinolyl)ethyl 


2942 


CH 


CH 


CH 


N 


CH 


2 -hydroxy- 2- ( 3 , 5-dif luoro- 
phenyl) ethyl 


2943 


CH 


CH 


CH 


N 


CH 


1 -carboxy- 2 -cyclohexylethyl 


2944 


CH 


CH 


CH 


N 


CH 


2 -hydroxy- 2- ( 6 -quinolyl ) ethyl 


2945 


CH 


CH 


CH 


N 


CH 


2- (benzylamino) -2-phenylethyl 


2946 


CH 


CH 


CH 


N 


CH 


2 -amino- 2- ( 2-naphthyl) propyl 


2947 


CH 


CH 


CH 


N 


CH 


2 - ( phenylamino ) ethyl 


2948 


CH 


CH 


CH 


N 


CH 


diphenylmethyl 


2949 


CH 


CH 


CH 


N 


CH 


2 , 2-diphenylethyl 


2950 


CH 


CH 


CH 


N 


CH 


2- phenyl- 2- ( 2 -pyridyl ) ethyl 


2951 


CH 


CH 


CH 


N 


CH 


2-phenyl-2- (3 -pyridyl } ethyl 


2952 


CH 


CH 


P TT 

CH 


KT 

N 


PIT 

CH 


z - pnenyl- z - ( 4 - pyr idyl ) ethyl 


2953 


CH 


p rj 
CH 


PIT 

CH 


XT 
N 


p TT 

CH 


2-phenoxy- 2 -phenylethyl 


2954 


CH 


CH 


p TT 

CH 


N 


pTJ 

CH 


2- ( benzyl oxy) -2-phenylethyl 


2955 


CH 


CH 


CH 


KT 
N 


KT 

N 


1 -phenyl - 3 -pyrrolidinyl 


2956 


CH 


/-ITT 

CH 


PIT 

CH 


N 


KT 
N 


1 - { 2 -f luorophenyl ) - 3 -pyrrolidinyl 


2957 


CH 


CH 


CH 


N 


N 


1 - ( 3 - f luorophenyl ) - 3 - pyrrolidinyl 


2958 


CH 


CH 


CH 


N 


N 


1- ( 4 -f luorophenyl) - 3 -pyrrolidinyl 


2959 


CH 


CH 


CH 


N 


N 


1- ( 2-chlorophenyl) - 3 -pyrrolidinyl 


2960 


CH 


CH 


CH 


N 


N 


1- ( 3-chlorophenyl) - 3 -pyrrolidinyl 


2961 


CH 


CH 


CH 


N 


N 


1- ( 4-chlorophenyl) - 3 -pyrrolidinyl 


2962 


CH 


CH 


CH 


N 


N 


1- ( 2 -methylphenyl) - 3- pyrrolidinyl 


2963 


CH 


CH 


CH 


N 


N 


1 - ( 3 -methylphenyl ) - 3 -pyrrolidinyl 
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2964 


CH 


CH 


CH 


N 


N 


1 - ( 4 -methylphenyl ) - 3 -pyrrolidinyl 


2965 


CH 


CH 


CH 


N 


N 


1- (2-methoxyphenyl) -3 -pyrrolidinyl 


2966 


CH 


CH 


CH 


N 


N 


1 - ( 3 -methoxyphenyl ) - 3 -pyrrolidinyl 


zyo / 








M 

r* 


IN 


i - \ 4 -me xnoxypnenyj. j - j-pyrro iiainyi 


2968 


CH 


CH 


CH 


N 


N 


1- (2-trif luoromethylphenyl) -3- 














pyrrolidinyl 


2969 


CH 


CH 


CH 


N 


N 


1 - ( 3 - trif luoromethylphenyl ) - 3 - 














pyrrolidinyl 


2970 


CH 


CH 


CH 


N 


N 


1- (4- trif luoromethylphenyl) -3- 














pyrrolidinyl 


2971 


CH 


CH 


CH 


N 


N 


1 - ( 3 , 5 -dif luorophenyl ) - 3 - 














pyrrolidinyl 


2972 


CH 


CH 


CH 


N 


N 


1 - ( 2 - air luorometnoxypnenyl ) - 3 - 
















2973 


CH 


CH 


CH 


N 


N 


1 - ( 3 - dif luoromethoxyphenyl ) - 3- 














pyrrolidinyl 


2974 


CH 


CH 


CH 


N 


N 


1 - ( 4 - dif luoromethoxyphenyl ) -3- 














pyrrolidinyl 


2975 


CH 


CH 


CH 


N 


N 


1- (2 -pyr idyl) -3 -pyrrolidinyl 


2976 


CH 


CH 


CH 


N 


N 


1 - ( 3 - pyr idy 1 ) - 3 - pyr r o 1 i diny 1 


2977 


CH 


CH 


CH 


N 


N 


1- (4-pyridyl) -3 -pyrrolidinyl 


2978 


CH 


CH 


CH 


N 


N 


1- (2-pyrimidinyl) - 3 -pyrrolidinyl 


2979 


CH 


CH 


CH 


N 


N 


5 - oxo - 1 - phenyl - 3 - pyrrolidinyl 


2980 


CH 


CH 


CH 


N 


N 


1 -phenyl- 3 -piper idyl 


2981 


CH 


CH 


CH 


N 


N 


1- ( 2- f luorophenyl) -3-piperidyl 


2982 


CH 


CH 


CH 


N 


N 


1- ( 3- f luorophenyl) -3-piperidyl 


2983 


CH 


CH 


CH 


N 


N 


1- ( 4-f luorophenyl) -3-piperidyl 


2984 


CH 


CH 


CH 


N 


N 


1- ( 2-chlorophenyl) -3-piperidyl 


2985 


CH 


CH 


CH 


N 


N 


1 - { 3 - chloropheny 1 ) - 3 - piper idy 1 


2986 


CH 


CH 


CH 


N 


N 


1 - ( 4 - chlorophenyl ) - 3-piperidyl 


2987 


CH 


CH 


CH 


N 


N 


1- ( 2 -methylphenyl) -3-piperidyl 


2988 


CH 


CH 


CH 


N 


N 


1 - ( 3 -methylphenyl ) - 3 - piper idyl 


2989 


CH 


CH 


CH 


N 


N 


1 - ( 4 -methylphenyl ) - 3-piperidyl 


2990 


CH 


CH 


CH 


N 


N 


1 - ( 2 -methoxyphenyl ) - 3-piperidyl 


2991 


CH 


CH 


CH 


N 


N 


1 - ( 3 -methoxyphenyl ) - 3 - piperidyl 


2992 


CH 


CH 


CH 


N 


N 


1 - { 4 -methoxyphenyl ) - 3 - piperidyl 


2993 


CH 


CH 


CH 


N 


N 


1- { 2-trif uoromethylphenyl) -3- 














piperidyl 


2994 


CH 


CH 


CH 


N 


N 


1- ( 3-trif uoromethylphenyl ) -3- 














piperidyl 


2995 


CH 


CH 


CH 


N 


N 


1- ( 4 -trif uoromethylphenyl) -3- 



piperidyl 
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2996 


CH 


CH 


CH 


N 


N 


1- ( 3 , 5-dxf luorophenyl ) - 3- 














piperiGyi 


2997 


CH 


CH 


CH 


N 


N 


1 - f 2 - di f luorome t hoxvohen vl ) - 3 — 














piperidyl 


2998 


CH 


CH 


CH 


N 


N 


1- (3-dif luoromethoxyphenyl ) -3- 














piperidyl 


2999 


CH 


CH 


CH 


N 


N 


1- ( 4 -dif luoromethoxyphenyl) -3- 














piperidiyl 


3000 


CH 


CH 


CH 


N 


N 


1 - ( 2 -pyridyl ) - 3 -piperidyl 


3001 


CH 


CH 


CH 


N 


N 


1- (3 -pyridyl) -3 -piperidyl 


3002 


CH 


CH 


CH 


N 


N 


1 - ( 4 -pyridyl ) - 3 -piperidyl 


3003 


CH 


CH 


CH 


N 


N 


1 -phenyl - 4 -piperidyl 


3004 


CH 


CH 


CH 


N 


N 


1- ( 2-f luorophenyl) -4 -piperidyl 


3005 


CH 


CH 


CH 


N 


N 


1 - ( 3 - f luorophenyl ) - 4 -piperidyl 


3006 


CH 


CH 


CH 


N 


N 


1- ( 4-f luorophenyl) -4-piperidyl 


3007 


CH 


CH 


CH 


N 


N 


1- (2-chlorophenyl) -4-piperidyl 


3008 


CH 


CH 


CH 


N 


N 


1- ( 3-chlorophenyl) -4-piperidyl 


3009 


CH 


CH 


CH 


N 


N 


1- ( 4-chlorophenyl) -4-piperidyl 


3010 


CH 


CH 


CH 


N 


N 


1- ( 2-methylphenyl) -4-piperidyl 


3011 


CH 


CH 


CH 


N 


N 


1 - ( 3 -methylphenyl ) - 4 -piperidyl 


3012 


CH 


CH 


CH 


N 


N 


1- (4-methylphenyl) -4-piperidyl 


3013 


CH 


CH 


CH 


N 


N 


1- ( 2-methoxyphenyl ) - 4-piperidyl 


JU14 


pu 


ru 




N 

IX 


M 


-L. \ o nits di.vjx.jf jjntsij. y / *t yipcj.i.uyx 


3015 


/ITT 

CH 


CH 


pTJ 


M 


M 

N 


1 - ( 4 -methoxyphenyl ) - 4 -piperidyl 


3016 


CH 


CH 


CH 


N 


N 


1- ( 2- trif luoromethylphenyl) -4- 














piperidyl 


3017 


CH 


CH 


CH 


N 


N 


1 - ( 3 - trif luoromethylphenyl ) - 4 - 














piperidyl 


3018 


CH 


CH 


CH 


N 


N 


1- ( 4- trif luoromethylphenyl) -4- 














piperidyl 


3019 


CH 


CH 


CH 


N 


N 


1- ( 3, 5-do.f luorophenyl) -4- 














piperidyl 








ru 


N 


N 
ix 


1 — / 2 — t *P 1 iinfoniP 1"hnwnhon\r1 ^ — A. — 

J- \ ^ 1*1 J- J.UUX. UIIIC L.Llv/<n>jr pilCU jf -L / 














piperidyl 


3021 


CH 


CH 


CH 


N 


N 


1- ( 3-dif luoromethoxyphenyl) -4- 














piperidyl 


3022 


CH 


CH 


CH 


N 


N 


1 - ( 4 - dif luoromethoxyphenyl ) - 4 - 














piperidyl 


3023 


CH 


CH 


CH 


N 


N 


1 - ( 2 -pyridyl ) - 4 -piperidyl 


3024 


CH 


CH 


CH 


N 


N 


1 - ( 3 - pyridyl ) - 4-piperidyl 


3025 


CH 


CH 


CH 


N 


N 


1- ( 4 -pyridyl) -4-piperidyl 


3026 


CH 


CH 


CH 


N 


N 


3 -hydroxyme thyl - 1 -phenyl - 4 - 



piperidyl 
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3027 


CH 


CH 


CH 


N 


N 


3028 


CH 


CH 


CH 


N 


N 


3029 


CH 


CH 


CH 


N 


N 




CIA 






IN 


AN 




CrI 






IN 


M 
IN 


A "5 

3032 


/ITT 

CH 


CH 


CH 


KT 
IN 


M 

In 


T A O T 

JO 3 J 


nil 
CH 


CH 


CH 


KT 
IN 


M 
IN 


3034 


CH 


CH 


CH 


In 


XT 
IN 


303d 


CH 


CH 


CH 


M 


IN 


o a o a 
303b 


CH 


CH 


CH 


M 
INI 


IN 


3037 


CH 


CH 


CH 


N 


N 


3038 


CH 


CH 


CH 


N 


N 


V O -7 


pu 
^— n 


CH 


CH 


N 


N 


3040 


CH 


CH 


CH 


N 


N 


3041 


CH 


CH 


CH 


N 


N 


3042 


CH 


CH 


CH 


N 


N 


3043 


CH 


CH 


CH 


N 


N 


3044 


CH 


CH 


CH 


N 


N 


3045 


CH 


CH 


CH 


N 


N 


3046 


CH 


CH 


CH 


N 


N 


3047 


CH 


CH 


CH 


N 


N 


3048 


CH 


CH 


CH 


N 


N 


3049 


CH 


CH 


CH 


N 


N 


3050 


CH 


CH 


CH 


N 


N 


3051 


CH 


CH 


CH 


N 


N 


3052 


CH 


CH 


CH 


N 


N 


3053 


CH 


CH 


CH 


N 


N 


3054 


CH 


CH 


CH 


N 


N 


3055 


CH 


CH 


CH 


N 


N 


3056 


CH 


CH 


CH 


N 


N 


3057 


CH 


CH 


CH 


N 


N 


3058 


CH 


CH 


CH 


N 


N 



3 -me thoxy carbonyl - 1 -phenyl - 4 - 
piperidyl 

3 - ethoxycarbony 1 - 1 - phenyl - 4 - 
piperidyl 

3 - isopropoxycarbony 1 - 1 - phenyl - 4 - 
piperidyl 

4 - phenylcyclohexyl 

4 - ( 2 - f luor opheny 1 ) cyclohexy 1 
4 - ( 3 - f luoropheny 1 ) cyclohexy 1 
4- ( 4- f luoropheny 1) cyclohexy 1 
4 - ( 2 - chloropheny 1 ) cyclohexyl 
4 - ( 3 - chlorophenyl ) cyclohexyl 
4 - ( 4 - chlorophenyl ) cyclohexyl 
4 - ( 2 -methylphenyl ) cyclohexyl 
4 - ( 3 -methylphenyl ) cyclohexyl 
4- ( 4 -methylphenyl) cyclohexyl 
4 - ( 2-methoxyphenyl ) cyclohexyl 
4 - ( 3 -me thoxyphenyl ) cyclohexyl 
4 - ( 4 -methoxyphenyl ) cyclohexyl 

4 - ( 2 - t r if luoromethylphenyl ) cyclo 
hexyl 

4- ( 3 -trif luoromethylphenyl) cyclo 
hexyl 

4- { 4 -trif luoromethylphenyl) cyclo 
hexyl 

4- ( 3, 5-dif luorophenyl) cyclohexyl 

4 - ( 3 - acety lphenyl ) cyclohexyl 

4- { 3-cyanophenyl) cyclohexyl 

4- ( 2 -dif luorome thoxyphenyl) cyclo 

hexyl 

4- ( 3 -dif luorome thoxyphenyl) cyclo 
hexyl 

4- ( 4 -dif luorome thoxyphenyl ) cyclo 
hexyl 

4 - ( 2 -pyridyl ) cyclohexyl 

4 - ( 3 -pyridyl ) cyclohexyl 

4 - ( 4 -pyridyl ) cyclohexyl 

4 - ( 4 - f luoro - 3 - pyridyl ) cyclohexyl 

4 - ( 3 - quinolyl ) cyclohexyl 

4- ( 3-f luorophenyl) -4 -hydroxy- 

cyclohexyl 

3 -phenylcyclohexyl 
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3059 


CH 


CH 


CH 


N 


N 


3 -phenylcyclopentyl 


3060 


CH 


CH 


CH 


N 


N 


6 - phenyl - 3 - 1 e t rahy dropyranyl 


3061 


CH 


CH 


CH 


N 


N 


6- {3-f luorophenyl) -3-tetrahydro- 
pyranyl 


3062 


CH 


CH 


CH 


XT 

N 


N 


2 -phenylcyclopropyl 


3063 


CH 


CH 


CH 


N 


XT 

N 


2 - ( 2 -pyr idyl ) cyclopropyl 


3064 


CH 


CH 


CH 


N 


N 


2 - ( 3 -pyrxdyl ) cyclopropyl 


3065 


CH 


CH 


CH 


N 


N 


2 - ( 4 -pyridyl ) cyclopropyl 


3066 


CH 


CH 


CH 


N 


N 


2- ( 3 -f luorophenyl) cyclopropyl 


3067 


CH 


CH 


CH 


N 


N 


2 - indanyl 


3068 


CH 


CH 


CH 


N 


N 


2 - tetrahydronaphthyl 


3069 


CH 


CH 


CH 


N 


N 


6-methoxy-2-tetrahydronaphthyl 


3070 


CH 


CH 


CH 


N 


N 


benzyl 


3071 


CH 


CH 


CH 


N 


N 


phenethyl 


3072 


CH 


CH 


CH 


N 


N 


3 - pheny Ipropy 1 


3073 


CH 


CH 


CH 


N 


N 


4 -phenylbutyl 


3074 


CH 


CH 


CH 


N 


N 


2-methoxyphenethyl 


3075 


CH 


CH 


CH 


N 


N 


3 -me thoxyphene thyl 


3076 


CH 


CH 


CH 


N 


N 


4-methoxyphenethyl 


3077 


CH 


CH 


CH 


N 


N 


4-f luorophenethyl 


3078 


CH 


CH 


CH 


N 


N 


4 -bromophene thy 1 


3079 


CH 


CH 


CH 


N 


N 


4 -chlorophenethyl 


3080 


CH 


CH 


CH 


N 


N 


3-trif luoromethylphenethyl 


3081 


CH 


CH 


CH 


N 


N 


3,4- dime thoxyphenethyl 


3082 


CH 


CH 


CH 


N 


N 


3 -propoxyphenethyl 


3083 


CH 


CH 


CH 


N 


N 


3 , 5 -dif luorophenethyl 


3084 


CH 


CH 


CH 


N 


N 


4 -dimethylaminophenethyl 


3085 


CH 


CH 


CH 


N 


N 


3 -dif luorome thoxyphene thyl 


3086 


CH 


CH 


CH 


N 


N 


2 -methylphene thyl 


3087 


CH 


CH 


CH 


N 


N 


4 -acetylphenethyl 


3088 


CH 


CH 


CH 


N 


N 


4 - dimethy lamino - 2 -methoxyphenethyl 


3089 


CH 


CH 


CH 


N 


N 


cyclohexylethyl 


3090 


CH 


CH 


CH 


N 


N 


2 - ( 2 -pyridyl ) ethyl 


3091 


CH 


CH 


CH 


N 


N 


2 - ( 3 -pyridyl ) ethyl 


3092 


CH 


CH 


CH 


N 


N 


2 - ( 4 -pyridyl ) ethyl 


3093 


CH 


CH 


CH 


N 


N 


2 - ( 2 - quinoly 1 ) ethyl 


3094 


CH 


CH 


CH 


N 


N 


2- ( 3-quinolyl } ethyl 


3095 


CH 


CH 


CH 


N 


N 


2- ( 4-quinolyl ) ethyl 


3096 


CH 


CH 


CH 


N 


N 


2- ( 6-quinolyl) ethyl 
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CH 




CH 


N 


N 
in 


2 - . 2 - indnlvl \ pfhvl 

\ __> xiiuu ■__ j J- J t-J L 11 y -J- 


3098 


CH 


CH 


CH 


N 


N 


2 - f 3 - indolvl ) e thvl 


3099 


CH 


CH 


CH 


N 


N 


2- f 7-aza-3- indolvl ) Athvl 

■_- \ 1 UuU O XUUV/Xy J. y Vw Cllj J- 


i on 


CH 


CH 


CH 


N 

IN 


N 






PH 

v_.n 




CH 


M 
in 


M 








V-il 


fu 


IN 


M 




3103 


CH 


/"'LI 

CH 


CH 


M 


TvT 
IN 


z - \ x - napn tnyx ) ethyl 


3104 


CH 


CH 


CH 


N 


N 


2 - ( 2 -naphthyl ) ethyl 


3105 


CH 


CH 


CH 


N 


N 


1- (hydroxymethyl) -2-phenylethyl 


3106 


CH 


CH 


CH 


N 


N 


1- (methoxycarbonyl) - 2-phenylethyl 


3107 


CH 


CH 


CH 


N 


N 


1 - ( ethoxycarbony 1 ) - 2 -pheny lethy 1 


3108 


CH 


CH 


CH 


N 


N 


1 -carboxy-2 -phenylethyl 


3109 


CH 


CH 


CH 


N 


N 


1 - { benzy loxycarbony 1 ) - 2 - phenyl- 














ethyl 


3110 


CH 


CH 


CH 


N 


N 


1- (phenoxymethyl) -2-phenylethyl 


3111 


CH 


CH 


CH 


N 


N 


1 - (benzyloxymethyl ) -2-phenylethyl 


3112 


CH 


CH 


CH 


N 


N 


1- (benzylcarbamoyl) - 2-phenylethyl 


311^ 

JX IJ 


CH 


CH 


CH 


N 


N 


1 — ( IM-ntf* t"h* vl Vj^n 7vl narhamnvl \ — ? — 

X \ IN 1 1 1 V— ■ LlijXUCli-.y -1- O CI JL LFCUIIv/ Jf J- / --■ 














jjncii y ic cny -l 


3114 


CH 


CH 


CH 


N 


N 


1 - ( Dhenvlcarhainovl ) - 2 - Dhenvlethvl 


1 c 






pu 

%_- n 


IN 


M 

IN 


J. — v *N —IIIC Lily _LLJIlt_JIiy XOdX, UCUllU y JL ) ^ 














piiciij i_iiy -i. 


JllO 


v_>n 


ru 

v_- in 


CH 


N 


N 

IN 


1 — ( NT — hpn yvl pi m i nomAthvl \ _ "7 _ 
-i ^ *n ucii z> y _i_cum.il wilier Lxiy jl / _i 














nhPTivl 1"hiv1 


3117 


CH 


CH 


CH 


N 


N 


1 — ^ N-h>f*ri7"vl -N-mpfhvl ami n nm p> f" hi \7 1 1 — 

JL \ IN Uwll __■ y -U l*i 1IIC LUjf -1_ CU11-L.1 1 WJllCi 1.11 Jf J. f 














--. ^/iid* j ~i~ w i_.ixy _l> 


3118 

-L J- O 


CH 


CH 


CH 


N 


N 


nnitiPthvl \ _ 9 -nhpnvl pthvl 

JL \ CAl 1 JL -L-t. 11 w Ull J J. / _b pilCil jr XC 1>X1 J X 


j i ±y 






v_,ri 


IN 


IN 


j. — v n -iue LnyxanixinoiTie uny ± ) - z — 














pnenyxe tnyi 


3 1 ?n 


v_ri 


V_.ll 


PH 


IN 


M 

*N) 


X — ^ IN —llltS Lily XctiUXIiOIllt; Lily -L J - Z — 














nhpnvl o-f- Vi\r1 

pucu jr j_d Liiy j_ 


3121 


CH 


CH 


CH 


N 


N 


1 - ( N- ethyl axninomethyl ) - 2 - 














phenylethyl 


3122 


CH 


CH 


CH 


N 


N 


1- (N-±sobutylamlnomethyl ) -2- 














phenylethyl 


3123 


CH 


CH 


CH 


N 


N 


1- (N-cyclopropylmethylamino- 














methyl) -2-phenylethyl 


3124 


CH 


CH 


CH 


N 


N 


1- (aLminomethyl) - 2-phenylethyl 


3125 


CH 


CH 


CH 


N 


N 


1- benzyl -2- ( 2-pyridylmethyl- 














ciniino) ethyl 


3126 


CH 


CH 


CH 


N 


N 


1- benzyl- 2- ( 3-pyridylmethyl- 



amino ) ethyl 
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312/ 


CH 


f~i XT 


CH 


KT 


KT 


l - Denzyi- z - { 4 -pyrxuyxinernyx- 














ami no 1 t~ hv 1 


3128 


CH 


CH 


CH 


N 


N 


2 -phenyl- 1 - ( 2 -pyridylmethyl- 














carbamoyl ) ethyl 


3129 


CH 


CH 


CH 


N 


N 


2-phenyl-l- { 3-pyridylmethyl- 














carbamoyl ) ethyl 


3130 


CH 


CH 


CH 


N 


N 


2-phenyl-l- ( 4-pyridylmethyl- 














carbamoyl ) ethyl 


3131 


CH 


CH 


CH 


N 


N 


2 -hydroxy- 2 -phenylethyl 


3132 


CH 


CH 


CH 


N 


N 




3133 


CH 






I s * 


M 


1 / Hon "7ir1 n wr»a t"W<^t*\tt 1 \ _ *? - . / "5 — 
















3134 CH 






N 


M 


1 _ / Knn 7 vl nwn 5* T"hnnxr 1 \ _ "5 _ 
X ^ Uiz.ll y XUJtjf L-dl uuny X / — ^ — 














wjf VJ.U11CA^ _L O til Jf U_ 


3135 CH 


Cri 


Crl 


IN 


IN 


x \ pnenoxyincLXiyjL ) - /. - \ j — 














xiivj.oxjrx j e Liiyi 


3136 CH 


nu 




IN 


M 


a — \ ^ — iiici liiuay pxient>jvy / e txiyx 


3137 CH 


CH 


CH 


N 


N 


1- (benzylcarbanioyl ) -2- 














cyclohexylethyl 


3138 CH 


CH 


CH 


N 


N 


1- (N-metnylbenzylcarbamoyl ) -2- 














cyclohexylethyl 


3139 CH 


CH 


CH 


N 


N 


1 - ( phenylcarbamoyl ) - 2 - 














cyclohexylethyl 


3140 CH 


CH 


CH 


N 


N 


1- (N-methylphenylcarbamoyl ) -2- 














cyclohexylethyl 


3141 


CH 


CH 


CH 


N 


N 


1 - ( benzyloxycarbonyl ) - 2 - ( 3 - 














pyridyl } ethyl 


3142 


CH 


CH 


CH 


N 


XT 

N 


1 - ( benzylaminoniethyl ) - 2 - { 3- 














pyriayl ) ethyl 


3143 


CH 


CH 


CH 


N 


KT 

N 


1 - ( benzylcarbamoyl } - 2 - ( 4 - 














pyridyl ) ethyl 


3144 


CH 


CH 


CH 


N 


N 


1 - ( 4 -pyrxdyxmetnylcarDamoyl ; - 2- ( 














fluorophenyl ) ethyl 


3145 


CH 


/"»T_T 

CH 


IT 

CH 


KT 

JM 


KT 


1 - ( benzylcarbamoyl ) - 2 - ( 7 - aza- 3 - 














inaoiyi J etnyl 


3146 


CH 


CH 


CH 




M 


x - v Denzyi-oxyine rnyi ) - z - { z- 














indolyl ) ethyl 


3147 


CH 


CH 


CH 


N 


N 


1 - ( N-benzyl-N-methylaminomethyl ) 














2- (3 -pyridyl) ethyl 


3148 


CH 


CH 


CH 


N 


N 


1 - ( N -methy lbenzy lcarbamoyl ) - 2 - ( 3 














pyridyl ) ethyl 


3149 


CH 


CH 


CH 


N 


N 


2 - hydroxy- 2 - ( 4 - dimethylamino- 














phenyl) ethyl 


3150 


CH 


CH 


CH 


N 


N 


2 -hydroxy- 2 - ( 2 -quinolyl ) ethyl 
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3151 


CH 


CH 


CH 


N 


N 


3152 


CH 


CH 


CH 


N 


N 


3153 


CH 


CH 


CH 


N 


N 


3154 


CH 


CH 


CH 


N 


N 


3155 


CH 


CH 


CH 


N 


N 


3156 


CH 


CH 


CH 


N 


N 


3157 


CH 


CH 


CH 


N 


N 


3158 


CH 


CH 


CH 


N 


N 


3159 


CH 


CH 


CH 


N 


N 


3160 


CH 


CH 


CH 


N 


N 


3161 


CH 


CH 


CH 


N 


N 


3162 


CH 


CH 


CH 


N 


N 


3163 


CH 


CH 


CH 


N 


N 


3164 


CH 


CH 


CH 


N 


N 


3165 


CH 


CH 


CH 


N 


N 



) 

2 -hydroxy- 2 - ( 3 -quinolyl ) ethyl 

2 - hydroxy- 2 - ( 4 -quinolyl ) ethyl 

3- hydroxy- 2- ( 3 , 5-dif luoro- 
phenyl ) ethyl 

1 - carboxy- 2 - cyclohexylethyl 

2 - hydroxy- 2 - ( 6 -quinolyl ) ethyl 
2- (benzylamino ) -2-phenylethyl 
2-amino-2- ( 2 -naphthyl) propyl 

2 - ( phenylamino ) ethyl 

diphenylmethyl 

2 , 2-diphenylethyl 

2 -phenyl- 2- ( 2-pyridyl)ethyl 

2-phenyl-2- ( 3-pyridyl) ethyl 

2 -phenyl- 2- ( 4-pyridyl)ethyl 

2 -phenoxy- 2-phenylethyl 

2- (benzyloxy ) -2-phenylethyl 
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A-Ar'-R 0 

1 -phenyl- 3 -pyrrolidinyl 

l-( 2-f luorophenyl) -3 -pyrrolidinyl 

1 - ( 3 - f luorophenyl ) - 3 -pyrrolidinyl 

1- ( 4 -f luorophenyl) -3 -pyrrolidinyl 

1 - ( 2 - chlorophenyl ) - 3 -pyrrolidinyl 

1 - ( 3 - chlorophenyl ) - 3 -pyrrolidinyl 

1 - ( 4 - chlorophenyl ) - 3 -pyrrolidinyl 

1 - ( 2 -methylphenyl ) - 3 -pyrrolidinyl 

1- ( 3 -methylphenyl) -3 -pyrrolidinyl 

1 - ( 4 -methylphenyl) -3 -pyrrolidinyl 

1- (2-methoxyphenyl) - 3-pyrrolidinyl 

1 - ( 3 -me thoxyphenyl ) - 3 -pyrrolidinyl 

1 - ( 4 -methoxyphenyl ) - 3 -pyrrolidinyl 

1 - ( 2-trif luoromethylphenyl ) -3-pyrrolidinyl 

1- ( 3- trif luoromethylphenyl) -3-pyrrolidinyl 

1 - ( 4 - trif luoromethylphenyl ) - 3 -pyrrolidinyl 

1 - ( 3 , 5 -dif luorophenyl) -3-pyrrolidinyl 

1 - ( 2 - dif luoromethoxyphenyl ) - 3 -pyrrolidinyl 

1- ( 3 -dif luoromethoxyphenyl) -3-pyrrolidinyl 

1 - ( 4 - dif luoromethoxyphenyl ) - 3 -pyrrolidinyl 

1- ( 2-pyridyl ) -3-pyrrolidinyl 

1- ( 3-pyridyl) -3-pyrrolidinyl 

1- ( 4-pyridyl) -3-pyrrolidinyl 

1- ( 2-pyrimidinyl) -3-pyrrolidinyl 
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(continued from Table 4) 

3181 5 - oxo - 1 - phenyl - 3 - pyrrol idinyl 

3182 1 -phenyl -3 -piperidyl 

3183 l-(2-f luorophenyl) -3-piperidyl 

3184 l-( 3- f luorophenyl) -3-piperidyl 

3185 1- ( 4- f luorophenyl) -3-piperidyl 

3186 1 - ( 2 - chlor opheny 1 ) - 3 - piperidy 1 

3187 1- ( 3-chlorophenyl) -3-piperidyl 

3188 1- ( 4-chlorophenyl) -3-piperidyl 

3189 1- { 2-methylphenyl) -3-piperidyl 

3190 1- ( 3 -methylphenyl) -3-piperidyl 

3191 l-( 4-methylphenyl) -3-piperidyl 

3192 1 - ( 2 -me thoxyphenyl ) - 3 -piperidyl 

319 3 1- ( 3 -me thoxyphenyl) -3-piperidyl 

3194 1- { 4 -me thoxyphenyl) -3-piperidyl 

3195 1- ( 2-trif luoromethylphenyl) -3-piperidyl 

3196 1- ( 3 -trif luoromethylphenyl) -3-piperidyl 

3197 l-(4-trif luoromethylphenyl ) - 3 - piperidyl 

3198 1- ( 3, 5 -dif luorophenyl) -3-piperidyl 

3199 1- ( 2-dif luoromethoxyphenyl) -3-piperidyl 

3200 1- ( 3 -dif luoromethoxyphenyl) -3-piperidyl 

3201 1- ( 4 -dif luoromethoxyphenyl) -3-piperidyl 
32 02 1- ( 2-pyridyl) -3-piperidyl 

3203 1- (3-pyridyl) -3 -piperidyl 

3204 1- ( 4-pyr idyl) -3-piperidyl 

3205 1-phenyl- 4 -piperidyl 

3206 1- ( 2 -f luorophenyl) -4 -piperidyl 

320 7 1- ( 3 -f luorophenyl) -4 -piperidyl 

3208 1- ( 4 -f luorophenyl) -4-piperidyl 

3209 1- ( 2-chlorophenyl) -4-piperidyl 

3210 1- (3-chlorophenyl) -4-piperidyl 

3211 1- ( 4-chlorophenyl) -4-piperidyl 

3212 1- (2-methylphenyl) -4-piperidyl 

3213 1- ( 3-methylphenyl) -4-piperidyl 

3214 1- (4-methylphenyl) -4-piperidyl 

3215 l-(2 -met hoxyphenyl ) - 4 -piperidyl 

3216 1 - ( 3 -methoxyphenyl ) - 4 -piperidyl 

3217 1- ( 4 -methoxyphenyl) - 4-piperidyl 

3218 1 - ( 2- trif luoromethylphenyl ) - 4-piperidyl 

3219 1- (3- trif luoromethylphenyl) -4-piperidyl 

3220 1- ( 4- trif luoromethylphenyl ) -4-piperidyl 
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(continued from Table 4) 

3221 1- { 3 , 5-dif luorophenyl) -4-piperidyl 
32 2 2 1- ( 2-dif luoromethoxyphenyl ) -4-piperidyl 
322 3 1- { 3 -dif luoromethoxyphenyl) -4-piperidyl 
322 4 1- ( 4 -dif luoromethoxyphenyl) -4-piperidyl 

3225 1- ( 2-pyridyl) -4-piperidyl 

3226 1- (3-pyridyl) -4-piperidyl 

3227 l-{4-pyridyl) -4-piperidyl 

3228 3 - hydroxyme thy 1 - 1 - phenyl - 4 - piper idyl 

3229 3-methoxycarbonyl- l-phenyl-4-piperidyl 

3230 3 - ethoxycarbonyl - 1 -phenyl - 4 -piper idyl 

3231 3 - isopr opoxycar bonyl - 1 - phenyl - 4 - piper idyl 

3232 4-phenylcyclohexyl 



3233 4- 

3234 4- 

3235 4- 

3236 4- 

3237 4- 

3238 4- 

3239 4- 

3240 4- 

3241 4- 

3242 4- 

3243 4- 

3244 4- 

3245 4- 

3246 4- 

3247 4- 

3248 4- 

3249 4- 

3250 4- 

3251 4- 

3252 4- 

3253 4- 

3254 4- 

3255 4- 

3256 4- 

3257 4- 

3258 4- 

3259 4- 



2 - f luorophenyl ) cyclohexyl 

3 - f luorophenyl ) cyclohexyl 

4 - f luorophenyl } cyclohexyl 

2 - chlorophenyl ) cyclohexyl 

3 - chlorophenyl ) cyclohexyl 

4 - chlorophenyl ) cyclohexyl 

2 - methylphenyl ) cyclohexyl 

3 - me thylphenyl) cyclohexyl 

4 - methylphenyl ) cyclohexyl 

2 - methoxyphenyl ) cyclohexyl 

3 - methoxyphenyl ) cyclohexyl 

4 - methoxyphenyl ) cyclohexyl 

2 - trif luoromethylphenyl ) cyclohexyl 

3- trif luorome thylphenyl ) cyclohexyl 

4 - trif luoromethylphenyl ) cyclohexyl 
3 , 5 -dif luorophenyl ) cyclohexyl 

3 - ace tylphenyl ) cyclohexyl 
3 - cyanophenyl ) cyclohexyl 

2- dif luoromethoxyphenyl ) cyclohexyl 

3 - dif luoromethoxyphenyl ) cyclohexyl 

4 - dif luoromethoxyphenyl ) cyclohexyl 

2- pyridyl ) cyclohexyl 

3- pyridyl ) cyclohexyl 

4- pyridyl) cyclohexyl 

4 -fluoro- 3-pyridyl ) cyclohexyl 

3 - quinolyl ) cyclohexyl 

3 - f luorophenyl ) - 4 - hydroxycyclohexyl 



3260 3 -phenyl cyclohexyl 
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(continued from Table 4) 

3261 3-phenylcyclopentyl 

3262 6 - phenyl - 3 - 1 e t r ahy dr opy r any 1 

3263 6- ( 3-f luorophenyl) -3- tetrahydropyranyl 

3264 2-phenylcyclopropyl 

3265 2- ( 2-pyridyl)cyclopropyl 

3266 2- ( 3-pyridyl)cyclopropyl 

3267 2- ( 4-pyridyl)cyclopropyl 

3268 2- ( 3-f luorophenyl ) eye lopr opy 1 

3269 2-indanyl 

3270 2-tetrahydronaphthyl 

3271 6 -methoxy- 2 - tetrahydronaphthyl 

3272 benzyl 

3273 phenethyl 

32 74 3-phenylpropyl 

32 7 5 4-phenylbutyl 

327 6 2-methoxyphenethyl 

3277 3-methoxyphenethyl 

3278 4-methoxyphenethyl 

3279 4-f luorophenethyl 

3280 4-bromophenethyl 

3281 4-chlorophenethyl 

3282 3-trif luoromethylphenethyl 

3283 3 , 4-dimethoxyphenethyl 

3284 3 -propoxyphene thyl 

3285 3, 5 -dif luorophenethyl 

3286 4-dimethylaminophenethyl 

3287 3-dif luoromethoxyphenethyl 

3288 2-methylphenethyl 

3289 4-acetylphenethyl 

3290 4 -dimethylamino- 2-methoxyphenethyl 

3291 eye lohexyle thyl 

3292 2-(2-pyridyl)ethyl 

3293 2-(3-pyridyl)ethyl 

3294 2-(4-pyridyl)ethyl 

3295 2-(2-quinolyl)ethyl 

3296 2-(3-quinolyl)ethyl 

3297 2-(4-quinolyl)ethyl 

3298 2-(6-quinolyl)ethyl 

3299 2-{2-indolyl)ethyl 

3300 2-(3-indolyl)ethyl 
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(continued from Table 4) 

3301 2-(7-aza-3-indolyl)ethyl 

3302 2-(benzimidazolyl)ethyl 

3303 2- (benzoxazolyl)ethyl 

3304 2- (benzothiazolyl )ethyl 

3305 2-(l-naphthyl)ethyl 

3306 2-(2-naphthyl)ethyl 

3307 l-(hydroxymethyl) -2-phenylethyl 

3308 1 - ( rne thoxycarbony 1 ) - 2 - phenyle thy 1 

3309 l-(ethoxycarbonyl) -2-phenylethyl 

3310 1-carboxy- 2-phenylethyl 

3311 1- (benzyloxycarbonyl ) -2-phenylethyl 

3312 1- (phenoxymethyl) -2-phenylethyl 

3313 1- (benzyloxymethyl) -2-phenylethyl 

3314 1- (benzylcarbamoyl) -2-phenylethyl 

3315 1- (N-methylbenzylcarbamoyl) - 2-phenylethyl 

3316 1- (phenylcarbamoyl) - 2-phenylethyl 

3317 1- (N-methylphenylcarbamoyl) - 2-phenylethyl 

3318 1- (N-benzylaminomethyl) - 2-phenylethyl 

3319 1- (N-benzyl-N-methylaminomethyl) - 2-phenylethyl 
332 0 1- ( anilinomethyl) -2-phenylethyl 

3321 1- (N-methylanilinomethyl) -2-phenylethyl 

3322 1- (N-methylaminomethyl) -2-phenylethyl 
332 3 1- (N-ethylaminomethyl ) -2-phenylethyl 
332 4 1- (N-isobutylaminomethyl) - 2-phenylethyl 

3325 1- (N-cyclopropylmethylaminomethyl) -2-phenylethyl 

3326 1- (aminomethyl ) -2-phenylethyl 

3327 1 -benzyl- 2- ( 2 -pyridy line thylamino) ethyl 

3328 l-benzyl-2- ( 3 -pyridy line thy lamino) ethyl 

3329 l-benzyl-2- ( 4 -pyridy Imethylamino) ethyl 

3330 2-phenyl-l- ( 2 -pyridy lmethylcarbamoyl) ethyl 

3331 2-phenyl-l- ( 3 -pyridy lmethylcarbamoyl) ethyl 

3332 2-phenyl-l- ( 4-pyridy lmethylcarbamoyl) ethyl 

3333 2 -hydroxy- 2-phenylethyl 

3334 benzoylmethyl 

3335 1 - ( benzy loxycarbonyl ) - 2 - ( 3 - indoly 1 ) ethyl 

3336 1 - { benzyloxycarbonyl ) - 2 - cyclohexylethyl 

3337 1- (phenoxymethyl) -2- ( 3-indolyl ) ethyl 

3338 2-( 2-methoxyphenoxyy )ethyl 

3339 1- (benzylcarbamoyl ) -2 -cyclohexylethyl 

3340 1- (N-methylbenzylcarbamoyl ) - 2 -cyclohexylethyl 
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(continued from Table 4) 

3341 1- ( phenylcarbamoyl ) -2 -cyclohexylethyl 

3342 1- (N-methylphenylcarbamoyl) -2-cyclohexylethyl 

3343 1- (benzyloxycarbonyl) -2- ( 3-pyridyl )ethyl 

3344 1- (benzylaminomethyl) -2- ( 3-pyridyl) ethyl 

334 5 1- ( benzylcarbamoyl ) - 2- ( 4-pyr idyl) ethyl 

3346 1- ( 4 -pyridylmethyl carbamoyl) -2 - (4-f luorophenyl ) ethyl 

3347 1- (benzylcarbamoyl) -2-(7-aza-3-indolyl)ethyl 

3348 1 - ( benzyl oxymethyl ) - 2 - ( 2-indolyl ) ethyl 

3349 1- (N-benzyl-N-methylaminomethyl ) -2- (3-pyridyl) ethyl 

3350 1- (N-methylbenzylcarbamoyl) - 2 -(3-pyridyl) ethyl 

3351 2 -hydroxy- 2- ( 4-dimethylaminophenyl)ethyl 

335 2 2 - hydroxy- 2 - ( 2 - guinolyl ) ethyl 
335 3 2-hydroxy-2-(3-quinolyl)ethyl 
3354 2-hydroxy-2-( 4-quinolyl)ethyl 

335 5 2 -hydroxy- 2-( 3, 5 -dif luorophenyl) ethyl 

3356 1 - carboxy - 2 - eye lohexy lethy 1 

3357 2 -hydroxy- 2 - ( 6 - quinolyl ) ethyl 

3358 2- (benzylamino) -2-phenylethyl 

3359 2 -amino-2 -( 2-naphthyl ) propyl 

3360 2- (phenylamino) ethyl 

3361 diphenylmethyl 

3362 2 , 2-diphenylethyl 

3363 2-phenyl-2-(2-pyridyl)ethyl 

3364 2 -phenyl -2- (3-pyridyl) ethyl 

3365 2-phenyl-2-(4-pyridyl) ethyl 

3366 2-phenoxy-2-phenylethyl 

33 67 2- (benzyloxy) -2-phenylethyl 

[0123] Among the above compounds, the preferred examples are trans-3'-oxo-N-(trans-4-phenylcyclohexyl)spiro 
[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide, trans-N-[(3S)-1 -(2-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro[cy- 
clohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide, trans-N-[(3S)-1 -(3-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro[cyclo- 
hexane-1 ,1 '(3'H)-isobenzofuran)-4-carboxamide, trans-N-[(3S)-1 -(4-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro[cyclohe- 
xane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide, trans-N-[1 -(2-fluorophenyl)-4-piperidyl]-3'-oxospiro[cyclohexane-1 ,1 1 
(3'H)-isobenzofuran]-4-carboxamide. trans-N-[1 -(3-fluorophenyl)-4-piperidyl]-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-iso- 
benzofuran]-4-carboxamide, trans-N-[1 -(4-fluorophenyl)-4-piperidyl]-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-isobenzo- 
furan]-4-carboxamide, trans-3'-oxo-N-(1 ,2,3,4-tetrahydro-2-naphthyl)spiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4- 
carboxamide, trans-N-[1-(3-fluorophenyl)-4-piperidyl]-3-oxospiro[4-azaisobenzofuran-1 (3H) ; 1 '-cyclohexane]-4'-car- 
boxamide, trans-N-[1 -(3-fluorophenyl)-4-piperidyl]-3-oxospiro[5-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carbox- 
amide, trans-N-[1-(3-fluorophenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 , -cyclohexane]-4'-carboxami- 
de, trans-N-[1 -(3-fluorophenyl)-4-piperidyl]-3-oxospiro[7-azaisobenzofuran-1 (3H),1 '-cyclohexaneH'-carboxamide, 
trans-N-(6-methoxy-1 ,2,3,4-tetrahydro-2-naphthyl)-3-oxospiro[5-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-carbox- 
amide, trans-3'-oxo-N-[(3S)-5-oxo-1 -phenyl-3-pyrrolidinyl]spiro-[cyclohexane-1 , 1 '(3'H)-isobenzofuran]-4-carboxam- 
ide, trans-N-[(3S)-1 -(2-fluorophenyl)-3-pyrrolidinyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carbox- 
amide, trans-N-[(3S)-1 -(3-fluorophenyl)-3-pyrrolidinyl]-3-oxospiro[6-azaisobenzofuran-1 (3H), 1 '-cyclohexane]-4'-car- 
boxamide, trans-3-oxo-N-(trans-4-phenylcyclohexyl)spiro[5-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-carboxami- 
de, trans-3-oxo-N-(trans-4-phenylcyclohexyl)spiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane^'-carboxamide, trans- 
3-oxo-N-(trans-4-phenylcyclohexyl)spiro[7-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide, trans-3-oxo-N- 
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[(3S)-1 -phenyl-3-pyrrolidinyl]spiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide, trans-3-oxo-N-[(3S)-1 - 
(3-trifluoromethylphenyl)-3-pyrrolidinyl]spiro[6-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-carboxamide, trans-3-oxo- 
N-[(3S)-1-(2-pyridyl)-3-pyrrolidinyl]spiro[5-azaisobenzofuran-1 (3H),1 l -cyclohexane]-4'-carboxamide, trans-3-oxo-N- 
[(3S)-1 -(3-pyridyl)-3-pyrrolidinyl]spiro[5-azaisobenzofuran-1 (3H), 1 '-cyclohexane]-4'-carboxamide, trans-N-[trans-4- 
(4-fluorophenyl)cyclohexyl]-3-oxospiro[6-azaisobenzofuran-1 (3H), 1 '-cyclohexane]-4'-carboxamide, trans-N-[trans-4- 
(3-fluorophenyl)cyclohexyl]-3-oxospiro[6-axaisobenzofuran-1 (3H), 1 '-cyclohexane]-4'-carboxamide, trans-N-[trans-4- 
(3-fluorophenyl)cyclohexyl]-3-oxospiro[4-azaisobanzofuran-1 (3H), 1 '-cyclohexane]-4'-carboxamide, trans-N-[trans-4- 
(3-fluorophenyl)cyclohexyl]-3-oxospiro[7-azaisobenzofuran-1 (3H),1'-cyclohexane]-4 , -carboxamide ) trans-N-[(3S)-1 - 
(3,5-dif luorophenyl)-3-pyrrolidinyl]-3-oxospiro[6-azaisobenzofuran-1 (3H), 1 '-cyclohexaneH'-carboxamide, trans-N-[1 - 
(3,5-difluorophenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran-1(3H) ,1 '-cyclohexanel-4'-carboxamide, trans-N-[3- 
(3-fluorophenyl)-tetrahydropyran-6-yl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide, trans- 
N-[trans-4-(2-f luorophenyl)cyclohexyl]-3-oxospiro[6-azaisobenzof uran-1 (3H), 1 '-cyclohexane]-4'-carboxamide, trans- 
N-[(S)-1 -benzyl-2-(benzylamino)ethyl)-3'-oxospiro-[cyclohexane-1 , 1 '(3'l-l)-isobenzofuran]-4-carboxamide, trans-N- 
benzhydryl-3'-oxospiro[cyclohexane-1 , 1 l (3'H)-isobenzofuran]-4-carboxamide, trans-1 -methanesulfonyl-N-(1 -phenyl- 
4-piperidyl)spiro-[indoline-3,1 l -cyclohexane]-4'-carboxamide J trans-N-(2-indanyl)-1-methanesulfonylspiro[indoline-3, 
1 '-cyclohexane]-4'-carboxamide, trans-N-[1 -(3-fluorophenyl)-4-piperidyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclo- 
hexane]-4'-carboxamide, trans-1 -methanesulfonyl-N-[1 -(2-pyridyl)-4-piperidyl]spiro-[indoline-3,1 '-cyclohexane]-4'- 
carboxamide, trans-1 -methanesulfonyl-N-(1 -phenyl-3-piperidyl)spiro-[indoline-3, 1 '-cyclohexane]-4'-carboxamide, 
trans-N-[1 -(S^-difluorophenyO-S-piperidylH -methanesulfonylspiro[indoline-3,1 '-cyclohexanej^'-carboxamide, trans- 
1 -methanesulfonyl-N-[1 -(2-pyridyl)-3-piperidyl]spiro-[indoline-3, 1 '-cyclohexane)-4'-carboxamide, trans-1 -methanesul- 
fonyl-N-[(3S)-1-phenyl-3-pyrrolidinyl]-spiro[indoline-3,1'-cyclohexane]-4 , -carboxamide, trans-1 -methanesulfonyl-N- 
[(3R)-1 -phenyl-3-pyrrolidinyl]-spiro[indoline-3,1 '-cyclohexane]-4'-carboxamide, trans-1 -methanesulfonyl-N-(2-phenyl- 
cyclopropyl)spiro-[indoline-3, 1 , -cyclohexane]-4'-carboxamide, trans-1 -methanesulfonyl-N-[2-(3-pyridyl)cyclopropyl] 
spiro[indoline-3,1'-cyclohexane]-4'-carboxamide, trans-N-[(S)-1-benzyl-2-(benzylamino)ethyl]-1 -methanesulfonyl- 
spiro[indoline-3,1 '-cyclohexane]-4'-carboxamide, trans-N-[1 -benzylcarbamoyl-2-(4-pyridyl)ethyl]-1 -methanesulfonyl- 
spiro[indoline-3,1'-cyclohexane]-4'-carboxamide, trans-N-[2-(4-fluorophenyl)-1-[(4-pyridylmethyl)carbamoyl]-ethyl]- 
1-methanesulfonylspiro[indoNne-3,1 '-cyclohexane]-4'-carboxamide, trans-N-(2-hydroxy-2-phenylethyl)-1 -methane- 
sulfonylspiro-[indoline-3. 1 , -cyclohexane]-4'-carboxamide, trans-N-(benzoylmethyl)-1 -methanesulfonylspiro[indoline- 
3,1'-cyclohexane]-4'-carboxamide, trans-N-[(S)-1-benzyl-2-(N-benzylmethylamino)ethyl]-1 -methanesulfonylspiro[in- 
doline-SJ'-cyclohexaneH'-carboxamide, trans-N-[(S)-1-(N-benzylmethylcarbamoyl)-2-phenylethyl]-1 -methanesulfo- 
nylspiro[indoline-3,1 '-cyclohexane]-4'-carboxamide, trans-N-[(S)-1 -(N-benzylmethylcarbamoyl)-2-(3-pyridyl)-ethyl]-1 - 
methanesulfonylspironndoline-SJ'-cyclohexanel-^-carboxannide, trans-N-(4-dimethylaminophenethyl)-1 -methane- 
sulfonylspiro-[indoline-3 ; 1 l -cyclohexane]-4'-carboxamide, trans-1 -methanesulfonyl-N-[2-(3-quinolyl)ethyl]spiro-[indo- 
line-3,1 '-cyclohexane]-4'-carboxamide, trans-N-[2-(4-dimethylanninophenyl)-2-hydroxyethyl]-1-nriethanesulfonylspiro 
[indoline-3,1 '-cyclohexane]-4'-carboxamide, trans-N-[2-hydroxy-2-(3-quinolyl)ethyl]-1-methanesulfonylspiro[indoline- 
3,1 , -cyclohexane]-4'-carboxamide, trans-N-[2-(3,5-difluorophenyl)-2-hydroxyethyl]-1-methanesulfonylspiro[indoline- 
3,1 '-cyclohexane]-4'-carboxamide, trans-N-[(S)-1-benzyl-2-[(3-pyridylmethyl)amino]ethyl]-1 -methanesulfonylspiro[in- 
doline-3,1'-cyclohexane]-4'-carboxamide, trans-N-[(S)-1 -benzyl-2-[(2-pyridylmethyl)amino]ethyl]-1 -methanesulfonyl- 
spiro[indoline-3,1 '-cyclohexane]-4'-carboxamide, trans-N-[(S)-2-anilino-1 -benzylethyl]-1 -methanesulfonylspiro[indo- 
line-3,1 '-cyclohexane]-4'-carboxamide, trans-N-[(S)-1-benzyl-2-(isobutylamino)ethyl]-1-methanesulfonylspiro[indo- 
line-3,1 '-cyclohexane]-4'-carboxamide, trans-1 -methanesulfonyl-N-[2-phenyl-1-(methoxycarbonyl)-ethyl]spiro[indo- 
line-3,1 '-cyclohexane]-4'-carboxamide, trans-N-(1 -hydroxymethyl-2-phenylethyl)-1-methanesulfonylspiro[indoline- 
3,1 '-cyclohexane]-4'-carboxamide, 1 -methanesulfonyl-N-(1 -phenyl-4-piperidyl)spiro[indoline-3,4'-piperidine]-1 '-car- 
boxamide, 3-oxo-N-(1 -phenyl-3-piperidyl)spiro[isobenzofuran-1 (3H),4'-piperidine]-1 '-carboxamide, 3-oxo-N-[(3S)- 
1 -phenyl-3-pyrrolidinyl]spiro[isobenzofuran-1 (3H),4'-piperidine]-1 '-carboxamide, N-[1 -benzylcarbamoyl-2-cyclohexy- 
lethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide, N-[(S)-1-benzyloxymethyl-2-cyclo- 
hexylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide, N-[(S)-1 -benzylcarbamoyl-2- 
phenylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide, N-[(S)-1 -benzyl-2-(benzylami- 
no)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide, N-(2-indanyl)-1 -methanesulfonyl- 
spiro[indoline-3,4'-piperidine]-1 '-carboxamide, 1 -methanesulfonyl-N-phenethylspiro[indoline-3,4'-piperidine]-1 '-car- 
boxamide, 1 -methanesulfonyl-N-(3-phenylpropyl)spiro[indoline-3,4'-piperidine]-1 '-carboxamide, 1 -methanesulfonyl- 
N-(4-phenylbutyl)spiro[indoline-3,4'-piperidine]-1 '-carboxamide, N-(4-bromophenethyl)-1 -methanesiilfonylspiro[indo- 
line-3,4'-piperidine]-1 '-carboxamide, N-(3,4-dimethoxyphenethyl)-1 -methanesulfonylspiro[indoline-3,4'-piperidine]-1 '- 
carboxamide, 1 -methanesulfonyl-N-(3-methoxyphenethyl)spiro[indoline-3,4'-piperidine]-1 '-carboxamide, N-(4-dimeth- 
ylamino-2-methoxyphenethyl)-1 -methanesulfonylspiro[indoline-3,4'-piperidine]-1 '-carboxamide, N-[(S)-1 -benzyloxy- 
carbonyl-2-(3-indolyl)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide, N-[(R)-1 -benzy- 
loxycarbonyl-2-(3-indolyl)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H).4'-piperidine]-1 '-carboxamide, N-[(S)-1 - 
benzyloxycarbonyl-2-cyclohexylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1(2H),4'-piperidine]-1 '-carboxamide, 3,4- 
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dihydro-N-(3-methoxyphenethyl)-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide, trans-N-[1 -(3-trifluor- 
omethylphenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzof uran-1 (3H), 1 , -cyclohexane]-4'-carboxamide J trans-N-[trans-2- 
(3-fluorophenyl)cyclopropyl]-3'-oxospiro-[cyclohexane-1 ,1'(3 , H)-isobenzofuran]-4-carboxamide, trans-N-[trans-2- 
(4-fluorophenyl)cyclopropyl]-3'-oxospiro-[cyclohexane-1 ,1 l (3 l H)-isobenzofuran]-4-carboxamidet;rans-N-[1-(2-fluoroph- 
enyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide, trans-3'-oxo-N-[5-oxo-1 -(2- 
f luorophenyl)-3-pyrrolidinyl]-spiro[cyclohexane-1 ,1 , (3'H)-isobenzofuran]-4-carboxamide, trans-3'-oxo-N-[5-oxo-1 -(3- 
fluorophenyl)-3-pyrrolidinyl]-spiro[cyclohexane-1 ,1 , (3 , H)-isobenzofuran]-4-carboxamide, trans-3-oxo-N-[5-oxo-1 -(3- 
fluorophenyl)-3-pyrrolidinyl]-spiro[6-azaisobenzofuran-1(3H)J'-cyclohexane]-4 , -carboxarriide ) trans-N-[trans-4-(3-trif- 
luoromethylphenyl)cyclohexyl]-3-oxospiro[6-azaisobenzof uran-1 (3H), 1 '-cyclohexane]-4'-carboxamide, trans-3'-oxo- 
N-[2-oxo-1 -phenyl-4-piperidyl]spiro[cyclohexane-1 ,1 , (3 l H)-isobenzofuran]-4-carboxamide, trans-3'-oxo-N-[2-oxo-1 - 
(3-fluorophenyl)-4-piperidyl]spiro-[cyclohexane-1 ,1 l (3 l H)-isobenzofuran]-4-carboxamide,trans-N-[trans-2-(2-fluoroph- 
enyl)cyclopropyl]-3'-oxospiro-[cyclohexane-1 ,1 , (3 , H)-isobenzofuran]-4-carboxamide, trans-N-[trans-2-(3-fluorophe- 
nyl)cyclopropyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1'-cyclohexane]-4 , -carboxamide or trans-N-[trans-2-(4-fluor- 
ophenyl)cyclopropyl]-3-oxospiro[6-azaisobenzof uran-1 (3H),1 l -cyclohexane]-4 , -carboxamide, and the like. 
[0124] The processes for producing the compounds of the present invention are illustrated below. 
[0125] The compounds (I) of the present invention can be prepared, for example, by the following production proc- 
esses or the methods shown in Examples, but Manufacturing methods of the compounds (I) of the present invention 
are not limited to these embodiments . 

Production Process 1 

[0126] A compound of the formula (II): 



AP is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of di-lower alkylamino, lower alkoxy, lower alkoxycarbonyl, lower alkylene, aryl, 
heteroaryl, -R a P, optionally protected oxo, optionally protected amino, optionally protected lower alkylamino and 
optionally protected hydroxy, and is optionally intervened by oxygen or nitrogen atom; 

Ar 1 P is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group consisting 
of halogen, nitro, lower alkyl, halo-lower alkyl, cyclo-lower alkyl, lower alkenyl, lower alkoxy, halo-lower alkoxy, di- 
lower alkylamino, lower alkylthio, lower alkanoyl, lower alkoxycarbonyl, -QP-Ar 2 P, optionally protected oxo, option- 
ally protected hydroxy-lower alkyl, optionally protected lower alkylamino and optionally protected carboxyl; 
Ar 2 P is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group consisting 
of halogen, cyano, lower alkyl, halo-lower alkyl, lower alkoxy, halo-lower alkoxy, di-lower alkylamino, lower alkanoyl, 
aryl, optionally protected hydroxy-lower alkyl, optionally protected hydroxy and optionally protected lower alkylami- 
no; 

Ar 3 is phenyl which is optionally substituted by halogen or nitro; 
QP is a single bond or optionally protected carbonyl; 

R a P is lower alkyl which is optionally substituted by a substituent selected from the group consisting of di-lower 
alkylamino, optionally protected amino, optionally protected lower alkylamino, optionally protected hydroxy, and 
cyclo-lower alkyl, aryl and heteroaryl, the last three groups being optionally substituted by fluorine; 
R°p is hydrogen, or lower alkylene attached to an arbitrary, bondable position of AP) 

is reacted with a compound of the formula (III): 




H 



(wherein 
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(wherein t, u, v and w are independently methine or nitrogen atom, said methine being optionally substituted by a 
substituent selected from the group consisting of halogen, lower alkyl, lower alkoxy and optionally protected hydroxy, 
and at least two of t. u, v and w are said methine group; n, X and Y have the same meaning as defined above), 
to provide a compound of the formula (IV- 1 ): 



H 




(wherein AP, Ar 1 P, n, R°p, t, u, v, w ; X and Y have the same meaning as defined above), optionally followed by removal 
of the protecting group (s) from the compound (IV-1) , thereby a compound of the formula (1-1): 



H 




(wherein A, Ar 1 , n, R°, T, U, V, W, X and Y have the same meaning as defined above) can be prepared. 

[0127] The present process is a process for preparing a compound of the formula (I) wherein Z is nitrogen atom, that 

is, a compound of the formula (1-1). 

[0128] In the above reaction, when a reactant has an amino, hydroxy, carboxyl, oxo, carbonyl or the like which does 
not participate in the reaction, the reaction may be carried out after protecting said amino, hydroxy, carboxyl, oxo or 
carbonyl with an ami no-protecting group, a hydroxy-protecting group, a carboxyl-protecting group, or an oxo- or car- 
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bonyl-protecting group, and said protecting groups may be removed after completion of the reaction. 
[0129] The "amino-protecting group" includes, for example, aralkyl (e.g. benzyl, p-methoxybenzyl, 3,4-dimethoxy- 
benzyl, o-nitrobenzyl, p-nitrobenzyl, benzhydryl, trityl); lower alkanoyl (e.g. formyl, acetyl, propionyl, butyryl, pivaloyl); 
benzoyl; arylalkanoyl (e.g. phenylacetyl, phenoxy acetyl); lower alkoxycarbonyl (e.g. methoxycarbonyl, ethoxycarbonyl, 
propyloxycarbonyl, tert-butoxycarbonyl); aralkyloxycarbonyl (e.g. benzyloxycarbonyl, p-nitrobenzyloxycarbonyl, 
phenethyloxycarbonyl); loweralkylsilyl (e.g. trimethylsilyl, tert-butyldimethylsilyl); among which the preferred examples 
are acetyl, pivaloyl, benzoyl, ethoxycarbonyl, tert-butoxycarbonyl, and the like. 

[0130] The "hydroxy-protecting group" includes, for example, loweralkyl (e.g. methyl, ethyl, propyl, isopropyl, tert- 
butyl); lower alkylsilyl (e.g. trimethylsilyl, tert-butyldimethylsilyl); lower alkoxymethyl (e.g. methoxymethyl, 2-methox- 
yethoxymethyl); tetrahydropyranyl; trimethylsilylethoxymethyl; aralkyl (e.g. benzyl, p-methoxybenzyl, 2,3-dimethoxy- 
benzyl, o-nitrobenzyl, p-nitrobenzyl, trityl); acyl (e.g. formyl, acetyl); among which the preferred examples are methyl, 
methoxymethyl, tetrahydropyranyl, trityl, trimethylsilylethoxymethyl, tert-butyldimethylsilyl, acetyl, and the like. 
[0131] The "carboxyl-protecting group" includes, for example, lower alkyl (e.g. methyl, ethyl, propyl, isopropyl, tert- 
butyl); halo-lower alkyl (e.g. 2,2.2-trichloroethyl); lower alkenyl (e.g. 2-propenyl); aralkyl (e.g. benzyl, p-methoxybenzyl, 
p-nitrobenzyl, benzhydryl, trityl), among which the preferred examples are methyl, ethyl, tert-butyl, 2-propenyl, benzyl, 
p-methoxybenzyl, benzhydryL and the like. 

[0132] The "oxo- or carbonyl-protecting group" includes, for example, acetal (e.g. ethylene ketal, trimethylene ketal, 
dimethyl ketal), ketal, and the like. 

[0133] The reaction between a compound of the formula (II) and a compound of the formula (III) is usually carried 
out by employing equivalent to excess moles, preferably equivalent to 1 .5 moles of the compound of the formula (III) 
based on 1 mole of the compound (II). 

[0134] The reaction is usually carried out in an inert solvent, and preferable examples of such inert solvent are 
methylene chloride, chloroform, tetrahydrofuran, dimethylformamide, dimethylsulfoxide, etc., or a mixture thereof and 
the like. 

[0135] It is preferable to carry out the above reaction in the presence of a base : and examples of such base are 
organic bases (e.g. triethylamine, diisopropylethylamine, pyridine, 4-dimethylaminopyridine) or inorganic bases (e.g. 
sodium hydroxide, potassium hydroxide). 

[0136] The amount of the said base employed is usually equivalent to excess moles, preferably 1 to 5 moles based 
on 1 mole of a compound of the formula (II). 

[0137] The reaction temperature is usually from -30°C to 200°C, preferably from 20°Cto 100°C. 

[0138] The reaction time is usually from 5 minutes to 7 days, preferably from 30 minutes to 24 hours. 

[01 39] Usual workup procedures are applied after completion of the reaction to obtain a crude product of a compound 

of the formula (IV-1). The resulting compound of the formula (IV-1) is, with or without purification according to the 

common method, subjected to, if desired, proper combination of removal of the protecting group(s) foramino, hydroxy, 

carboxyl, oxo and carbonyl, thereby a compound of the formula (1-1 ) can be prepared. 

[0140] Although the method for the removal of said protecting groups depends upon the kinds of the protecting 
groups, the stability of a desired compound (1-1 ), etc., it is carried out by, for example, a solvolysis using an acid or a 
base, that is, for example a method wherein 0.01 mole to a large excess of an acid, preferably trifluoroacetic acid, 
formic acid, hydrochloric acid and the like, or equivalent moles to a large excess of base, preferably potassium hy- 
droxide, calcium hydroxide and the like is acted; a chemical reduction using a metal hydride complex; or a catalytic 
reduction using a palladium-carbon catalyst, a Raney-nickel catalyst, etc., according to, for example, a method de- 
scribed in the literature (Protective Groups in Organic Synthesis, T.W.Greene, John Wiley & Sons, (1981)) or its similar 
methods. 

Production Process 2 

[0141] A compound of the formula (V): 



(wherein AP, Ar 1 P and R°p havethesame meaning as defined above) is reacted with a carboxylic acid of theformula (VI): 




2 



(V) 
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COOH 




(VI) 



(wherein n, t, u, v, w, X and Y have the same meaning as defined above) or a reactive derivative thereof to provide a 
15 compound of the formula (IV-2): 




(wherein AP, Ar 1 P, n, R°p, t, u, v, w ; X and Y have the same meaning as defined above), optionally followed by removal 
of the protecting group(s) from the compound (IV-2), thereby a compound of the formula (I-2): 



35 




(wherein A, Ar 1 , n, R°, T, U, V, W, X and Y have the same meaning as defined above) can be prepared. 
[0142] The present process is a process for preparing a compound of the formula (I) wherein Z is methine group, 
that is, a compound of the formula (I-2). 
55 [01 43] The reaction between a compound of the formula (V) and a carboxylic acid of the formula (VI) is usually carried 
out by employing 0.5 to excess moles, preferably 1 mole to 1 . 5 moles of the carboxylic acid of the formula (VI) based 
on 1 mole of the compound of the formula (V). 

[0144] The reaction is usually carried out in an inert solvent, and the preferable examples of such inert solvent are 
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methylene chloride, chloroform, tetrahydrofuran, dimethylformamide, pyridine, etc., or a mixture thereof and the like. 
[0145] It is preferable to carry out the above reaction in the presence of a condensing agent, and examples of such 
condensing agent are, N, N'-dicyclohexylcarbodiimide, N,N'-diisopropylcarbodiimide, 1 -(3-dimethylaminopropyl)- 
3-ethylcarbodiimide, 1-(3-dimethylaminopropyl)-3-ethylcarbodiimidehydrochloride,benzotriazol-1-yloxy-tris-(dimethyl- 
5 amino)phosphoniumhexafluorophosphate ; benzotriazol-1-yloxy-tris-pyrrolidinophosphoniumhexafluorophosphate, 
bromotris-(dimethylamino)phosphoniumhexafluorophosphate, diphenylphosphoryl azide, 1 ,1 '-carbonyldiimidazole, 
and the like. 

[0146] The amount of said condensing agent employedmay be usually 1 mole to excess mole, preferably 1 to 1 .5 

moles based on 1 mole of a compound of the formula (VI). 
10 [0147] The reaction temperature is usually from -50°C to 1 00°C, preferably from -20°C to 50°C. 

[0148] The reaction time is usually from 30 minutes to 7 days, preferably from 1 hour to 24 hours. 

[01 49] A compound of the formula (I-2) is also produced by reacting a compound of the formula (V) with an activated 

derivative of the carboxylic acid of the formula (VI) instead of the carboxylic acid of the formula (VI). 

[01 50] Examples of the activated derivatives of carboxylic acid of the formula (VI) include acid halides, mixed anhy- 
15 d rides, activated esters, activated amides, and the like. 

[0151] The acid halides of carboxylic acid of the formula (VI) may be obtained by reacting a carboxylic acid of the 

formula (VI) with a halogenating agent according to the conventional method. The halogenating agent includes, for 

example, thionyl chloride, phosphorus trichloride, phosphorus pentachloride, phosphorus oxychloride, phosphorus tri- 

bromide, oxalyl chloride, phosgene, and the like. 
20 [01 52] The mixed anhydrides of carboxylic acid of the formula (VI) may be obtained by reacting a carboxylic acid of 

the formula (VI) with an alkyl chlorocarbonate such as ethyl chlorocarbonate, etc.; an aliphatic carboxylic acid chloride 

such as pivaloyl chloride, etc., and the like according to the conventional method. 

[0153] The activated esters of carboxylic acid of the formula (VI) may be obtained by reacting a carboxylic acid of 
the formula (VI) with an N-hydroxy compound such as N-hydroxysuccinimide, N-hydroxyphthalimide, 1 -hydroxyben- 
25 zotriazole, etc.; a phenol compound such as 4-nitrophenol, 2,4-dinitrophenol, 2,4,5-trichlorophenol, pentachlorophenol, 
etc., and the like in the presence of a condensing agent such as N, N'-dicyclohexylcarbodiimide, 1 -(3-dimethylamino- 
propyl)-3-ethylcarbodiimide, etc. according to the conventional method. 

[0154] The activated amides of carboxylic acid of the formula (VI) may be obtained by reacting a carboxylic acid of 
the formula (VI) with, for example, 1 ,1 '-carbonyldiimidazole, 1 ,1'-carbonylbis(2-methylimidazole) according to the con- 
30 ventional method. 

[0155] The reaction between a compound of the formula (V) and an activated derivative of carboxylic acid of the 
formula (VI) is usually carried out by employing 0.5 to excess moles, preferably 1 to 1 .5 moles of the activated derivative 
of carboxylic acid of the formula (VI) based on 1 mole of the compound of the formula (V). 

[0156] The reaction is usually carried out in an inert solvent, and the preferable examples of such inert solvent are 
35 methylene chloride, chloroform, tetrahydrofuran, dimethylformamide, pyridine, etc., or a mixture thereof and the like. 
[0157] Although the above reaction proceeds in the absence of a base, it is preferred to carry out the reaction in the 
presence of a base to promote the reaction smoothly. 

[0158] Examples of such a base are organic bases (e.g. triethylamine, diisopropylethylamine, pyridine, 4-dimethyl- 
aminopyridine) or inorganic bases (e.g. sodium hydroxide, potassium hydroxide, sodium carbonate, potassium car- 

40 bonate, sodium hydrogen carbonate). 

[0159] The preferable amount of said base is usually 1 to excess moles based on 1 mole of a compound of the 

formula (V). Also, when the base is a liquid, such base can also be used as a solvent. 

[0160] The reaction temperature is usually from -50°C to 1 00°C, preferably from -20°C to 50°C. 

[0161] The reaction time is usually from 5 minutes to 7 days, preferably from 30 minutes to 24 hours. 

45 [0162] A compound of the formula (I-2) can be produced by working up the resulting product in the usual way after 
removal of the said protecting group (s) when the product has a protecting group after completion of the reaction, or 
by working up the resulting product directly in the usual way when the protecting group is absent. 
[0163] The removal of the protecting group(s) and the workup procedure may be carried out according to the method 
described in the above Production Process 1. 

so [01 64] The compound of the formula (1-1 ) or (I-2) may be readily isolated and purified by the conventional separation 
technique, and examples of such technique are solvent extraction, recrystallization, column chromatography, prepar- 
ative thin layer chromatography and the like. 

[01 65] These compounds can be converted into the pharmaceutical ly acceptable salts or esters by the conventional 
method, and on the contrary, the conversion of the salts or esters into free compounds can also be carried out according 
55 to the conventional method. 

[0166] Compounds of the formula (II), (III), (V) or (VI) is commercially available, or can be prepared according to the 
methods described in the literatures (Japanese Patent Unexamined Publication No. 94/263737-A, U.S. Patent No. 
3301857, J. Org. Chem, 40, p. 1427 (1975), International Patent Publication W095/28389 and the like), or analogous 
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methods thereto or the methods shown below or in Examples, optionally in combination. 

Produ ction P rocess A 

5 



10 



15 



20 




H 



[0167] In the above reaction scheme, L is halogen; AP. Ar 1 P, Ar 3 and R°p have the same meaning as defined above. 
[0168] The present process is a process for preparing a compound of the formula (II). According to the present 
25 process, the compound of the formula (II) can be prepared by reacting a compound of the formula (V) with a compound 
of the formula 1_. 

[01 69] The reaction between the compound of the formula (V) and the compound of the formula 1 is usually carried 
out by employing 0.5 to excess moles, preferably equivalent to 1 .5 moles of the compound of the formula 1_, based on 
1 mole of the compound (V). 

30 [0170] The reaction is usually carried out in an inert solvent, and the preferable examples of such inert solvent are 
methylene chloride, chloroform, tetrahydrofuran, ethyl ether, benzene, toluene, dimethylformamide, etc., or a mixture 
thereof and the like. 

[01 71 ] The above reaction is preferably carried out in the presence of a base, and examples of such base are organic 

bases (e.g. triethylamine, diisopropylethylamine, pyridine, 4-dimethylaminopyridine) or inorganic bases (e.g. sodium 
35 hydroxide, potassium hydroxide, sodium carbonate, potassium carbonate, sodium hydrogen carbonate). 

[0172] The preferable amount of said base is usually equivalent to excess moles based on 1 mole of a compound 

of the formula (V). Also, when the base is a liquid, such base can also be used as a solvent. 

[0173] The reaction temperature is usually from -78°C to 1 00°C, preferably from -20°C to 50°C. 

[0174] The reaction time is usually from 5 minutes to 7 days, preferably from 30 minutes to 24 hours. 
40 [01 75] A compound of the formula 1_ is commercially available, or can be prepared according to the known methods 

or the methods in Examples, or analogous methods thereto, optionally in combination. 

[0176] The utility of compounds of the present invention as a medicament is proved by showing NPY antagonistic 
activities in the following pharmacological test. 

45 Pharmacological Test (NPY binding inhibition test) 

[0177] A sequence coding for human NPY Y5 receptor (c.f. International patent publication number W096/16542) 
was cloned into expression vectors pcDNA3 , pRc/RSV (made by Invitrogen Inc.) and pCI-neo (made by Promega 
Inc.). The expression vectors thus obtained were transfected to host cells COS-7, CHO and LM(tk-) (American Type 
50 Culture Collection) by cationic lipid method (Proceedings of the National Academy of Sciences of the United States of 
America, vol.84: p. 741 3(1 987)) to give NPY Y5 receptor expression cells. 

[0178] A membrane sample prepared from the cells which expressed NPY Y5 receptor was incubated together with 
a test compound and [ 1 25 1] peptide YY (made by NEN) (20,000cpm) in an assay buffer (25 mM Tris buffer, pH7.4, con- 
taining 10 mM magnesium chloride, 1 mM phenylmethylsulfonyl fluoride, 0.1% bacitracin and 0.5% bovine serum 
55 albumin) at 25° C for 2 hours, then filtered through a glass filter GF/C and washed with 5 mM Tris buffer (pH7.4) 
containing 0.3% BSA. The radioactivity of the cake on the glass filter was measured. Non-specific binding was meas- 
ured in the presence of 1 j-iM peptide YY, and 50% Inhibitory Concentration (IC 50 ) of the test compound against specific 
peptideYY binding was determined (Endocrinology, vol.131: p. 2090(1 992)). The results are shown in Table 1. 
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Table 1 : 



NPY receptors binding inhibition 


compounds 




Example 1 


2.5 


Example 5 


1.7 


Example 27 


3.6 


Example 32 


1.7 


Example 36 


0.80 


Example 41 


1.2 


Example 45 


0.69 


Example 46 


2.0 



[0179] As shown above, the compounds of this invention potently inhibited peptideYY (NPY analogue) binding to 
NPY Y5 receptors. 

[0180] The compounds of the formula (I) can be administered orally orparenterallyand, byformulatingintoasuitab- 
leadministrable form, may be administered as a therapeutic agent for various diseases related to NPY, for example, 
cardiovascular disorders such as hypertension, nephropathy, heart disease, vasospasm, arteriosclerosis, etc., central 
nervous system disorders such as bulimia, depression, anxiety, seizure, epilepsy, dementia, pain, alcoholism, drug 
withdrawal, circadian rhythm disorders, schizophrenia, etc., metabolic diseases such as obesity, diabetes, hormone 
abnormality, hypercholesterolemia, hyperlipidemia, etc., sexual and reproductive dysfunctions, gastro-intestinal disor- 
ders such as gastro-intestinal motility disorder, respiratory disorders, inflammatory diseases or glaucoma, and the like, 
particularly preferably bulimia, obesity, diabetes, and the like. In clinical use, the compounds of this invention may be 
administered after being formulated, together with pharmaceutically acceptable additives, into an appropriate prepa- 
ration according to the mode of administration. As for such additives, those which are usually used in the field of 
pharmaceutical formulation, for example, gelatin, lactose, sucrose, titanium oxide, starch, crystalline cellulose, hydrox- 
ypropyl methylcellulose, carboxymethylcellulose, corn starch, microcrystalline wax, white petrolatum, magnesium 
methasilicate aluminate, anhydrous calcium phosphate, citric acid, trisodium citrate, hydroxypropyl cellulose, sorbitol, 
sorbitan fatty acid ester, polysorbate, sucrose fatty acid ester, polyoxyethylene, hydrogenated castor oil, polyvinylpyr- 
rolidone, magnesium stearate, light silicic anhydride, talc, vegetable oil, benzyl alcohol, gum arabic, propylene glycol, 
polyalkylene glycol, cyclodextrin or hydroxypropyl cyclodextrin, etc. may be used. 

[0181] The formulations prepared by mixing the compound of the present invention with said additives include, for 
example , solid preparations (e.g. tablets, capsules, granules, powder, suppositories); or liquid preparations (e.g. syr- 
ups, elixirs, injections). Such preparations may be formulated according to the techniques well-known in the art of 
pharmaceutical formulation. Liquid preparations may be in the form of preparations which are dissolved or suspended 
in water or other appropriate media when used. In the case of injectable preparations in particular, they may be dissolved 
or suspended in physiological saline or glucose solution if necessary, optionally together with a buffer or a preservative. 
[01 82] All the said preparations may contain 1 .0 to 1 00 wt.%, preferably 1 .0 to 60 wt.% of compounds of the present 
invention and may also contain other therapeutically effective compounds. 

[0183] The compounds of the present invention can be used in combination with other agents useful for treating 
metabolic disorders and/or eating disorders. The individual component of such combinations can be administered 
separately at different times or concurrently in divided or single combination forms during the course of therapy. The 
present invention is therefore to be understood as embracing all such regimes of simultaneous or divided administration 
and the term "administration" is to be interpreted accordingly. The scope of combinations of the compounds of this 
invention with other agents useful for treating metabolic disorders and/or eating disorders includes in principle any 
combination of any pharmaceutical composition useful for treating metabolic disorders and/or eating disorders. 
[0184] When compounds of the present invention are used clinically, for example, a daily dose for an adult is 0.01 
to 100 mg/kg, preferably 0.03 to 3 mg/kg with simultaneous or divided administration when administered orally, and 
0.001 to 10 mg/kg, preferably 0.001 to 0.1 mg/kg with simultaneous or divided administration when administered 
parenterally, though the dose and the frequency of administration may vary depending upon the sex, age, body weight, 
degree of symptoms, and type and range of the desired treatment effects. 

[0185] An ordinarily skilled physician, veterinarian or clinician can readily determine and prescribe the effective 
amount of the drug required to prevent, suppress or arrest the progress of diseases. 
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Best mode for carrying out the invention 

[01 86] The present invention is further described in detail with reference to the following Examples, but the invention 
should in no way be restricted thereby. 

5 

Example 1 

P reparation of trans-3'-oxo-N-(trans-4-phenylcyclohexyl)-spiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide 

10 [0187] 4-Phenylcyclohexylamine hydrochloride (64 mg) and 1 -(3-dimethylaminopropyl)-3-ethylcarbodiimide hydro- 
chloride (1 1 5 mg) were added to a solution of trans-3'-oxospiro[cyclohexane-1 , 1 '(3'H)-isobenzof uran]-4-carboxylic acid 
(74 mg) in pyridine (2 ml_). The mixture was stirred at room temperature for 24 hours and the reaction mixture was 
partitioned between water and ethyl acetate. The organic layer was dried over magnesium sulfate and the solvent was 
removed by evaporation. The residue was purified by preparative thin-layer chromatography (hexane/ethyl acetate = 

15 1/1 ) to give the title compound (50.7 mg) as a white solid. 

1 H-NMR (300MHz, CDCI 3 , 5ppm) : 1. 72-1 .89 (2H, m), 1.56-1.82 (4H, m), 1.92-2.20 (8H, m), 2.28-2.40 (2H ; m), 
2.45-2.58 (2H, m), 3.82-3.96 (1H, m), 5.44 (1H, br d), 7.17-7.33 (5H, m), 7.52 (1H, d, J=7.8Hz), 7.58-7.69 (2H, m), 
7.88 (1H ; d, J=7.5Hz). 

[0188] Compounds of Examples 2 to 76 were obtained by following the same procedure as in Example 1 , except 
20 that trans-3'-oxospiro[cyclohexan-1 , 1 '(3'H)-isobenzof uran]-4-carboxylic acid and 4-phenylcyclohexylamine hydrochlo- 
ride used in Example 1 were replaced with the corresponding starting materials of each desired compound. 

Example 2 

25 Trans-N-[(3S)-1 -(2-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro(cyclohexane-1 , 1 '(3'H)-isobenzofuran]-4-carboxamide 

[0189] 1 H-NMR(300MHz,DMSO-d 6 ,5ppm):1. 69-1 .77(2H,m),1. 83-2. 18(8H,m), 2.47-2.53(1 H,m), 3.1 7-3.23(1 H,m), 
3.28-3.34(1 H,m),3.43-3.47 (1 H,m), 3.55-3.62(1 H,m),4.35-4.38(1 H,m),6.65-6.76(2H,m),6.97 - 7.08(2H,m),7.58-7.64 
(2H, m), 7.77(1 H,d,J=7.3Hz), 7.83(1 H,d,J= 7.6Hz),8.1 7(1 H,d,J=6.9Hz). 

30 

Example 3 

Trans-N-[(3S)-1 -(3-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide 

35 [0190] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.74-1.80(2H,m),2.00-2.15(5H,m), 2. 23-2.38(3H,m), 2. 48-2.52(1 H,m),3.20 
(1 H,dd,J=9.9,3.6Hz), 3. 35-3. 47(2 H,m), 3.59-3. 65(1 H, m),4.66-4. 68(1 H,m),5. 73-5. 77 (1 H,m),6.23-6.45(3H,m),7.1 7(1 H : 
dt,J=8.2,6.9Hz),7.49-7.58 (2H ) m),7.63-7.69(1 H,m), 7.87(1 H,dd,J=7.6,0.8Hz). 

Example 4 

40 

Trans-N-[(3S)-1 -(4-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide 

[0191] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.74-1.82(2H,m),1.99-2.39(8H,m), 2.48-2.52(1 H ; m),3.1 9(1 H,dd : 

J=9. 9,3.3Hz),3. 26-3.34(1 H,m), 3.41-3.48(1 H,m),3. 56(1 H,dd,J=9. 9,5. 9Hz),4.65-4.72(1 H,m), 5.77-5.80(1 H,m) : 
45 6. 48-6.54(2H,m), 6. 93-7.00(2H,m), 7.49-7.58 (2H,m), 7. 62-7.68(1 H,m),7.88(1 H,dd,J=7.6,0.9Hz). 

Example 5 

Trans-N-[1-(2-fluorophenyl)-4-piperidyl]-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide 

50 ~^ ^ ^ 

[0192] 1 H-NMR(300MHz,CD 3 OD,5ppm):1.80-1.92(2H,m),1.99-2.37(10H,m), 2.60-2.70(1 H,m),3.71 -3. 89(4H,m) : 
4.04-4.20(1 H,m), 7.37-7.50 (2H,m),7.52-7.64(2H,m),7.69-7.89(4H,m). 

Example 6 

55 

Trans-N-[1-(3-fluorophenyl)-4-piperidyl]-3'-oxospiro[cyclohexane-1 ,1'(3'H)-isobenzofuran]-4-carboxamide 

[0193] 1 H-NMR(300MHz,CD 3 OD,5ppm):1.78-1.92(2H,m),1.98-2.38(10H,m) ! 2.59-2.69(1 H,m),3.67-3.88(4H,m) ; 
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4.07-4.20(1 H,m),7.28(1 Kdt, J=7.6,1 .5Hz),7.43-7.68(4H,m),7.70-7.79(2H,m),7.84(1 H,d,J= 7.6Hz). 
Example 7 

Trans-N-[1-(4-fluorophenyl)-4-piperidyl)-3'-oxospiro[cyclohexane-1 ,1 l (3'H)-isQbenzofuran]-4-carboxamide 

[0194] 1 H-NMR(300MHz,CD 3 OD,Sppm):1 .77-1 .93(2H,m),1 .98-2.41 (1 0H,m), 2.60-2.71 (1 H,m),3.70-3.91 (4H,m) ! 
4.11 -4.26(1 H,m),7.30-7.43 (2H,m), 7.55-7.66(1 H ) m) ! 7-71 -7.81 (2H,m), 7.81 -7.94(3H,m). 

Example 8 

Trans-3'-oxo-N-(1 ,2,3,4-tetrahydro-2-naphthyl)spiro[cyclohexane-1 , 1 '(S'Hj-isobenzofuranj^-carboxamide 

[0195] 1 H-NMR(300MHz,CDCI 3 ,6ppm):1. 70-1. 91 (3H,m),1. 96-2. 19(5H,m), 2.1 9-2.39(2H,m),2.49(1 H,q,J=5.0Hz) s 
2.73(1 H,dd,J=1 6.3,7.9 Hz),2.79-3.03(2H,m),3.1 5(1 H,dd,J=1 6.3,5. 0Hz),4.37-4.42(1 H,m ),5.62(1H,br d,J=7.6Hz) ; 
6.99-7.21 (4H,m),7.46-7.70(3H,m), 7.86(1 H,dd,J=7.6,1 .0Hz). 

Example 9 

Trans-N-[1 -(3-f luorophenyl)-4-piperidyl]-3-oxospiro[4-azaisobenzofuran-1 (3H), 1 '-cyclohexane]-4'-carboxamide 

[0196] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .61 (2H,dq,J=1 1 .6,4.0Hz),1 .70-1 .9 5(2H,m),1 .95-2.23(6H,m),2.23-2.45(2H ; 
m), 2.53(1 H,quintet,J= 5.1 Hz), 2.81 -3. 03(2H,m),3.65(2H,brd,J=1 2. 9Hz),3. 90-4.07(1 H, m),5. 72(1 H,brd,J=7.7Hz), 6.52 
(1H,dt,J=8.2,2.3Hz) ! 6.58(1H,dt, J=1 2.3,2.3Hz), 6.69(1 H,dt,J=8.3,2.3Hz),7.1 7(1 H,q,J=7.9Hz), 7.56(1 H,dd,J=7.3 ; 
4.6Hz), 8.03(1 H,d,J=7.9Hz),8.89(1 H,d,J=4.6 Hz). 

Example 10 

Trans-N-[1-(3-fluorophenyl)-4-piperidyl]-3-oxospiro[5-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-carboxamide 

[0197] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.59(2H,dq,J=11. 5,4. 0Hz),1. 70-2. 60(8H,m),2. 80-3. 03(2H,m), 3.55-3. 79(2H, 
m), 3. 90-4. 09(1 H,m), 5.63(1 H,brd,J=7.9Hz), 6.30-6. 81 (3H,m),7.1 0-7.24(1 H,m),7.59 (1 H,dd,J=5.2,1 .2Hz),8.84(1 H,d : 
J=5.2Hz),9.14(1H,s). 

Example 11 

Trans-N-[1 -(3-f luorophenyl)-4-piperidyl)-3-oxaspiro[6-azaisobenzofuran-1 (3H), 1 '-cyclohexane]-4'-carboxamide 

[0198] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 50-1. 70(2H,m),1. 70-1. 96(2H,m), 1 ,96-2.27(6H,m), 2.27-2.61 (SH.m), 
2.82-3.02(2H,m), 3.57-3.78 (2H,m), 3.94-4.09(1 H,m), 5.64(1 H,brd,J=7.9Hz), 6.44-6.78 (3H, m), 7.1 0-7.23(1 H,m), 7.77 
(1 H,dd,J=5.0,1 .1 Hz), 8.86(1 H,d,J= 5.0Hz), 9.04(1 H,d,J=1 .1 Hz). 

Example 12 

Trans-N-[1-(3-fluorophenyl)-4-piperidyl]-3-oxospiro[7-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-carboxamide 

[0199] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1. 49-1. 69(2H,m),1. 80-2.53(11 H,m), 2.82-3.03(2H,m),3.53-3.78(2H,m) i 
3.95-4.1 7(1 H,m),5.70(1 H ; br d,J=7.6Hz) I 6.43-6.76(3H,m), 7.11 -7.24(1 H,m),7.49(1 H,dd,J= 7.8,4.9Hz),8.15(1 H,dd,J= 
7.8,1 .6Hz),8.84(1 H,dd,J=4.9,1 .6Hz). 

Example 13 

Trans-N-(6-methoxy-1 ,2,3,4-tetrahydro-2-naphthyl)-3-oxospiro[5-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'- 
carboxamide 

[0200] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.71-1.95(3H,m), 1 ,95-2.23(5H,m), 2.23-2.42(2H,m), 2.50(1 H^^.OHz), 
2.66(1H,dd,J=16.0, 7.8 Hz), 2.77-3.01 (2H,m), 3.07(1 H,dd,J=1 6. 0 : 5.0Hz), 3.77(3H,s), 4.24-4.42(1 H,m), 5.96(1H,br d ; 
J=7.7Hz), 6.65(1 H,d,J=2.5Hz), 6.72 (1H,dd, J=8.4,2.5Hz), 6.97(1 H,d,J=8.5Hz), 7.61 (1H,d, J= 5.0Hz), 8.83(1 H,d : 
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J=5.0Hz), 9.12(1 H,s). 
Example 14 

Trans-3'-oxo-N-[(3S)-5-oxo-1 -phenyl-3-pyrrolidinyl]spiro(cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide 

[0201] 1 H-NMR(300MHz,DMSO-d 6 ,5ppm):1. 68-1 .76(2H,m),1. 86-2. 11 (6H, m),2.40-2.54(2H,m),2.92(1 H,dd,J=1 7.1 , 
8.2Hz),3.60-3.67(1H, m), 4. 16(1 H,dd,J=1 0.2, 7.0Hz). 4.46-4. 51 (1 H,m), 7.1 0-7.1 6(3H, m),7.33-7.40(2H,m),7.57-7.67 
(4H, m),7.74-7.84(2H,m), 8.46(1 H, d,J=6.7Hz). 

Example 15 

Trans-N-[(3S)-1 -(2-fluorophenyl)-3-pyrrolidinyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'- 
carboxamide 

[0202] 1 H-NMR(300MHz,CDCI 3) 5ppm):1.80-2.00(3H,m),2.00-2.20(4H ) m) ) 2.30-2.40(3H,m),2.52(1 H,quintet,J= 
5.2Hz),3.30-3.40(2H,m) ! 3.50-3.70(2H,m),4.60-4.70(1 H,m),5. 94(1 H,d,J=7.7Hz) ; 6.65-6.80(2H,m), 6.95-7.1 0(2H,m), 
7.70-7.80(1 H,m),8.86(1 H ; d,J=4.9 Hz),9.04(1 H,s). 

Example 16 

Trans-N-[(3S)-1 -(3-fluorophenyl)-3-pyrrolidinyl]-3-oxQspirQ[6-azaisobenzQfuran-1 (3H),1 '-cyclohexane]-4'- 
carboxamide 

[0203] 1 H-NMR(300MHz,CDCI 3 ,6ppm):1.75-1.90(2H,m),2.00-2.20(5H,m), 2.30-2. 40(3H,m),2.51 (1 H,quintet,J= 
4.9Hz),3.20(1 H,dd,J=1 0.2, 3.4Hz),3.30-3.50(2H,m),3.61 (1 H,dd,J=1 0.0,6.0Hz),4.60-4.70 (1 H,m),5.93(1 H,d,J=7.2Hz) ; 
6. 25(1 H,dt,J=12.1,2.3Hz),6. 30-6.3 6(1 H,m),6.36-6.45(1 H,m), 7.15(1 H,dt,J=8.2,6.9Hz), 7.70-7.80 (1 H,m),8.80-8.90 
(1H,m), 9.04(1 H,s). 

Example 17 

Trans-3-oxo-N-(trans-4-phenylcyclohexyl)spiro[5-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide 

[0204] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .1 8-1 .93(2H,m),1 .49-1 .74(2H,m), 1 .72-1 .88(2H,m),1 .91 -2.22(8H,m),2.27- 
2.42(2H,m),2.45-2.59 (2H, m), 3. 79-3. 97(1 H,m),5. 33-5.48(1 H,m), 7.1 2-7.35(5H,m), 7. 58 (1 H,d,J=5.4Hz),8.84(1 H,d ; 
J=5.4Hz),9.15(1H,s). 

Example 18 

Trans-3-oxo-N-(trans-4-phenylcyclohexyl)spiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide 

[0205] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .1 5-1 .41 (2H,m),1 .43-1 .84(2H,m), 1 .86-2.24(1 0H ( m),2.28-2.60(4H,m) ; 
3.78-4.00(1 H,m), 5.29-5.50 (1 H ; m),7.08-7.37(5H,m),7.76(1 H,dd,J=4.8,1 .2Hz), 8.86(1 H,d,J= 4.8Hz),9.04(1 H,d,J= 
1.2Hz). 

Example 19 

Trans-3-oxo-N-(trans-4-phenylcyclohexyl)spiro[7-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide 

[0206] 1 H-NMR(300MHz,CDCI 3 ,6ppm):1. 1 8-1 .43(2H,m),1. 43-1 .77(2H,m), 1 .77-2.62(1 4H,m),3.80-4.00(1 H,m) ; 
5.34-5.51 (1H,m), 7.09-7.48 (5H,m),7.46(1 H,dd,J=7.8,4.8Hz),8.1 7(1 H,dd,J=7.8,1 .5Hz),8.84 (1 H,dd,J=4.8,1 .5Hz). 

Example 20 

Trans-3-oxo-N-[(3S)-1-phenyl-3-pyrrolidinyl]spiro[6-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-carboxamide 

[0207] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.75-1.88(2H,m),1.95-2.20(6H,m), 2.30-2. 54(4H,m),3.20-3.62(4H,m),4. 62- 
4.72(1 H,m), 5. 70-5. 80 (1 H,m),6.60(2H,d,J=8.7Hz),6.74(1 H,t,J=7.4Hz),7.20-7.32(2H, m),7.76(1 H,d,J=5.0Hz),8.87(1 H ; 
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d,J=5.0Hz),9.04(1H ; s). 
Example 21 

Trans-3-oxo-N-[(3S)-1-(34rifluorome (3H) ; 1'-cyclohexane]-4'- 
carboxamide 

[0208] 1 H-NMR(200MHz,CDCI 3 ,6ppm):1. 75-2.57(11 H,m),3.1 8-3.71 (4H,m), 4.62-4.78(1 H,m),5.68-5. 80(1 H.m), 
6. 68-6. 80(2H,m), 6. 90-7.00 (1 H,m), 7.25-7. 38(1 H,m),7.76(1 H,d,J=5.0Hz), 8. 87(1 H,d,J=5.0 Hz),9.04(1 H,s). 

Example 22 

Trans-3-oxo-N-[(3S)-1 -(2-pyridyl)-3-pyrrolidinyl]spiro[5-azaisobenzof uran-1 (3H), 1 '-cyclohexane]-4'-carboxamide 

[0209] 1 H-NMR(300MHz,CDCI 3) 5ppm):1.70-1.90(2H ) m),2.00-2.20(5H ) m) ) 2.20-2. 40(3H,m),2.51 (1 H,quintet,J= 
4.9Hz),3.00-3.1 0(2H,m) ; 3.42(1 H,dd,J=1 0.9,3. 6Hz),3.77(1 H,dd,J=1 0.9,5.9Hz) ) 4.60-4.70 (1 H,m),5.83(1 H,d,J=7.3Hz) ; 
6.38(1 H,d,J=8.6Hz) ; 6.55-6. 65(1 H, m),7-64(1 H,ddd,J=9.0,7.0,2.0Hz),7.56(1 H,dd,J=5.4,1 .6Hz), 8.1 0-8.20(1 H,m),8.84 
(1H,d,J=5.4Hz),9.14(1H,s). 

Example 23 

Trans-3-oxo-N-[(3S)-1 -(3-pyridyl)-3-pyrrolidinyl]spiro[5-azaisobenzof uran-1 (3H), 1 '-cyclohexane]-4'-carboxamide 

[0210] 1 H-NMR(300MHz ) CDCI 3 ,5ppm):1.70-1.90(2H,m),2.00-2.20(5H ) m), 2.25-2. 45(3H,m),2.54(1 H,quintet,J= 
5.3Hz),3.23(1H,dd,J=9.9, 3.0Hz) ) 3.30-3.50(2H,m),3.63(1 H,dd,J=9.7 ! 5.9Hz) ) 4.60-4.70 (1 H,m),6.1 7(1 H,d,J=7.2Hz) : 
6.70-6.90(1 H, m), 7. 00-7.20(1 H,m), 7.57(1 H,dd,J=5.3,0.9Hz),7.90-8.00(2H,m),8.85(1 H,d,J=5.3Hz), 9.1 5(1 H,s). 

Example 24 

Trans-N-[trans-4-(4-fluorophenyl)cyclohexyl]-3-oxospiro[6-azaisobenzofuran-1(3l-l) ) 1 '-cyclohexane]-4'-carboxamide 

[021 1] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1 .1 3-1 .41 (2H,m),1 .41-1 .68(2H,m), 1 .72-2.26(1 0H,m),2.26-2.60(4H,m) ; 

3.78- 4.00(1 H,m),5. 32-5.51 (1 H,m),6. 81-7. 07(2H ; m),7.07-7.37(2H,m), 7.76(1 H,dd,J=5. 4,1 .2 Hz),8.86(1 H,d,J=5.4Hz) ; 
9.04(1 H,d,J=1.2Hz). 

Example 25 

Trans-N-[trans-4-(3-fluorophenyl)cyclohexyl]-3-oxospiro[6-azaisobenzofuran-1(3N) i 1 '-cyclohexane]-4'-carboxamide 

[0212] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .1 9-1 .41 (2H,m),1 .49-1 .73(2H,m), 1 .73-2.27(1 0H l m),2.39-2.70(4H,m) ! 

3.79- 4.00(1 H,m), 5.32-5.48 (1 H,m),6.82-7.03(3H ! m), 7.1 9-7.34(1 H,m),7-76(1 H,dd,J=4.8,0.9 Hz),8.86(1 H,d,J=4.8Hz) : 
9.04(1 H,d,J=0.9Hz). 

Example 26 

Trans-N-[trans-4-(3-fluorophenyl)cyclohexyl]-3-oxospiro[4-azaisobenzofuran-1(3l-l) ! 1 '-cyclohexane]-4'-carboxamide 

[0213] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1. 19-1. 41 (2H,m),1. 49-1. 73(2H,m), 1 .73-2.25(1 OH, m),2.25-2.42(2H,m) ; 
2.42-2.60(2H ! m) ) 3.77-3.96(1H I m) ) 5.36-5.56(1H ) m) ; 6.82-7.03(1H,m) ) 7.1 9-7.34(1 H,m),7.54 (1 H,dd,J=7.8,4.5Hz),8.03 
(1 H,d,J=7.8Hz),8.88(1 H,d,J=4.5Hz). 

Example 27 

Trans-N-[trans-4-(3-fluorophenyl)cyclohexyl]-3-oxospiro[7-azaisobenzofuran-1(3H) i 1 '-cyclohexane]-4'-carboxamide 

[0214] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 19-1. 41 (2H,m),1. 49-1. 76(2H,m), 1 .78-2.60(1 4H,m),3.80-4.00(1 H,m) ; 
5.35-5.53(1 H,m), 6. 82-7.03 (3H,m)7.1 8-7.35(1 H,m),7.46(1 66, J=7. 8 ,4. SHz). 8. 1 7(1 H,dd, J=7.8,1 .5Hz), 8.84(1 H,dd ; 
J=4.8, 1.5Hz). 
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Example 28 

Trans-N-[(3S)-1 -(3,5-dif luorophenyl)-3-pyrrolidinyl]-3-oxospiro[6-azaisobenzofuran-1 (3H), 1 '-cyclohexane]-4'- 
carboxamide 

[0215] 1 H-NMR(300MHz ! CDCI 3) 5ppm):1.80-1.90(2H,m) ) 1.95-2.20(5H ) m) ) 2.30-2.45(3H,m),2.53(1 H,quintet,J= 
4.6Hz),3.1 0-3.20(1 H.m), 3. 30-3. 50 (2H,m), 3. 60-3. 70(1 H,m),4.60-4.70(1 H,m),5. 60-5.70 (1 H ! m) ! 6.50-6.60(2H,m) ! 
6.60-6.70(1 H,m),7.76(1 H ; d,J=4.9Hz), 8.87(1 H,d,J=4.9Hz),9.03(1 H,s). 

Example 29 

Trans-N-[1-(3 ) 5-difluorophenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide 

[0216] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1. 45-1. 61 (2H,m),1. 78-1. 90(2H,m), 2.00-2.21 (6H l m) ) 2.31 -2.45(2H,m) ! 

2.45-2.55(1 H,m),2. 88-3.00 (2H,m),3.60-3.71 (2H,m),3. 95-4.1 0(1 H,m),5.48(1 H,br d,J=7.5 Hz),6.1 8-6.29(1 H,m) ; 
6.29-6.43(2H,m),777(1 H ; dd,J=5.0,1 .1 Hz), 8.86(1 H : d,J=5.0Hz),9.03(1 H,d,J=1 .1 Hz). 

Example 30 

Trans-N-[3-(3-fluorophenyl)-tetrahydropyran-6-yl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'- 
carboxamide 

[0217] 1 H-NMR(300MHz ) CDCI 3) 5ppm):1. 43-2.1 0(1 3H ) m) ) 3.24(1H.t,J=1 0.5 Hz),4. 02-4. 20(1 H,m), 4. 24(1 H,d,J= 
10.5Hz),4.32(1H,d,J=10.5 Hz),5.20-5. 40(1 H,m), 6. 88-7.03(1 H,m), 7.03-7. 1 6(2H,m),7.20-7.39(1 H,m), 7.76(1 H,dd,J= 
5.1,1 .2Hz),8.87(1 H,dJ=5.1 Hz),9.04 (1 H,d.J=1 .2Hz). 

Example 31 

Trans-N-[trans-4-(2-fluorophenyl)cyclohexyl]-3-oxospiro[6-azaisobenzofuran-1(3l-l) ! 1 '-cyclohexane]-4'-carboxamide 

[0218] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 22-1 .46(2H,m),1 . 52-2.28(1 2H,m), 2.28-2.60(3H,m),2.76-2.97(1 H,m) : 
3.80-4.00(1 H,m),5.35-5.53 (1 H,m),6. 92-7.41 (4H,m),7.76(1 H,dd,J=4.8,1 .2Hz),8.86(1 H,d,J=4.8Hz),9.04(1 H,d,J= 
1.2Hz). 

Example 32 

Trans-N-[(S)-1-benzyl-2-(benzylamino)ethyl]-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4'-carboxamide 

[0219] 1 H-NMR(300MHz,CDCI 3 ,6ppm):1. 50-1. 74(2H.m),1. 60-2. 10(5H,m), 2.1 6-2.27(1 H,m),2.39-2.47(1 H,m),2. 68- 
2.75(2H,m),2.86(2H,d, J=6.6Hz),3.79(2H,s),4.28-4.39(1 H,m),5.85(1 H,d,J=8.4Hz),7.13 - 7.37(1 0H,m),7.46(1 H,d ; 
J=8.1Hz) ) 7.51(1H ) d ! J=7.8Hz),7.63(1H,t,J=7.8Hz),7.86(1H,d,J=7.8Hz). 

Example 33 

Trans-N-benzhydryl-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran)-4-carboxamide 

[0220] 1 H-NMR(200MHz,CDCI 3) 5ppm):1.70-1.80(2H ) m) ) 2.10-2.40(6H,m), 2.64(1 H,quintet,J=4.9Hz),6.1 6(1 H,d, 
J=7.6Hz), 6.28(1 H,dJ=7.6 Hz),7.20-7.40(1 0H,m),7.45-7.55(2H,m),7-60-7.70(1 H,m) ) 7-80-7.90(1 H,m). 

Example 34 

Trans-l-methanesulfonyl-N-tl-phenyl^-piperidyQspirotindQline-SJ'-cyclohexanej-^-carboxamide 

[0221] 1 H-NMR(300MHz,CDCI 3) 5ppm):1. 50-1. 70(4H ! m),1. 71-1. 83(2H,m) ) 1 .95-2.1 5(6H,m), 2.30-2. 40(1 H,m),2.82- 
2.96(2H,m),2.89(3H ) s), 3.60-3.68(2H,br d,J=12.9Hz),3.72(2H,s),3.92-4.08 (1H,m), 5.47(1 H,d,J=7.7Hz),6. 85(1 H,t : 
J=7.3Hz),6.94(2H,dJ=8.5Hz), 7.05(1 H,t,J=7.3Hz), 7.1 8-7.30(3H,m),7.40(2H,t,J=7.3Hz). 
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Example 35 

Trans-N-(2-indanyl)-1 -methanesulfonylspiro[indoline-3, 1 '-cyclohexane]-4'-carboxamide 

[0222] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1. 50-1. 63(2H,m),1. 68-1 .80(2H,m), 1 .99-2.11 (4H,m),2.23-2. 32(1 H,m),2. 81 
(2H,dd,J=1 6.2,4.2Hz), 2.88(3H ! s),3.36(2H,dd,J=1 6.2,7.2Hz),3.70(2H,s),4.72-4.85 (1 H,m),5.68-5.77(1 H,m),7.05(1 H,t 
J=7.2Hz),7.1 8-7.30(5H,m), 7.34-7.45(2H,m). 

Example 36 

Trans-N-[1 -(3-fluorophenyl)-4-piperidyl]-1 -methanesulfonylspiro[indoline-3, 1 '-cyclohexane]-4'-carboxamide 

[0223] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 46-1. 68(4H,m),1. 70-1. 84(2H,m), 2. 00-2. 13(6H,m), 2. 30-2.40(1 H,m),2.89 
(3H,s),2.86-2.98(2H,m), 3.61 -3.71 (2H,m),3.72(2H,s),3. 95-4. 05(1 H,m), 5.43(1 H,d,J=7.7 Hz),6.49(1 H,dt,J=8.2,2.3Hz) : 
6.60(1 H,dt,J=12.4,2.3Hz),6. 68 (1 H,dd,J=8.2,2.3Hz),7.05(1 H,dt,J=7.6,1 .1 Hz),7.1 7(1 H,t,J=7.6 Hz),7.22(1 H,dt 
J=7.6,1 .3Hz),7.40(1 H,dd,J=7.6,1 .1 Hz), 7.42 (1 H,dd,J=7.6,1 .1 Hz). 

Example 37 

Trans-1 -methanesulfonyl-N-[1 -(2-pyridyl)-4-piperidyl]spiro[indoline-3, 1 '-cyclohexane]-4'-carboxamide 

[0224] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1 .38-1 .54(2H,m),1 .53-1 .63(2H,m), 1 .65-1 .75(4H,m),2.00-2.12(6H,m),2.29- 
2.40(1 H,m),2.88(3H,s), 3.02(2H,ddd,J=13.8,1 1 ,2,2.5Hz),3.72(2H,s),4.06(1 H,m),4.25 (2H,m),5.44(1 H^^.SHz), 
6.56-6.66(1 H,m),6.68(1 H ; d,J=8.7 Hz), 7.05(1 H,dt,J=7.6,1 .0Hz),7.22(1 H,dt,J=7.6,1 .2Hz),7.39 (1 H,d,J=7.6Hz),7.42 
(1 H,dd,J=7.6,1 .0Hz),7.47(1 H,dddJ=8.8,7. 1 ,2.0Hz), 8. 13-8.24(1 H,m). 

Example 38 

Trans-1 -methanesulfonyl-N-(1-phenyl-3-piperidyl)spiro[indoline-3,1'-cyclohexane]-4'-carboxamide 

[0225] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.54-1.88(8H,m),2.00-2.19(4H,m), 2.33-2.42(1 H,m),2.89(3H,s),2. 96-3.05 
(1 H,m),3.13-3.43(3H,m), 3.68-3.75(2H,m),4.20-4.30(1 H : m), 6.03-6.1 0(1 H,m),6. 88(1 H,t,J =7.2Hz),6.91 -6.99(2H,m) : 
7.01 -7.08(1 H, m), 7. 1 9-7.30(3H,m), 7.37-7. 43(2H,m). 

Example 39 

Trans-N-[1-(3,5-difluorophenyl)-3-pipe 

[0226] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 53-1. 90(8H,m),2. 00-2. 13(4H,m), 2.33-2.42(1 H,m),2.88(3H,s),3. 01 -3.20 
(3H, m), 3.40-3.48(1 H,m), 3.67-3.82(2H,m),4.1 0-4.21 (1 H,m), 5. 97-6. 03(1 H,m), 6.1 9-6.28 (1 H,m),6.35-6,45(2H,m),7.05 
(1 H,t,J=7.5Hz), 7.22(1 H,t,J=7.5 Hz),7.38(1 H,d,J=7.8Hz)7.42(1 H,d,J=7.8Hz). 

Example 40 

Trans-1 -methanesulfonyl-N-[1 -(2-pyridyl)-3-piperidyl]spiro[indoline-3, 1 '-cyclohexane]-4'-carboxamide 

[0227] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.50-1.90(8H,m),1.95-2.32(4H,m), 2.31 -2.40(1 H,m),2.88(3H,s),3. 43-3.50 
(1 H,m) ! 3.70(2H ! s),3.55-3.74(3H,m),4.08-4.1 6(1 H,m),6.30(1 H,d,J=7.6Hz),6.61 (1 H,dd,J=7.1 , 5.0Hz), 6.73(1 H,d,J= 
8.6Hz), 7.03(1 H,dt,J=7.5,1 .1 Hz),7.21 (1 H,dt,J=7.5,1 .1 Hz),7.38(2H,d,J=8.6Hz) ; 7-47(1 H,ddd,J=8.6,7. 1 ,2.0Hz),8.14 
(1H,dd,J=5.0,2.0Hz). 

Example 41 

Trans-1 -methanesulfonyl-N-[(3S)-1-phenyl-3-pyrrolidinyl]spiro[indoline-3,1'-cyclohexane]-4'-carboxamide 

[0228] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 52-1. 82(6H,m),1. 96-2. 13(3H,m), 2.28-2. 40(2H,m),2.87(3H,m), 3. 22(1 H ; 
dd,J=9.9 l 3.3Hz),3.31-3.51(2H,m),3.59(1H,dd,J=9.9 ! 5.7Hz),3.67-3.72(2H,m),4.61-4.71(1H,m),5.82-5.89(1H,m),6.60 
(2H,d,J=7.8Hz), 6.73(1 H,t,J= 7.5Hz), 7.04(1 H,dd,J=7.5,1 .2Hz),7.20-7.29(3H,m),7.40(2H,t,J= 8.4Hz). 
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Example 42 

Trans-1-methanesulfonyl-N-[(3R)-^ 

[0229] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1. 52-1. 82(6H,m),1 . 96-2. 13(3H,m), 2.28-2. 40(2H,m),2.87(3H,m), 3. 22(1 H ; 
dd,J=9.9,3.3Hz),3.31 -3.51 (2H,m),3.59(1 H, dd,J=9. 9,5. 7Hz),3.67-3.72(2H,m),4.61 -4.71 (1 H,m),5. 82-5.89(1 H,m),6.60 
(2H,d,J=7.8Hz),6.73(1 H,t,J= 7.5Hz), 7.04(1 H,dd,J=7.5,1 .2Hz),7.20-7.29(3H,m),7.40(2H,t,J= 8.4Hz). 

Example 43 

Trans-1-methanesulfonyl-N-(2-phenylcyclopropyl)spiro[indoline-3,1'-cyclohexane]-4'-carboxami 

[0230] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .1 0-1 .30(2H,m),1 .50-1 .87(4H,m), 1 .95-2.20(5H,m), 2. 30-2.38(1 H,m),2.89 
(3H,s),2. 86-2.95(1 H,m), 3.72(2H,s),5.75-5.84(1 H,m),6.99-7.48(9H,m). 

Example 44 

Trans-l-methanesulfonyl-N-^-tS-pyridyQcyclopropyljspironndoline-S^ '-cyclohexane]-4'-carboxamide 

[0231] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 20-1 .34(2H,m),1 . 52-1. 89(4H,m), 2.00-2.20(5H,m),2.34-2.43(1 H,m),2.89 
(3H,s),2. 87-2.94(1 H,m), 3.72(2H,s),5.86-5.95(1 H,m),7.05(1 H,dt,J=7.5,1 .1 Hz) > 7-19-7.30(2H ) m),7.37-7.47(2H,m),7.51 
(1H,brd,J=7.9Hz), 8.45(1 H,dd, J=4.7Hz,1 .7Hz),8.50(1H,d,J=2.1Hz). 

Example 45 

Trans-N-[(S)-1-benzyl-2-(benzylamino)ethy^ 

[0232] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 46-1. 75(4H,m),1. 82-2. 05(4H,m), 2.25-2.34(1 H,m), 2. 68-2. 72(2H,m),2. 88 
(3H,s),2.80-2.90(2H,m), 3.70(2H,s),3.77(2H,s),4.25-4.36(1 H,m),5.85(1 H,d,J=7.5Hz), 7.03(1 H,t,J=7.5Hz),7.1 5-7.32 
(12H, m), 738(1 H,d,J=7.5Hz). 

Example 46 

Trans-N-[1-benzylcarbamoyl-2-(4-pyridyl)ethyl]-1 -methanesulfonylspirofindoline-S^'-cyclohexanej^'-carboxamide 

[0233] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.45-2.02(8H,m),2.30-2.40(1H,m), 2.88(3H,s) l 3.00-3.19(2H,m),3.68(2H,s) ! 
4.28-4.43(2H,m),4.78 (1 H,q,J=7.5Hz),6.40-6.52(2H I m) ) 6. 98-7.40(1 1 H ) m),8.46(2H ! d,J =5.9Hz). 

Example 47 

Trans-N-[2-(4-fluorophenyl)-1 -[(4-pyridylmethyl)carbamoyl]ethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]- 
4'-carboxamide 

[0234] 1 H-NMR(300MHz,CDCI 3) 6ppm):1.45-2.10(8H ) m) ) 2.35-2.45(1H ) m) ) 2.88(3H,s),3.00-3.1 8(2H,m),3.70(2H,s) I 
4.31 (1 H,dd,J=1 5.8,6.0 Hz),4.41 (1 H,dd,J=15.8,6.0Hz)4.76(1 H,q,J=7.9Hz),6.42(1 H,d,J =7.9Hz),6.79(1 H.t^.OHz), 
6.90-7.1 0(5H J m) J 7.11-7.32(4H,m) l 7.38(1 H ) d,J=8.0Hz),8.47(2H ) d l J=5.3Hz). 

Example 48 

Trans-N-(2-hydroxy-2-phenylethyl)-1 -methanesulfonylspiro(indoline-3 ! 1 '-cyclohexane]-4'-carboxamide 

[0235] 1 H-NMR(300MHz,CDCI 3 ,6ppm):1 .50-1 .63(2H,m),1 .67-1 .82(2H,m), 1 .92-2.1 2(4H,m), 2. 33-2.42(1 H,m),2.89 
(3H,s),3.27-3.47(2H,m), 3.71 (2H,s),3. 72-3. 82(1 H,m),4. 88-4.94(1 H,m), 5.91 -6.02(1 H,m), 7.05(1 H,t,J=7.8Hz),7.1 9- 
7.41 (8H,m). 



134 



EP 1 415 986 A1 

Example 49 

Trans-N-(benzoylmethyl)-1-methanesu^ 

[0236] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 59-1. 70(2H,m),1 . 80-1. 91 (2H,m), 2.02-2.21 (4H,m),2. 51 -2.60(1 H,m),2.90 
(3H,s),3.76(2H,s),4.81 (2H,d,J=4.2Hz) ) 6.60-6.70(1 H,m),7.04(1 H,t ! J=7.5Hz),7.22(1 H, t,J=7.5Hz),7.38-7.43(2H,m) ! 
7.52(2H,t,J=7.5Hz),7.64(1 H,t,J= 7.5Hz),8.00(2H,d,J=6.6Hz). 

Example 50 

Trans-N-[(S)-1-benzyl-2-(N-benzylmethylamino)ethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4'- 
carboxamide 

[0237] 1 H-NMR(300MHz,CDCI 3 ,6ppm):1. 50-1. 78(4H,m),1. 80-2. 10(4H,m) ) 2.23(3H,s),2.28-2.46(3H,m),2.88(3H,s) ! 
2.92(2H,d,J=6.6Hz) ; 3.46(1 H,d ) J=13.2Hz),3.53(1 H,d,J=1 3.2Hz),3.71 (2H,s),4.25-4.38(1 H,m) ) 5.62(1 H^^e.SHz), 
7.02(1 H ! t,J=7.5Hz),7.12-7.34(12H ! m) ) 7.38(1H ) d,J=7.5Hz). 

Example 51 

Trans-N-[(S)-1-(N-benzylmethylcarbamoyl)^ 
carboxamide 

[0238] 1 H-NMR(300MHz ) CDCI 3) 5ppm):1.45-2.10(8H ) m) ) 2.33-2.46(1H ) m) ) 2.75(3H,s),2.88(3H,s),3.00-3.1 0(2H,m) ! 
3.69(2H,s),4.46(1H,d, J=1 4.4Hz) ^63(1 H,d,J=14.4Hz),5.20-5.35(1 H,m),6.75(1 H,d,J= 7.5Hz),7.00-7.36(13H,m),7-39 
(1H,d,J=7.5Hz). 

Example 52 

Trans-N-[(S)-1-(N-benzylmethylcarbamoyl)-2-(3-pyridyl)ethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4'- 
carboxamide 

[0239] 1 H-NMR(300MHz,CDCI 3) 5ppm):1.45-2.08(8H ) m) ) 2.30-2.45(1H ) m) ) 2.88(3H,s),2.97(3H,s),2.95-3.02(1 H,m). 
3.12(1 H,dd,J=1 3.6,7.2 Hz),3.70(2H,s) ) 4.45-4.62(2H ) m) l 5.20-5.30(1 H,m), 6.60(1 H,br s).700-7.48(1 1 H,m),8.45(1 H,d. 
J=1 .8Hz), 8.47(1 H,dd,J=5.1 ,1 .8 Hz). 

Example 53 

Trans-N-(4-dimethylaminophenethyl)-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4'-carboxamide 

[0240] 1 H-NMR(300MHz ! CDCI 3) 5ppm):1.49-1.80(4H,m) ) 1.94-2.09(4H ! m) ) 2.22-2.33(1 H ! m),2.75(2H ) t,J=6.6Hz) ! 
2.88(3H ) s),2.92(6H,s), 3.52(2H,dt,J=6.6 ) 6.2Hz),3.70(2H ) s),5.51 (1 H,tJ=6.2Hz),6.70 (2H,d,J=8.8Hz),7.04(1 H,t,J= 
8.1Hz),7-07(2H,d,3=8.8Hz),7.22 (1 H,t,J=8.1 Hz),7.39(2H,d J=8.1 Hz). 

Example 54 

Trans-1-methanesulfonyl-N-[2-(3-quinolyl)ethyl]spiro[indoline-3,1 '-cyclohexane]-4'-carboxamide 

[0241] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 49-1. 79(4H,m),1. 92-2. 09(4H,m), 2.25-2.36(1 H,m),2.88(3H,s),3.07(2H,t 
J=6.6Hz),3.65(1H,dt,J= 6.7,6.6Hz),3.69(1 H,dd,J=6. 7,6.6Hz), 3. 69(2H,s),5.63(1 H,t,J= 6. 7Hz), 7.02(1 H,t,J=7.3Hz), 7.22 
(1 H,t,J=7.3Hz),7-33(1 H,d,J= 7.3Hz), 7.38(1 H,d,J=7.3Hz),7.54(1 H,t,J=7.9Hz),7.69(1 H,tJ= 7.9Hz),7.77(1 H,d,J-7.9Hz) ; 
7.99(1 H,d,J=2.2Hz) ; 8. 08(1 H,d,J= 7.9Hz),8.79(1H,d l J=2.2Hz). 

Example 55 

Trans-N-[2-(4-dimethylaminophenyl)-2- 
carboxamide 

[0242] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 49-1. 82(4H,m),1. 98-2. 12(4H,m), 2.32-2.42(1 H,m),2. 63-2.70(1 H,m),2.89 
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(3H,s),2.94(6H,s),3.35-3.45(1 H,m),3.71 (2H,s),3.60-3.78(1 H, m),4. 72-4. 80(1 H,s), 5. 90-5. 98(1 H,m), 6. 65-6. 75(2H.m), 
7.00-7.09(1 H,m), 7. 18-7.30(3H,m), 7.35-7. 45(2H,m). 

Example 56 

Trans-N-[2-hydroxy-2-(3-quinolyl)ethyl]-1 -methanesulfonylspirofindoline-SJ'-cyclohexanej^'-carboxamide 

[0243] 1 H-NMR(300MHz : CDCI 3l 5ppm):1 .50-1 .82(4H,m),1 .92-2.1 0(4H ) m) ! 2.32-2.45(1 H,m),2.88(3H,s),3.48-3.60 
(2H,m),3. 69(2H,s), 3. 82-3.95(1 H,m),4.1 9-4.30(1 H : m), 5.1 2-5.20(1 H,m),704(1 H,t,J=7.8H z),723(1 H,t,J=7.8Hz),7-33 
(1 H,d,J=7.8Hz), 7.38(1 H,d,J=7.8Hz) ,7.55(1 H,t,J=7.8Hz),7-71 (1 H,t,J=7.8Hz),7-80(1 H,d,J=7.8Hz), 8.1 0(1 H,dJ=7.8Hz), 
8.21 (1 H,d,J=2.4Hz),8.88(1 H,d,J=2.4Hz). 

Example 57 

Trans-N-[2-(3,5-difluorophenyl)-2-hydroxy 

[0244] 1 H-NMR(300MHz ! CDCI 3) 6ppm):1. 51 -2.32(4H ) m),1. 94-2.01 (4H,m) ) 2.35-2.46(1 H ! s),2.89(3H,s) l 3.31 -3.42 
(1 H,m) f 3.71 (2H,s),3.70-3.82(1 H,m),3.98(1 H,d,J=4.3Hz),4.87-4.94(1 H,m),5.98(1 H,t, J=3.0Hz),6.68-6.76(1 H,m),6.87- 
6. 98(2H,m), 7.06(1 H,t,J=7.7Hz) ,7. 23(1 H,t ) J=7.7Hz), 7.32-7.41 (2H,m). 

Example 58 

Trans-N-[(S)-1 -benzyl-2-[(3-pyridylmethyl)amino]ethyl]-1 -methanesulfonylspiro[indoline-3, 1 '-cyclohexane]-4'- 
carboxamide 

[0245] 1 H-NMR(300MHz ) CDCI 3) 5ppm):1.45-1.75(4H ) m) ) 1.80-2.09(4H ) m) ) 2.25-2.38(1 H,m),2.70(2H,d,J=7.5Hz) ; 
2.86(3H,s),2.84-2.90(2H, m),3.69(2H,s),3.78(2H,s),4.25-4.40(1 H,m),5.70(1 H,d,J=7.5Hz) ,7.03(1 H,dd,J=7.5,2.4Hz) ; 
7. 1 2-7.40(9H,m),7.57-7.63(1 H,m), 8.50(1 H,dd > J=5.1 ,1 .5Hz),8.55(1 H,d,J=1 .5Hz). 

Example 59 

Trans-N-[(S)-1 -benzyl-2-[(2-pyridylmethyl)amino]ethyl]-1 -methanesulfonylspiro[indoline-3, 1 '-cyclohexane]-4'- 
carboxamide 

[0246] 1 H-NMR(300MHz ) CDCI 3 ,5ppm):1.45-2.10(8H J m) ) 2.30-2.40(1H,m), 2. 66-2. 76(2H,m),2.88(3H,s),2. 80-2.99 
(2H,m),3.70(2H,s),3.90 (2H,ddJ=14.4,5.7Hz),4.23-4.37(1 H,m),6.14(1 H,dJ=7.5Hz), 7.02(1 H,t,J=7.5Hz),7.1 2-7.30 
(9H, m), 7.36(1 H,t,J=7.5Hz),7.62 (1 H,dt,J=7.5,2.1 Hz), 8.54(1 H,dd,J=5.1 ,2.1 Hz). 

Example 60 

Trans-N-[(S)-2-anilino-1 -benzylethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4'-carboxamide 

[0247] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .42-2.07(8H,m),2.24-2.33(1 H,m), 2.87(3H ; s),2.84-2.91 (1 H ; m),3.00(1 H,dd ; 
J=14.1,6.3Hz),3.20 (1H,dd J J=12.4 l 7.5Hz),3.33(1H,dd ) J=12.4 I 4.5Hz) > 3.67(2H,s), 4.47-4.58(1 H,m),5.49(1 H,d, 
J=7.5Hz),6.60(1H,dJ=7.5Hz),6.70 (1 H,t,J=7.5Hz),7.00(1 H,t,J=7.5Hz),7.1 2-7.40(1 0H,m). 

Example 61 

Trans-N-[(S)-1-benzyl-2-(isobutylamino)ethyl]-1 -methanesulfonylspiro[indoline-3 ; 1 '-cyclohexane]-4'-carboxamide 

[0248] 1 H-NMR(300MHz ; CDCI 3i appm):0.89(6H ) d,J=6.3Hz) ) 1.45-2.10(9H ) m),2.30-2.40(1 H,m),2.43(2H I d 1 J=6.3Hz) I 
2.65-2.78(2H,m),2.88 (3H ,s),2. 80-2. 93(2H.m),3.70(2H,s), 4.22-4.35(1 H,m),6. 02(1 H, d,J=7.5Hz),7.15-7.40(9H,m). 

Example 62 

Trans-1-methanesulfonyl-N-[2-phenyl-1-^ 

[0249] 1 H-NMR(300MHz, CDCI 3 ,5ppm):1 . 49-1. 60(2H,m),1. 63-1 .78(2H,m), 1 .87-2.1 0(4H,m),2.33-2.41 (1 H,m),2.88 
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(3H,s),3.10(1H,dd,J= 14.1 ,6.3Hz),3.22(1 H,dd,J=14.1 ,5.7Hz),3.71 (2H,s),3.77(3H,s), 4.91 -4.97(1 H,m),5.95(1 H,br d ; 
J=7.8Hz), 7.04(1 H,tJ=6.9Hz), 7.11 (2H,d,J=6.3Hz),7.19-7.40(6H,m). 

Example 63 

Trans-N-(1-hydroxymethyl-2-phenylethyl)-1 -methanesulfonylspirotindoline-SJ'-cyclohexaneJ^'-carboxamide 

[0250] 1 H-NMR(200MHz,CDCI 3 ,6ppm):1. 43-2. 11(7H,m), 2.29-2.40(1 H,m), 2.52-2.67(1 H,m),2.79-3.02(2H,m),2.88 
(3H,s),3.59-3.81(2H,m), 3.69(2H,s),4.1 8-4.35(1 H,m),5. 69-5.81 (1 H,m),7. 04(1 H,dt,J= 7.6,1 .2Hz), 7. 18-7.41 (8H,m). 

Example 64 

Trans-N-tl-tS-trifluoromethylphenyQ^-piperidyll-S-oxospirote-azaisobenzofuran-^SH)^ '-cyclohexane]-4'- 
carboxamide 

[0251] 1 H-NMR(300MHz,CDCI 3) 5ppm):1. 56-1. 65(2H ) m),1. 80-1. 88(2H,m) ) 2.04-2.21 (6H,m),2.35-2.44(2H,m),2.50- 
2.53(1 H,m),2. 91 -3.00 (2H ) m) ! 3.62-3.73(2H,m) ) 4.00-4.1 6(1 H ) m),5.58-5.60(1 H ) m),7.06 - 7.13(3H,m) ) 7.27-7.37(4H,m) ! 
7.76(1 H,d,J=3. 7Hz) ; 8. 87(1 H,d,J= 4.9Hz),9. 04(1 H,s). 

Example 65 

Trans-N-[trans-2-(3-fluQrophenyl)cycloprQpyl]-3'-oxospiro[cyclohexane-1 ,1'(3'H)-isobenzofuran]-4-carboxamide 

[0252] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .1 8-1 .31 (2H,m),1 .70-1 .82(2H,m), 2.00-2.21 (5H,m),2.22-2.38(2H,m),2.46- 
2.56(1 H,m),2.89-2. 98 (1 H,m),6. 89(1 H,br s), 6.83-6.91 (2H,m), 6.97(1 H ; d,J=7.2Hz), 7.1 9-7.29(1 H,m),7.52(1 H,t 
J=7.2Hz),7.55-7.69(2H,m),7.87(1 H, d,J=7.8Hz). 

Example 66 

Trans-N-[trans-2-(4-fluorophenyl)cyclopropyl]-3'-oxospiro[cyclohexane-1 ,1'(3'H)-isobenzofuran]-4-carboxamide 

[0253] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1 .1 2-1 .28(2H,m),1 .71-1 .82(2H,m), 1 .99-2.20(5H,m),2.21 -2.38(2H,m),2.46- 
2.54(1 H,m),2. 81 -2.90 (1 H,m),5.86(1 H,br s), 6.98(2H,t,J=8.7Hz), 7.1 3-7.21 (2H,m), 7.52(1 H,t,J=7.2Hz), 7.58-7. 70(2H ; 
m), 7.88(1 H,d,J=7.8Hz). 

Example 67 

Trans-N-[1-(2-fluorophenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran]-1(3H) ,1 '-cyclohexane]-4'-carboxamide 

[0254] 1 H-NMR(300MHz ! CDCI 3) 5ppm):1. 56-1. 74(2H ) m),1. 78-1 .90(2H,m) ) 2.01 -2.23(6H,m),2.32-2.48(2H,m),2.48- 
2.57(1 H,m),2.77-2. 90 (2H,m),3.38-3.50(2H,m),3.90-4.07(1 H,m),5.51 (1 H,m), 6.90-7.1 0 (4H,m),7.74(1 H,d,J=5.0Hz) : 
8.87(1 H,6,J=5.0Hz).9. 05(1 H,s). 

Example 68 

Trans-3 l -oxo-N-[5-oxo-1-(2-fluorophenyl)-3-pyrrolidinyl]spiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide 

[0255] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 68-1. 81 (2H ! m),1. 96-2. 15(4H,m), 2.15-2.30(2H,m),2.43-2.54(2H,m),2.99 
(1 H,dd,J=1 7.4,7.6Hz), 3.73(1 H ; dd,J=1 0.6,2.4Hz),4.1 6(1 H,dd,J=1 0.6,6. 0Hz),4. 65-4. 76 (1 H,m),6.80(1 H,br s),7.09- 
7.21 (2H,m),7.23-7.32(1 H ; m), 7.32-7.42(1 H,m),7.47-7.57(2H,m),7.59-7.68(1 H,m),7.88(1 H,dJ=7.5 Hz). 

Example 69 

Trans-3'-oxo-N-[5-Qxo-1-(3-fluorophenyl)-3-pyrrolidinyl]spiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide 

[0256] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.71-1.94(2H,m) ) 2.01-2.34(6H,m), 2.52-2.64(2H ! m),2.98-3.11 (1 H,m),3.77 
(1H,dd,J=1 0.5,2.9Hz), 4.23(1 H,dd,J=1 0.5,6.4Hz),4.65-4.77(1 H,m), 6. 78-7.13(2H,m), 7.1 7-7.33(2H,m), 7.42-7. 69(4H ; 
m) ) 7.80-7.88(1H,m). 
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Example 70 

Trans-3-oxo-N-[5-oxo-1 -(3-fluorophenyl)-3-pyrrolidinyl]spiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'- 
carboxamide 

[0257] 1 H-NMR(300MHz,CDCI 3) 5ppm):1.76-1.91(2H ) m) ) 2.06-2.23(4H ) m) ) 2.25-2.40(2H,m),2.50-2.62(2H,m),3.07 
(1H,dd,J=1 7.6,8.1 Hz), 3.77(1 H I dd,J=10.7 > 2.4Hz),4.24(1H > dd > J=10.6 > 6.2Hz),4.67-4.79 (1 H p m), 6.79-6. 92(2H,m) ! 
7.1 6-7.35(2H,m), 7.46-7.54(1 H,m), 7.75 (1 H,d,J=5.0Hz),8.87(1 H,d,3=5. 0Hz), 9.04(1 H,s). 

Example 71 

Trans-N-[trans-4-(3-trifluoromethylphenyl)cyclohexyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'- 
carboxamide 

[0258] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .26-1 .40(2H,m),1 .59-1 .72(2H,m), 1 .80-1 .88(2H,m),1 .97-2.20(7H,m),2.36- 
2.63(4H,m),3.88-3.93 (1 H,m),5. 42(1 H,d,J=8.4Hz),7.40-7.47(4H ; m), 7.76(1 H,d,J=6.0 Hz),8.87(1 H,d,J=4.9Hz),9.04 
(1H )S ). 

Example 72 

Trans-3'-oxo-N-[2-oxo-1-phenyl-4-piperidyl]spiro[cyclohexane-1 ,1'(3'H)-isobenzofuran]-4-carboxamide 

[0259] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 65-1. 85(1 H,m),1 .95-2.20(5H,m), 2.20-2. 40(3H,m),2.43-2.60(2H,m),2. 92- 
3.00(1 H,m),3. 60-3. 80 (2H,m),4.40-4.45(1 H,m),5. 68-5. 70(1 H,m), 7.20-7.23(3H,m), 7.38 - 7.42(2H,m), 7.45-7. 56(2H,m) ! 
7.62-7.66(1 H, m), 7. 86-7. 87(1 H, m). 

Example 73 

Trans-3'-oxo-N-[2-oxo-1 -(3-fluorophenyl)-4-piperidyl]spiro[cyclohexane-1 , 1 '(3'l-l)-isobenzofuran]-4-carboxamide 

[0260] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 60-1. 90(1 H,m),1 .95-2.20(5H,m), 2.22-2. 60(5H,m),2.96-3. 00(1 H,rm),3. 62- 
3.80(2H,m),4.38-4.50 (1 H,m), 5. 70-5. 80(1 H,m),7.20-7.30(4H,m),7.40-7.42(2H,m),7.72 - 7.80(1 H,m), 8. 84-8. 85(1 H,m). 
9.01(1H,s). 

Example 74 

Trans-N-[trans-2-(2-fluQrophenyl)cyclopropyl]-3'-oxospiro[cyclohexane-1 ) 1 l (3'H)-isobenzofuran]-4-carboxamide 

[0261] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .20-1 .37(2H,m),1 .70-1 .82(2H,m), 2.01 -2.38(7H l m),2.48-2.57(1 H,m),3.00- 
3.09(1 H,m),5.92(1 H,br s) ! 6.99-7.21 (4H,m),7.51 (1 H,t,J=7.2Hz),7.56-7.69(2H,m),7.87 (1 H,d,J=7.5Hz). 

Example 75 

Trans-N-[trans-2-(3-fluQrophenyl)cycloprQpyl]-3-QXQspiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide 

[0262] 1 H-NMR(300MHz,CDCI 3 ,6ppm):1.1 7-1 .32(2H,m) ) 1. 75-1. 89(2H,m), 2.00-2.25(5H,m),2.31 -2.58(3H,m),2.89- 
2.99(1 H,im),5.84(1 H,br s),6.80-7.03(3H,m),7.20-7.32(1 H,m),7-76((1 H s dd,J=5.1 ,0.9 Hz),8.87(1 H,d,J=5.1 Hz), 9. 03(1 H, 
d,J=0.9Hz). 

Example 76 

Trans-N-[trans-2-(4-fluQrophenyl)cyclopropyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide 

[0263] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1 .1 2-1 .30(2H,m),1 .78-1 .90(2H,m), 2.01 -2.22(5H,m),2.31 -2.48(2H,m),2.48- 
2.57(1 H,m),2.82-2. 91 (1 H,m),5. 84(1 H.br s),6.98(2H,t,J=8.7Hz) ; 7-1 2-7.22(2H,m), 7.76(1 H,dd,J=4.8,1 .2Hz),8. 87(1 H,d, 
J=4.8Hz),9.04(1H,s). 
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Example 77 

Preparation of 1 -methanesulfonyl-N-(1 -phenyl-4-piperidyl)spiro[indoline- 3,4'-piperidine]-1 '-carboxamide 

(1) Preparation of phenyl N-(1 -phenyl-4-piperidyl)carbamate 

[0264] Pyridine (24 uL) and phenyl chlorocarbonate (32 uL) were added to a solution of 1-phenyl-4-piperidylamine 
(35 mg) in tetrahydrofuran (1 ml_), and the mixture was stirred at room temperature for 12 hours. The reaction mixture 
was poured into saturated aqueous sodium bicarbonate, and extracted with ethyl acetate. The organic layer was dried 
over anhydrous magnesium sulfate and concentrated. The residue was purified by column chromatography on silica 
gel (ethyl acetate/chloroform = 1/1 ) to give the title compound (37 mg). 

(2) Preparation of 1 -methanesulfonyl-N-(1 -phenyl-4-piperidyl)spiro[indoline-3,4'-piperidine]-1 '-carboxamide 

[0265] 1 -Methanesulfonyl-spiro[indoline-3,4'-piperidine] hydrochloride (37 mg) and triethylamine (1 70 j_il_) were add- 
ed to a solution of phenyl N-(1 -phenyl-4-piperidyl)carbamate (36 mg) in chloroform (3 ml_), and the mixture was heated 
to reflux for 15 hours. The reaction mixture was poured into saturated aqueous sodium bicarbonate and extracted with 
ethyl acetate. The organic layer was dried over anhydrous magnesium sulfate and concentrated. The residue was 
crystallized from diethyl ether to give the title compound (1 8 mg) as a colorless crystal. 

1 H-NMR(300MHz,CDCl3,5ppm):1.49-2.13(12H,m),2.71-2.83(1H,m), 2.84-3.00(2H,m),2.92(3H,s),3.1 0-3.1 9(1 H.m), 
3.60-3.70(1 H,m), 3.85(2H,s),3.90-4.01 (1 H,m),4.37(1 H,d,J=7.8Hz),6.84(1 H,t,J= 7.2Hz),6.94(1 H,d,J=8.7Hz),7.07(1 H, 
t,J=7.2Hz),7.11-7.29(5H, m),7.40(1 H,d,J=8.4Hz). 

[0266] Compounds of Examples 78 to 83 were obtained by following the same procedure as in Example 77-(2), 
except that phenyl N-(1 -phenyl-4-piperidyl)carbamate and 1 -methanesulfonylspiro[indoline-3,4'-piperidine) hydrochlo- 
ride used in Example 77-(2) were replaced with the corresponding starting material of each desired compound. 

Example 78 

3-Qxo-N-(1 -phenyl-3-piperidyl)spiro[isobenzofuran-1 (3H),4'-piperidine]-1 '-carboxamide 

[0267] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 60-1. 90(2H,m),2. 04-2. 18(2H,m), 2.53-2.60(1 H,m), 3.01 -3.49(9H,rm),3. 92- 
4.20(3H,m),5.03(1H,d,J =7.8Hz),6.88(1 H,t,J=7.5Hz),6.97(2H,d,J=7.5Hz),7.21 -7.30(2H, m),7.35(1 H,d,J=7.8Hz),7.54 
(1 H,t,J=7.5Hz), 7.68(1 H,t,J=7.5Hz) ,7.88(1 H,d,J=7.5Hz). 

Example 79 

3-Qxo-N-[(3S)-1-phenyl-3-pyrrolidinyl]spiro[isobenzofuran-1(3H),4'-piperidine]-1'-carboxamide 

[0268] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.98-2.20(3H ) m) ) 2.30-2.41(1H,m), 2.99-3.1 0(2H, m),3.22-3.40(4H,m),3.42- 
3.53(1 H,m),3.59-3. 65 (1 H,m),3.96-4.1 1 (2H,m),4.53-4.64(1 H ) m),4.68-4.77(1 H,m),6.60 (2H,d,J=7.8Hz),6.72(1 H,t. 
J=7.5Hz),7.25(2H,t,J=7.5H2),7.37 (1 H,d,J=7.5Hz),7.55(1 H,t,J=7.5Hz),7.69(1 H,t,J=7.5Hz),7.89 (1 H,dJ=7.8Hz). 

Example 80 

N-[1 -Benzylcarbamoyl-2-cyclohexylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide 

[0269] 1 H-NMR(300MHz,CDCI 3 ,5ppm):0.88-1 .03(2H ) m),1 .1 0-1 .25(3H,m), 1 .27-1 .45(1 H,m),1 .50-1 .86(8H,m),2.03- 
2.19(2H ; m) ; 3.05-3.19 (2H ,m) 1 3.66(2H,s) ) 3. 94-4. 05(2H,m), 4. 34-4. 43(2H,m),4. 52(1 H, dd,J=1 3.5 : 6.0Hz),5.1 0(1 H,d ; 
J=7.5Hz),6.60(2H ) brs), 7.15-7.37 (9H,m). 

Example 81 

N-[(S)-1-Benzyloxymethyl-2-cyclohexylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H) ; 4'-piperidine]-1'- 
carboxamide 

[0270] 1 H-NMR(300MHz,CDCI 3 ,5ppm):0. 80-1 .32(7H,m),1. 40-1. 50(2H,m), 1 .60-1 .85(6H,m),2.03-2.20(2H,m),3.02- 
3.18(2H,m) ) 3.47(1H,dd, J=9.7,3.3Hz),3.54(1 H,dd,J=9.7,3.3Hz),3.66(2H,s),3.90-4.02 (2H,m), 4. 02-4.1 7(1 H,m),4.49 
(1 H,d,J=12,2Hz),4.54(1 H f d,J=12.2 Hz),4.70(1 H,d,J=8.7Hz),6.64(1 H,s),7.1 0-7.40(9H : m). 



139 



EP 1 415 986 A1 

Example 82 

N-ttSj-l-Benzylcarbamoyl^-phenylethyQ-a^-dihydro-S-oxospirotisoquinoline-l (2H),4'-piperidine]-1 '-carboxamide 

[0271] 1 H-NMR(300MHz,CDCI 3 ,Sppm):1. 70-1. 80(2H,m),1. 90-2. 12(2H,m), 3. 00-3. 20(2H,m),3.64(2H,s) 1 3. 83-4.00 
(2H,m),4.30(1H I dd,J= 15.0,5.7Hz),4.39(1 H,dd,J=15.0,5.7Hz),4.58(1 H,dd,J=14.5,7.5 Hz),5.37(1 H,d,J=7.5Hz),6.31 
(1H,brs),6.73(1H,brs),7.08(2H, dd,J=7.5,2.4Hz),7.1 3-7.37(12H,m). 

Example 83 

N-[(S)-1-Benzyl-2-(benzylamino)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide 

[0272] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1. 60-1. 85(2H,m),1 . 93-2. 14(2H,m), 2.68(2H,d,J=5.4Hz),2.77(1 H,dd,J=1 3.5, 
7.5Hz),2.97(1H,dd,J= 1 3.5,5. 4Hz), 3.02-3. 1 8(2H,m),3.65(2H,s),3.75(2H,s),3. 82-4. 04 (2H,m), 4. 07-4.20(1 H,m),5.00 
(1H,d,J=6.9Hz),6.79(1H,brs), 7.1 0-7.36(14H,m). 

Example 84 

Preparation of N-(2-indanyl)-1-methanesulfonylspiro[indoline- 3, 4'-piperidine]-1 '-carboxamide 

[0273] 1-Methanesulfonylspiro[indoline-3,4'-piperidine] hydrochloride (60 mg) and 10M aqueous sodium hydroxide 
(33u.L) were added to a solution of phenyl N-(2-indanyl)carbamate (50 mg) in dimethyl sulfoxide (2 ml_), and the mixture 
was stirred at room temperature for one hour. The reaction mixture was poured into water, and extracted with ethyl 
acetate. The organic layer was dried over anhydrous magnesium sulfate and concentrated. The residue was washed 
with ethyl acetate to give the title compound (65 mg) as a colorless crystal. 

1 H-NMR(300MHz ! CDCI 3 ,5ppm):1.72(2H ! d,J=13.9Hz),1.83-1.95(2H, m),2.81 -2.98(4H,m),2.91 (3H,s),3.37(2H,dd, 
J=16.4,6.4Hz),3.84 (2H,s),3.95(2H,d,J=13.5Hz),4.69(2H,br s),7.06-7.28(7H,m), 7.40(1 H,d,J=8.4Hz). 
[0274] Compounds of Examples 85 to 88 were obtained by following the same procedure as in Example 84, except 
that phenyl N-(2-indanyl)carbamate and 1 -methanesulfonylspiro[indoline-3,4'-piperidine] hydrochloride used in Exam- 
ple 84 were replaced with the corresponding starting materials of each desired compound. 

Example 85 

1-lv1ethanesulfonyl-N-phenethylspiro[indoline-3,4'-piperidine]-1 '-carboxamide 

[0275] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.61-1.72(2H,m) ) 1.79-1.89(2H,m), 2.83-2.96(4H,m),2.86(3H i s),3.83(2H,s) : 
3.85-3.94(2H,m),4.49 (1 H,br s),7.04-7.41 (9H,m). 

Example 86 

1-Methanesulfonyl-N-(3-phenylpropyl)spiro[indoline-3,4'-piperidine]-1 '-carboxamide 

[0276] 1 H-NMR(300MHz ; CDCI 3l 5ppm):1.70-1.77(2H l m),1.86-2.02(2H,m), 2.71 (2H,t ) J=7.4Hz) ) 2.88-2.99(2H,m),2.92 
(3H,s),3.33(2H,t,J= 7.0Hz),3.74-3.82(2H,m),3.84(2H,s),7.08(1 H,t,J=7.4Hz),7.1 5-7.32(8H,m), 7.40(1 H,d,J=7.7Hz). 

Example 87 

1 -lv1ethanesulfonyl-N-(4-phenylbutyl)spiro[indoline-3,4'-piperidine]-1 '-carboxamide 

[0277] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.54-2.00(8H ) m) ) 2.66(2H ) t ) J=7.3 Hz) i 2.92(3H,s),2.93-3.04(2H,m),3.29(2H ! 
t,J=7.0Hz),3.85(2H, s),3.86-3.94(2H ) m),7.07-7.1 1 (1 H,m),7.15-7.31 (8H,m),7.38-7.42(1 H,m). 

Example 88 

N-(4-Bromophenethyl)-1-methanesulfonylspiro[indoline-3,4'-piperidine]-1 '-carboxamide 

[0278] 1 H-NMR(300MHz,DMSO-d 6 ,5ppm):1.55-1.70(4H ) m),2.73(2H,t,J=7.1 Hz),2.78-2.88(2H,m),3.04(3H,s),3.22- 
3.32(2H ) m),3.87(2H ) s), 3.91(2H,brd, J=13.2Hz), 7.06(1 H,t,J=7.2Hz), 7.1 8-7.29(5H,m), 7.48(2H,d,J=8.2Hz). 
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Example 89 

Preparation of N-(3,4-dimethoxyphenethyl)-1 -nriethanesulfonylspiro[indoline-3,4'-piperidine]-1 '-carboxamide 

5 [0279] 2-(4-Formyl-3-methoxyphenoxy)ethyl polystyrene resin (500 mg), 1% acetic ac i d -d i m ethy If orm amide (1 0 ml_), 
2-(3,4-dimethoxyphenyl)ethylamine (236 \xL) and sodium triacetoxyborohydride (590 mg) were successively added 
into a 75 mL-reservoir equipped with a frit. The mixture was stirred at room temperature overnight and then filtered. 
The remaining resin was washed successively with dimethylformamide, methanol and methylene chloride (10 ml_ 
each), and dried under reduced pressure to give 2-[4-[2-(3,4-dimethoxyphenyl)ethyl]aminomethyl-3-methoxyphenoxy] 

10 ethyl polystyrene resin. Then, the resin (50 mg) obtained above, methylene chloride (5 mL), triphosgene (22 mg) and 
triethylamine (38 uL) were added to a 15 mL-reservoir equipped with a frit. The mixture was stirred at room temperature 
for 6 hours and then filtered. The remaining resin was washed with methylene chloride, and methylene chloride (5 mL), 
1 -methanesulfonylspiro(indoline-3,4'-piperidine) hydrochloride (22 mg) and triethylamine (77 jxL) were added thereto. 
The mixture was stirred at room temperature overnight and then filtered. The resin thus obtained was washed succes- 

15 sively with dimethylformamide, methanol and methylene chloride (1 0 mL each), and stirred in 50% trifluoroacetic acid- 
methylene chloride solution for one hour to give a crude product. The product was purified by chromatography on silica 
gel to give the title compound (7 mg). 

1 H-NMR(300MHz,CDCI 3 ,5ppm):1 .65-1 .75(2H,m),1 .78-1 .93(2H,m), 2.80(2H,t,J=6.9Hz),2.83-2.98(2H,m),2.92(3H,s) ! 
3.50(1 H,t,J= 6.5Hz),3.52(1H,t ) J=6 ) 5Hz),3.83(2H,s),3.86(3H i s),3.88(3H,s) ! 3.80-3.95(2H,m),4.51 (1 H,t),6.71 -6.78(2H : 
20 m), 6. 79-6.84(1 H,m), 7.03-7.15(2H,m)7.20-7.28(1 H,m), 7.40(1 H,d,J=1 .8Hz). 

[0280] Compounds of Examples 90 to 95 were obtained by following the same procedure as in Example 89, except 
that 2-(3,4-dimethoxyphenyl)ethylamine and 1 -methanesulfonylspiro[indoline-3,4'-pigeridine] hydrochloride used in 
Example 89 were replaced with the corresponding starting materials of each desired compound. 

25 Example 90 

1 -Methanesulfonyl-N-(3-methoxyphenethyl) spiro[indoline-3,4'-piperidine]-1 '-carboxamide 

[0281] 1 H-NMR(300MHz, CDCI 3 , Sppm):1 .64-1 .75(2H,br d,J=13.2Hz), 1.87 (2H,dt,J=1 3.2,4.2Hz),2.83(2H,t 
30 J=6.5Hz),2.85-2.97(2H,m), 2.91 (3H,s),3.51 (1 H,t,J=6.5Hz),3.53(1 H,t,J=6.5Hz),3.79(3H,s) ,3.83(2H,s),3.84-3.95(2H : 
brd,J=13.5Hz),4.48(1H,t),6. 75-6.81 (3H,m),7.07(1 H,t,J=7.4Hz),7.1 4(1 H,dd,J=7.4,1 .7Hz), 7.1 8-7.30(2H,m). 

Example 91 

35 N-(4-Dimethylamino-2-methoxyphenethyl)-1 -methanesulfonylspiro[indoline-3,4'-piperidine]-1 '-carboxamide 
[0282] 1 H-NMR(300MHz,CDCI 3 ,5ppm):1.65^ 

m),3.42(1H,t,J=6.4Hz), 3.44(1 H,t,J=6.4Hz),3.83(5H,s),3.85-3.97(2H l m),4.86-4. 95(1 H,m),6.27(1 H,d,J=2.3Hz),6.31 
(1H,dd ) J=8.4,2.3Hz),6.95-7.20(4H,m),7.20-7.30(2H l m), 7.39(1 H,d,J=6.0Hz). 

40 

Example 92 

N-[(S)-1-Benzyloxycarbonyl-2-(3-indolyl)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H) ; 4'-piperidine]-1 '- 
carboxamide 

45 

[0283] 1 H-NMR(300MHz,CDCI 3 , 5ppm):1.71 (2H,br d,J=1 4.3Hz), 1.91-2.12 (2H,m), 2.82-3.08(2H,m), 3.30 (1H,dd ; 
J=14.4,5.0Hz), 3.38 (1 H,dd,J=14.4,5.0Hz), 3.63(2H,s), 3.85(2H,br d,J=1 4.3Hz), 4.91 (1 H,dt,J=8.0,5.0Hz), 5.01(1H,d ; 
J=8.0Hz), 5.14(11-1, d,J=11.9Hz), 5.22(1 H,d,J=1 1 .9Hz), 6.34(1 H,br s), 6.65(1H,s), 7.09(1H,t, J=6.9Hz), 7.1 2-7.40(1 1 H : 
m), 7.55(1 H,d,J=8.9Hz), 7,98(1 H,br s). 

50 

Example 93 

N-[(R)-1-Benzyloxycarbonyl-2-(3-indolyl)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1'- 
carboxamide 

55 

[0284] 1 H-NMR(300MHz,CDCI 3 ,6ppm):1.71(2H,br d,J=14.3Hz),1 .91 -2.12 (2H,m),2.82-3.08(2H ! m),3.30(1 H,dd, 
J=14.4,5.0Hz),3.38(1H,dd, J=14.4,5.0Hz),3.63(2H,s),3.85(2H,br d,J=14.3Hz), 4.91(1H,dt, J=8.0 ! 5.0Hz),5.01 (1 H,d, 
J=8.0Hz),5.14(1H,dJ=11.9Hz),5.22(1H,d,J=11.9Hz),6.34(1H,brs),6.65(1H,s)7.09(1H,t,J=6.9Hz),7.12 
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7.55(1 H,d,J=8.9Hz),7,98(1 H,br s). 
Example 94 

N^tSj-l-Benzyloxycarbonyl^-cyclohexylethyn-S^-dihydro-S-oxospirotisoquinoline-l (2H),4'-piperidine]-1 '- 
carboxamide 

[0285] 1 H-NMR(300MHz,CDCI 3 ,6ppm):0.82-1 .00(2H,m),1 .05-1 .41 (5H,m), 1 .46-1 .81 (6H,m),1 .82(2H,br d,J= 
12.1Hz),2.05-2.10(2H,m), 3.05-3.22(2H,m),3.66(2H,s),4.03(2H,br t,J=1 2.1 Hz),4.60 (1H, dt,J=8.3.5.6Hz),4.93(1 H,d. 
J=8.3Hz),5.11(1H,d,J=1 2.4Hz), 5.24(1 H,d,J=1 2.4Hz), 6.70(1 H,br s),7.1 2-7.42(9H ) m). 

Example 95 

3,4-Dihydro-N-(3-methoxyphenethyl)-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxamide 

[0286] 1 H-NMR(300MHz,CDCI 3) 5ppm):1.75-1.85(2H ! m) ) 2.02-2.16(2H ) m) ) 2.83(2H,t,J=6.8Hz),3.02-3.1 5(2H,m) ! 
3.52(1 H,t,J=6.8Hz),3.54 (1 H ) t ) J=6.8Hz) ) 3.66(2H,s),3.80(3H,s) l 3.85-3.98(2H ) m) ) 4.47-4.56(1 H,m),6.52(1 H,s),6.72- 
6.82(3H ) m) ) 7.15-7.32(5H ! m). 

Industrial Applicability 

[0287] Compounds of the present invention have NPY antagonistic actions, therefore they are useful as agents for 
the treatment of various diseases related to NPY, for example, cardiovascular disorders such as hypertension, neph- 
ropathy, heart disease, vasospasm, arteriosclerosis, etc., central nervous system disorders such as bulimia, depres- 
sion, anxiety, seizure, epilepsy, dementia, pain, alcoholism, drug withdrawal, circadian rhythm disorders, schizophrenia, 
etc., metabolic diseases such as obesity, diabetes, hormone abnormality, hypercholesterolemia, hyperlipidemia, etc., 
sexual and reproductive dysfunctions, gastro-intestinal disorders such as gastro-intestinal motility disorder, respiratory 
disorders, inflammatory diseases or glaucoma. 



Claims 

1. A compound of the formula (I): 



H 




(wherein 

A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
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lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy, halo-lower 
alkoxy, lower alkylamino, di-lower alkylamino, lower alkanoyl and aryl; 
n is 0 or 1 ; 

Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
groups being optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A; 

R 1 , R 2 and R 5 are independently hydrogen, lower alkyl, aralkyl or aryl; 

R 3 and R 4 are independently hydrogen, hydroxy, lower alkyl, aralkyl or aryl; 

T, U, V and W are independently methine or nitrogen atom, said methine being optionally substituted by a 
substituent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy, and at least 
two of T, U, V and W are said methine group; 
X is -N(S0 2 R 1 )-, -N(COR 2 )- or -CO-; 
Y is -C(R 3 )(R 4 )-, -O- or -N(R 5 )-; 
Z is methine or nitrogen atom), 



or a salt or ester thereof. 



The compound as claimed in Claim 1 , wherein X is -N(S0 2 R 1 )- or -N(COR 2 )-, n is 0, and Y is -C(R 3 )(R 4 )-; or X is 
-CO-, and Y is -O- or -N(R 5 )-. 



The compound as claimed in Claim 1 , wherein T, U, V and W are independently methine which is optionally sub- 
stituted by a substituent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy. 

The compound as claimed in Claim 1 , wherein one of T, U, V and W is nitrogen atom. 



The compound as claimed in Claim 1 , wherein X is-CO-, and Y is -O- or -NH-. 
The compound as claimed in Claim 1 , wherein X is -CO-, and Y is -O-. 
The compound of the formula (l-a) as claimed in Claim 1 : 



H 




(l-a) 



A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
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trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-loweralkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy ; halo-lower 
alkoxy, lower alkylamino, di-loweralkylamino, lower alkanoyl and aryl; 
Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
groups being optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A; 
R 1 is hydrogen, lower alkyl, aralkyl or aryl. 

The compound of the formula (l-b) as claimed in Claim 1 : 



H 




(l-b) 



wherein 

A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-loweralkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cycle-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-loweralkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy, halo-lower 
alkoxy, lower alkylamino, di-loweralkylamino, lower alkanoyl and aryl; 
Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
groups being optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A; 
R 1 is hydrogen, lower alkyl, aralkyl or aryl. 

The compound of the formula (l-c) as claimed in Claim 1 : 
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H 



<t-c) 



O 

wherein 

A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy ; halo-lower 
alkoxy, lower alkylamino, di-lower alkylamino, lower alkanoyl and aryl; 
Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
groups being optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A. 
10. The compound of the formula (l-d) as claimed in Claim 1 : 



H 




d-d) 




wherein 

A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
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trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-loweralkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
5 lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy ; halo-lower 
alkoxy, lower alkylamino, di-loweralkylamino, lower alkanoyl and aryl; 
Q is a single bond orcarbonyl; 

10 Ra is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 

lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
groups being optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A; 

T, U, V and W are independently methine or nitrogen atom, said methine being optionally substituted by a 
15 substituent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy, and at least 

two of T, U, V and W are said methine group. 

11. The compound as claimed in Claim 10, wherein all of T, U, V and W are unsubstituted methine. 

20 12. The compound as claimed in Claim 1 0, wherein one of T, U, V and W is nitrogen atom. 

13. The compound of the formula (l-e) as claimed in Claim 1 : 




(l-e) 



40 wherein 

A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-loweralkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 

45 trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-loweralkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
lower alkoxycarbonyl and -Q-Ar 2 ; 

50 Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 

sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy, halo-lower 
alkoxy, lower alkylamino, di-loweralkylamino, lower alkanoyl and aryl; 
Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
55 lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 

groups being optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A. 
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14. The compound as claimed in any of Claims 1 , 7, 8, 9, 10, 11 , 12 and 13, wherein aryl as Ar 1 is phenyl. 

15. The compound as claimed in any of Claims 1 , 7, 8 : 9, 10, 11 , 12 and 13, wherein Ar 1 is heteroaryl which is optionally 
substituted by a substituent selected from the group consisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, 

5 hydroxy-lower alkyl, cycle-lower alkyl, lower alkenyl, lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower 

alkylamino, lower alkylthio, carboxyl, lower alkanoyl, lower alkoxycarbonyl and -Q-Ar 2 . 

16. The compound as claimed in Claim 1 , selected from the group consisting of: 

10 trans-3'-oxo-N-(trans-4-phenylcyclohexyl)spiro[cyclohexane-1 ,1 , (3 , H)-isobenzofuran]-4-carboxamide, 

trans-N-[(3S)-1 -(2-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro[cyclohexane-1 ,1'(3 , H)-isobenzofuran]-4-carboxa- 
mide, 

trans-N-[(3S)-1 -(3-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro[cyclohexane-1 ,1'(3'H)-isobenzofuran]-4-carboxa- 
mide, 

15 trans-N-[(3S)-1 -(4-fluorophenyl)-3-pyrrolidinyl]-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxa- 

mide, 

trans-N-[1 -(2-fluorophenyl)-4-piperidyl]-3'-oxospiro[cyclohexane-1 , 1 '(3'l-l)-isobenzofuran]-4-carboxamide, 
trans-N-[1 -(3-fluorophenyl)-4-piperidyl]-3'-oxospiro[cyclohexane-1 , 1 '(S'hO-isobenzofuranH-carboxamide, 
trans-N-[1 -(4-fluorophenyl)-4-piperidyl]-3'-oxospiro[cyclohexane-1 , 1 '(3'H)-isobenzofuran]-4-carboxamide, 
20 trans-3'-oxo-N-(1 ^^^-tetrahydro^-naphthyOspirofcyclohexane-l ,1 , (3'H)-isobenzofuran]-4-carboxamide ! 

trans-N-[1-(3-fluorophenyl)-4-piperidyl]-3-oxospiro[4-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxam- 
ide 

trans-N-[1-(3-fluorophenyl)-4-piperidyl]-3-oxospiro[5-azaisobenzofuran-1 (3H),1 '-cyclohexaneJ-^-carboxam- 

ide, 

25 trans-N-[1 -(3-fluorophenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexaneJ-^-carboxam- 

ide, 

trans-N-[1 -(3-fluorophenyl)-4-piperidyl]-3-oxospiro[7-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxam- 
ide, 

trans-N-[6-methoxy-1 ,2,3,4-tetrahydro-2-naphthyl]-3-oxospiro[5-azaisobenzofuran-1 (3H), 1 '-cyclohexane]-4'- 
30 carboxamide, 

trans-3'-oxo-N-[(3S)-5-oxo-1-phenyl-3-pyrrolidinyl]spiro[cyclohexane-1 ^'(S'H^isobenzofuranl^-carboxam- 
ide, 

trans-N-[(3S)-1 -(2-fluorophenyl)-3-pyrrolidinyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-car- 
boxamide, 

35 trans-N-[(3S)-1 -(3-fluorophenyl)-3-pyrrolidinyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-car- 

boxamide, 

trans-3-oxo-N-(trans-4-phenylcyclohexyl)spiro[5-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-carboxamide, 
trans-3-oxo-N-(trans-4-phenylcyclohexyl)spiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxamide, 
trans-3-oxo-N-(trans-4-phenylcyclohexyl)spiro[7-azaisobenzofuran-1 (3H),1 , -cyclohexane]-4'-carboxamide, 
40 trans-3-oxo-N-[(3S)-1 -phenyl-3-pyrrolidinyl]spiro[6-azaisobenzof uran-1 (3H), 1 '-cyclohexane]-4'-carboxam- 

ide, 

trans-3-oxo-N-[(3S)-1 -(3-trifluoromethylphenyl)-3-pyrrolidinyl]spiro[6-azaisobenzofuran-1 (3H),1 '-cyclohex- 
ane]-4'-carboxamide, 

trans-3-oxo-N-[(3S)-1 -(2-pyridyl)-3-pyrrolidinyl]spiro[5-azaisobenzof uran-1 (3H) ; 1 '-cyclohexane]-4'-carboxa- 
45 mide, 

trans-3-oxo-N-[(3S)-1 -(3-pyridyl)-3-pyrrolidinyl]spiro[5-azaisobenzof uran-1 (3H) ; 1 '-cyclohexane]-4'-carboxa- 
mide, 

trans-N-[trans-4-(4-fluorophenyl)cyclohexyl]-3-oxospiro[6-azaisobenzof uran-1 (3H),1 '-cyclohexane]-4'-car- 
boxamide, 

50 trans-N-[trans-4-(3-fluorophenyl)cyclohexyl]-3-oxospiro[6-azaisobenzofuran-1(3H),1'-cyclohexane]-4 , -car- 
boxamide, 

trans-N-[trans-4-(3-fluorophenyl)cyclohexyl]-3-oxospiro[4-azaisobenzofuran-1(3H),1'-cyclohexane]-4'-car- 
boxamide, 

trans-N-[trans-4-(3-fluorophenyl)cyclohexyl]-3-oxospiro[7-azaisobenzof uran-1 (3H),1'-cyclohexane]-4 , -car- 
55 boxamide, 

trans-N-[(3S)-1 -(3,5-difluorophenyl)-3-pyrrolidinyl-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'- 
carboxamide, 

trans-N-[1-(3,5-difluorophenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran-1(3H),1 '-cyclohexane]-4'-carbox- 
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amide, 

trans-N-[3-(3-fluorophenyl)-tetrahydropyran-6-yl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'- 
carboxamide, 

trans-N-[trans-4-(2-fluorophenyl)cyclohexyl]-3-oxospiro[6-azaisobenzofuran-1(3H) ,1 '-cyclohexane]-4'-car- 
boxamide, 

trans-N-[(S)-1 -benzyl-2-(benzylamino)ethyl]-3'-oxospiro[cyclohexane-1 , 1 '(3'H)-isobenzofuran]-4-carboxam- 
ide, 

trans-N-benzhydryl-3'-oxospiro[cyclohexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxamide, 

trans-1 -methanesulfonyl-N-(1 -phenyl-4-piperidyl)spiro[indoline-3 ,1 '-cyclohexane]-4'-carboxamide, 

trans-N-(2-indanyl)-1 -methanesulfonylspiro[indoline-3,1'-cyclohexane]-4'-carboxamide, 

trans-N-[1-(3-fluorophenyl)-4-piperidyl]-1-methanesulfonylspiro[indoline-3,1'-cyclohe^ 

trans-1 -methanesulfonyl-N-[1 -(2-pyridyl)-4-piperidyl]spiro[indoline-3,1'-cyclohexane]-4 , -carboxamide, 

trans-1 -methanesulfonyl-N-(1-phenyl-3-piperidyl)spiro[indoline-3,1 , -cyclohexane]-4'-carboxamide, 

trans-N-[1 -(3,5-difluorophenyl)-3-piperidyl]-1 -methanesulfonylspiro[indoline-3,1'-cyclohexane]-4 , -carboxam- 

ide, 

trans-1 -methanesulfonyl-N-[1 -(2-pyridyl)-3-piperidyl]spiro[indoline-3,1 '-cyclohexane]-4'-carboxamide, 
trans-1 -methanesulfonyl-N-[(3S)-1 -phenyl-3-gyrrolidinyl]spiro[indoline-3 J'-cyclohexaneJ-^-carboxamide^ 
trans-1 -methanesulfonyl-N-[(3R)-1 -phenyl-3-pyrroNd 

trans-1 -methanesulfonyl-N-(2-phenylcyclopropyl)spiro[indoline-3,1 '-cyclohexane]-4'-carboxamide, 
trans-1 -methanesulfonyl-N-[(2-(3-pyridyl)cyclopropyl)spiro[indoline-3, 1 , -cyclohexane]-4'-carboxamide, 
trans-N-[(S)-1 -benzyl-2-(benzylamino)ethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4'-carboxa- 
mide, 

trans-N-[1-benzylcarbamoyl-2-(4-pyridyl)ethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4'-carbox 
amide, 

trans-N-[2-(4-fluorophenyl)-1-[(4-pyri 
clohexane]-4'-carboxamide 

trans-N-(2-hydroxy-2-phenylethyl)-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane)-4'-carboxamide, 
trans-N-(benzoylmethyl)-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4'-carboxamide, 
trans-N-[(S)-1-benzyl-2-(N-benzylmethylamino)ethyl]-1-methanesulfonylspiro[indoline-3,1 , -cyclohexane]-4 1 ^ 
carboxamide, 

trans-N-[(S)-1-(N-benzylmethylcarbamoyl-2-phenylethyl]-1-methanesulfonylspiro[indoline-3,1'-cyclohex- 
ane]-4'-carboxamide, 

trans-N-[(S)-1 -(N-benzylmethylcarbamoyl)-2-(3-pyridyl)ethyl]-1-methanesulfonylspiro[indoline-3,1 l -cyclohex 
ane]-4'-carboxamide, 

trans-N-(4-dimethylaminophenethyl)-1-methanesulfonylspiro[indoline-3,1 l -cyclohexane]-4'-carboxamide, 
trans-1 -methanesulfonyl-N-[2-(3-quinolyl)ethyl]spiro[indoline-3,1 l -cyclohexane]-4 l -carboxamide, 
trans-N-[2-(4-dimethylaminophenyl)-2-hydroxyethyl]-1-methanesulfonylspiro[indoline-3,1'-cyclohe^ 
carboxamide, 

trans-N-[2-hydroxy-2-(3-quinolyl)ethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4' -carboxamide, 

trans-N-[2-(3,5-difluorophenyl)-2-hydroxyethyl]-1-methanesulfonylspiro[indoline-3,1'-cyclohexane]-4 , -ca 

boxamide, 

trans-N-[(S)-1-benzyl-2-[(3-pyridylmethyl)amino]ethyl]-1-methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4' 
carboxamide, 

trans-N-[(S)-1 -benzyl-2-[(2-pyridylmethyl)amino]ethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexanel-4 1 
carboxamide, 

trans-N-^^-anilino-l-benzylethyll-l-methanesulfonylspiroCindoline-SJ'-cyclohexanel^'-carboxamide, 
trans-N-[(S)-1-benzyl-2-(isobutylamino)ethyl]-1 -methanesulfonylspiro[indoline-3,1 '-cyclohexane]-4'-carboxa 
mide, 

trans-1 -methanesulfonyl-N-[2-phenyl-1 -(methoxycarbonyl)ethyl]spiro[indoline-3, 1 '-cyclohexane]-4'-carboxa- 
mide, 

trans-N-(1 -hydroxymethyl-2-phenylethyl)-1 -methanesulfonylspiro[indoline-3, 1 '-cyclohexane]-4'-carboxam- 
ide, 

1 -methanesulfonyl-N-(1 -phenyl-4-piperidyl)spiro[indoline-3,4'-piperidine]-1 '-carboxamide, 
3-oxo-N-(1 -phenyl-3-piperidyl)spiro[isobenzofuran-1 (3H),4'-piperidine]-1 '-carboxamide, 
3-oxo-N-[(3S)-1-phenyl-3-pyrrolidinyl]spiro[isobenzofuran-1 (3H),4'-piperidine]-1 '-carboxamide, 
N-[1 -benzylcarbamoyl-2-cyclohexylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1(2H),4'-piperidine]-1 '-carbox- 
amide, 

N-[(S)-1-benzyloxymethyl-2-cyclohexylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-giperidine]-1'-car- 
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boxamide, 

N-[(S)-1-benzylcarbamoyl-2-phenylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1(2H '-carbox- 
amide, 

N-[(S)-1-benzyl-2-(benzylamino)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '-carboxam 
ide, 

N-(2-indanyl)-1 -methanesulfonylspirotindoline-S^'-piperidine]-! '-carboxamide, 

1 -methanesulfonyl-N-phenethylspirotindoline-S^'-piperidinel-l'-carboxamide, 

1 -methanesulfonyl-N^S-phenylpropyOspironndoline-S^'-piperidinel-l'-carboxamide, 

1 -methanesulfonyl-N-(4-phenylbutyl)spiro[indoline-3,4'-piperidine]-1'-cait)oxamide, 

N-(4-bromophenethyl)-1-methanesulfonylspiro[indoline-3,4'-piperidine)-1 '-carboxamide, 

N^S^-dimethoxyphenethyO-l-methanesulfonylspironndoline-S^'-piperidinel-l '-carboxamide, 

1 -methanesulfonyl-N-(3-methoxyphenethyl)spiro[m^ 

N-(4-dimethylamino-2-methoxyphenethyl)-1 -methanesulfonylspiro(indoline-3,4'-piperidine]-1 '-carboxamide, 
N-[(S)-1 -benzyloxycarbonyl-2-(3-indolyl)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H).4'-piperidine]-1'- 
carboxamide, 

N-[(R)-1-benzyloxycarbonyl-2-(3-indolyl)ethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1'- 
carboxamide, 

N-[(S)-1-benzyloxycarbonyl-2-cyclohexylethyl]-3,4-dihydro-3-oxospiro[isoquinoline-1 (2H),4'-piperidine]-1 '- 
carboxamide, 

3,4-dihydro-N-(3-methoxyphenethyl)-3-oxospiro[isoquinoline-1(2H),4'-piperidine]-1 '-carboxamide, 
trans-N-[1-(3-trifluoromethylphenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1'-cycloriexane]-4'- 
carboxamide, 

trans-N-[trans-2-(3-fluorophenyl)cyclopropyl]-3'-oxospiro[cyclohexane-1 ,1'(3'H)-isobenzofuran]-4-carboxam 
ide, 

trans-N-[trans-2-(4-fluorophenyl)cyclopropyl]-3'-oxosgiro[cyclohexane-1 ,1'(3'H)-isobenzofuran]-4-carboxam 
ide, 

trans-N-[1 -(2-fluorophenyl)-4-piperidyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-carboxam- 
ide, 

trans-3'-oxo-N-[5-oxo-1 -(2-f luorophenyl)-3-pyrrolidinyl]spiro[cyclohexane-1 , 1 '(3'H)-isobenzofuran]-4-carbox- 
amide, 

trans-3'-oxo-N-[5-oxo-1 -(3-f luorophenyl)-3-pyrrolidinyl]spiro[cyclohexane-1 , 1 '(3'H)-isobenzofuran]-4-carbox- 
amide, 

trans-3-oxo-N-[5-oxo-1-(3-fluorophenyl)-3-pyrrolidinyl]spiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'- 
carboxamide, 

trans-N-[trans-4-(3-trifluoromethylphenyl)cyclohexyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]- 
4'-carboxamide, 

trans-3'-oxo-N-[2-oxo-1-phenyl-4-piperidyl]spiro[cyclohexane-1 ,1 , (3'H)-isobenzofuran]-4-carboxamide, 
trans-3'-oxo-N-[2-oxo-1-(3-fluorophenyl)-4-piperidyl]spiro[cycloriexane-1 ,1 '(3'H)-isobenzofuran]-4-carboxa- 
mide, 

trans-N-[trans-2-(2-fluorophenyl)cyclopropyl]-3'-oxospiro[cyclohexane-1 ,1'(3'H)-isobenzofuran]-4-carboxam- 
ide, 

trans-N-[trans-2-(3-fluorophenyl)cyclopropyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1'-cyclohexane]-4'-car- 
boxamide and 

trans-N-[trans-2-(4-fluorophenyl)cyclopropyl]-3-oxospiro[6-azaisobenzofuran-1 (3H),1 '-cyclohexane]-4'-car- 
boxamide. 

17. A process for preparing a compound of the formula (1-1): 
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H 





(1-1) 



W 



(CHa); 



(wherein 



A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy ; 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy, halo-lower 
alkoxy, lower alkylamino, di-lower alkylamino, lower alkanoyl and aryl; 
Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
groups being optionally substituted by fluorine; 

T, U, V and W are independently methine or nitrogen atom, said methine being optionally substituted by a 
substituent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy, and at least 
two of T, U, V and W are said methine group; 

n, R°, X and Y have the same meaning as defined below), or a salt or ester thereof, 
which comprises reacting a compound of the formula (II): 



AP is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of di-lower alkylamino, lower alkoxy, lower alkoxycarbonyl, lower alkylene, 
aryl, heteroaryl, -R a P, optionally protected oxo, optionally protected amino, optionally protected lower alkylami- 
no and optionally protected hydroxy, and is optionally intervened by oxygen or nitrogen atom; 
Ar 1 P is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, lower alkyl, halo-lower alkyl, cyclo-lower alkyl, lower alkenyl, lower alkoxy, halo-lower 
alkoxy, di-lower alkylamino, lower alkylthio, lower alkanoyl, lower alkoxycarbonyl, -QP-Ar 2 P, optionally protect- 
ed oxo, optionally protected hydroxy-lower alkyl, optionally protected lower alkylamino and optionally protected 




(") 



(wherein 
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carboxyl; 

Ar 2 P is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, lower alkoxy, halo-lower alkoxy, di-lower alkylamino, 
lower alkanoyl, aryl, optionally protected hydroxy-lower alkyl, optionally protected hydroxy and optionally pro- 
tected lower alkylamino; 

Ar 3 is halogen, or phenyl which is optionally substituted by nitro; 
QP is a single bond or optionally protected carbonyl; 

R a P is lower alkyl which is optionally substituted by a substituent selected from the group consisting of di-lower 
alkylamino, optionally protected amino, optionally protected lower alkylamino, optionally protected hydroxy, 
and cycle-lower alkyl, aryl and heteroaryl, the last three groups being optionally substituted by fluorine; 
R°p is hydrogen, or lower alkylene attached to an arbitrary, bondable position of AP) 

with a compound of the formula (III): 




(wherein 



n is 0 or 1 ; 

R 1 , R 2 and R 5 are independently hydrogen, lower alkyl, aralkyl or aryl; 

R 3 and R 4 are independently hydrogen, lower alkyl, aralkyl, aryl and optionally protected hydroxy; 

t, u, v and w are independently methine or nitrogen atom, said methine being optionally substituted by a 

substituent selected from the group consisting of halogen, lower alkyl, lower alkoxy and optionally protected 

hydroxy, and at least two of t, u, v and w are said methine group; 

X is -N(S0 2 R 1 )-, -N(COR 2 )- or -CO-; 

Y is -C(R 3 )(R 4 )-, -O- or -N(R 5 )-) 

to give a compound of the formula ( I V- 1 ) : 




(wherein AP, Ar 1 P, n, R°, t, u, v, w, X and Y have the same meaning as defined above), and optionally removing 
the protecting group(s) from the compound (IV-1 ). 



18. A process for preparing a compound of the formula (I-2): 
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H 



W 



I 



T. 




(I-2) 



(wherein 



A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cycle-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy ; halo-lower 
alkoxy, lower alkylamino, di-lower alkylamino, lower alkanoyl and aryl; 
Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
groups being optionally substituted by fluorine; 

T, U, V and W are independently methine or nitrogen atom, said methine being optionally substituted by a 
substituent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy, and at least 
two of T, U, V and W are said methine group; 

n, Ft 0 , X and Y have the same meaning as defined below), or a salt or ester thereof, 
which comprises reacting a compound of the formula (V): 



AP is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of di-lower alkylamino, lower alkoxy, lower alkoxycarbonyl, lower alkylene, 
aryl, heteroaryl, -R a P, optionally protected oxo, optionally protected amino, optionally protected lower alkylami- 
no and optionally protected hydroxy, and is optionally intervened by oxygen or nitrogen atom; 
Ar 1 P is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, lower alkyl, halo-lower alkyl, cyclo-lower alkyl . lower alkenyl, lower alkoxy, halo-lower 
alkoxy, di-lower alkylamino, lower alkylthio, lower alkanoyl, lower alkoxycarbonyl, -QP-Ar 2 P, optionally protect- 
ed oxo, optionally protected hydroxy-lower alkyl, optionally protected lower alkylamino and optionally protected 
carboxyl; 

Ar 2 P is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, lower alkoxy, halo-lower alkoxy, di-lower alkylamino, 





(wherein 
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lower alkanoyl, aryl, optionally protected hydroxy-lower alkyl, optionally protected hydroxy and optionally pro- 
tected lower alkylamino; 

QP is a single bond or optionally protected carbonyl; 

R a P is lower alkyl which is optionally substituted by a substituent selected from the group consisting of di-lower 
alkylamino, optionally protected amino, optionally protected lower alkylamino and optionally protected hydroxy, 
and cyclo-lower alkyl, aryl and heteroaryl, the last three groups being optionally substituted by fluorine; 
R°p is hydrogen, or lower alkylene attached to an arbitrary, bondable position of AP) 

with a compound of the formula (VI): 



COOH 




(VI) 



(wherein 

n is 0 or 1 ; 

R 1 , R 2 and R 5 are independently hydrogen, lower alkyl, aralkyl or aryl; 

R 3 and R 4 are independentlyhydrogen, lower alkyl, aralkyl, aryl and optionally protected hydroxy; 

t, u, v and w are independently methine or nitrogen atom, said methine being optionally substituted by a 

substituent selected from the group consisting of halogen, lower alkyl, lower alkoxy and optionally protected 

hydroxy, and at least two of t, u, v and w are said methine group; 

X is -N(S0 2 R 1 )-, -N(COR 2 )- or -CO-; 

Y is -C(R 3 )(R 4 )-, -O- or -N(R 5 )-) 

to give a compound of the formula (IV-2): 



H 




(wherein AP, Ar 1 P, n, R°, t, u, v, w, X and Y have the same meaning as defined above), and optionally removing 
the protecting group(s) from the compound (IV-2). 

19. A neuropeptide Y receptor antagonist agent comprising a compound of the formula (I): 
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(wherein 

20 A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 

selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy ; 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
25 sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, 

lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy, halo-lower 
30 alkoxy, lower alkylamino, di-lower alkylamino, lower alkanoyl and aryl; 

n is 0 or 1 ; 

Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
35 groups being optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A; 

R 1 , R 2 and R 5 are independently hydrogen, lower alkyl, aralkyl or aryl; 

R 3 and R 4 are independently hydrogen, hydroxy, lower alkyl, aralkyl or aryl; 

T, U, V and W are independently methine or nitrogen atom, said methine being optionally substituted by a 
40 substituent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy, and at least 

two of T, U, V and W are said methine group; 
X is -N(S0 2 R 1 )-, -N(COR 2 )- or -CO-; 
Y is -C(R 3 )(R 4 )-, -O- or -N(R 5 )-; 

Z is methine or nitrogen atom), or a salt or ester thereof as an active ingredient. 

45 

20. An agent for the treatment of bulimia, obesity or diabetes, comprising a compound of the formula (I): 



50 



55 
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H 




(wherein 

A is a straight-chain hydrocarbon having 1 to 6 carbon atoms, which is optionally substituted by a substituent 
selected from the group consisting of oxo, amino, lower alkylamino, di-lower alkylamino, hydroxy, lower alkoxy, 
lower alkoxycarbonyl, lower alkylene, aryl, heteroaryl and -R a , and is optionally intervened by oxygen or ni- 
trogen atom; 

Ar 1 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, nitro, oxo, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, cyclo-lower alkyl, lower alkenyl, 
lower alkoxy, halo-lower alkoxy, lower alkylamino, di-lower alkylamino, lower alkylthio, carboxyl, lower alkanoyl, 
lower alkoxycarbonyl and -Q-Ar 2 ; 

Ar 2 is aryl or heteroaryl, any of which is optionally substituted by a substituent selected from the group con- 
sisting of halogen, cyano, lower alkyl, halo-lower alkyl, hydroxy-lower alkyl, hydroxy, lower alkoxy ; halo-lower 
alkoxy, lower alkylamino, di-lower alkylamino, lower alkanoyl and aryl; 
n is 0 or 1 ; 

Q is a single bond orcarbonyl; 

R a is lower alkyl which is optionally substituted by a substituent selected from the group consisting of amino, 
lower alkylamino, di-lower alkylamino and hydroxy, and cyclo-lower alkyl, aryl and heteroaryl, the last three 
groups being optionally substituted by fluorine; 

R° is hydrogen, or lower alkylene attached to an arbitrary, bondable position of A; 

R 1 , R 2 and R 5 are independently hydrogen, lower alkyl, aralkyl or aryl; 

R 3 and R 4 are independently hydrogen, hydroxy, lower alkyl, aralkyl or aryl; 

T, U, V and W are independently methine or nitrogen atom, said methine being optionally substituted by a 
substituent selected from the group consisting of halogen, lower alkyl, hydroxy and lower alkoxy, and at least 
two of T, U, V and W are said methine group; 
X is -N(S0 2 R 1 )-, -N(COR 2 )- or -CO-; 
Y is -C(R 3 )(R 4 )-, -O- or -N(R 5 )-; 

Z is methine or nitrogen atom), or a salt or ester thereof as an active ingredient. 
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